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MpeacTtaBneHuit BuHaxig nepenbadae retepouMKITliyHY CMOMyKy, sika Mae aroHiCTUYHY aKTUBHICTb
LLIOO OPEKCUHOBOrO peLenTtopa Tuny 2.
Cnonyka, npeacrtaeneHa gpopmynoto (1):

O\\ //O

/S\

HN R!

Fooo(

RZ
N
/

R3
B SIKiM KOXEH CUMBOJN € Takmm, SK OMUCYETbCHA B onuci, abo ii cinb. Cnonyka Mae aroHiCTUYHY
aKTMBHICTb LLLOAO OPEKCMHOBOTO peLenTopa Tuny 2 Ta € NPUAHATHOIO SK areHT Ang npodinakTuku abo
niKyBaHHS HapKonencii.
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Manysb TeXHiKkn

MpeacrtaBneHun BMHaxig CTOCYETbCA rEeTEPOLMKMIYHOI CMOMyKW, 30KpeMa, reTepoLUKnivHOI
CMNOMyKM, sIka Mae aroHIiCTUYHY aKTMBHICTb LLOJ0 OPEKCUHOBOIO peLienTtopa Tuny 2.

(MepenymoBu CTBOPEHHSA BUHAxXoay)

OpekcuH sBnsie cobolo HerponenTua, AkMrM cneundivHo NPOAYKYETbCH, 30Kpema, HempoHamu,
poO3TallOBaHMMM YacTKOBO B NaTepanbHOMY rinotanamMyci Ta WOro OTOYYHYi AingHui, Ta
CKnagaeTbCs 3 ABOX NiaTumniB, opekcuHy A Ta opekcuHy B. Ak opekcuH A, Tak i opekcuH B aBnsioTb
cobo0 eHOoreHHi niraHaM peuenTopiB OpPeKCUHy, ki NpeacTaBnsaiTb coboo G NpoTeiH-3B'sI3aHi
peuenTopu, NepeBaXHO MNPUCYTHI B MO3Ky, Ta ABa Tunu nigtuvnie, TMn 1 Ta Tun 2, € BigOMMMK ANs
OPEKCMHOBMX peLenTopiB (HENaTeHTHWUIA OKYMEHT 1).

OCKinbku HEMPOHWU, sKi NPOOYKYHOTb OPEKCUMH (OPEKCUHOBI HEMPOHW), € NoKanisoBaHMMK No6nn3y
XapyoBOro LEHTPY, Ta BHYTPIWHbLOLINYHOYKOBE BBEAEHHA OPEKCMHOBOrO MenTugy B pesynbTari
Np13BOAWTbL A0 30iMNbLUEHHSA CNOXMBaAHHA 1Ki, OPEKCUH CrioyaTKy NpuMBEpPHYB yBary sk HemponenTtug,
KN Mae xapyoBy noBeAiHkoBY perynsuito. lMicna upboro, ogHak, 6yno NoBijoOMMEHO, WO NPUYMHOI
Hapkonercii y cobak € reHeTU4Ha BapiaLia OPEKCUMHOBOro peuentopa Tuny 2 (HenaTeHTHUN AOKYMEHT
2), Ta pornb OPEKCUHY B KOHTPOSi CHY Ta HECMaHHS TaKOX BUKIUKaE 3aLuiKaBreHiCTb.

3 gocnigXeHb 3 BUKOPUCTAHHAM TPAHCrEHHOI MULLI, Ska Ma€e AeHaTypOBaHi OPEKCUHOBI HENPOHM,
Ta NOABINHOI TPAHCTEHHOI MULLI, OTPMMAaHOI CXPELLYyBaHHAM L€l MU 3 TPAHCTEHHOK MULLIOK, SKa
HagMIpHO eKkcnpecye OpeKCUHOM, Oyno 3'sCoBaHO, WO cuMNTOMM, NoAibHi 0O Hapkonencii, fAKi
BUHWUKAIOTb NMpuW AereHepauii OpEKCUHOBNX HENPOHIB, 3HMKAIOTbL Yepes3 TpmBasy eKCrpecilo OPEKCUHY.
AHanoriyHo, KoM OpPEeKCMHOBUK NENTUA BHYTPILHbOLUYHOYKOBO BBOAMBCHA TPAHCrEHHIN MULLI, sKa
Mae [OeHaTypoOBaHW/A OPEKCUHOBWUIA HEWPOHW, TaKoX CMocTepiranocs MNOKpalleHHs MoAibHMx Ao
Hapkonencii cMuMnTomiB (HenaTeHTHWUA JOKYMeHT 3). [JocnimKeHHS MULLEN 3 HOKayTOM OPEKCMHOBOTO
peuenTopa TUMy 2 nokasanu, Lo OPEKCMHOBWUI peuentop Tumy 2 € BaXNMBUMM ANs NigTPUMYBaHHSA
30yMKEeHHs (HenaTeHTHUM OOKYMeHT 4, HenaTeHTHWM JokymeHT 5). Taki daHi csigyatb npo Te, Wo
aroHiCTV OPEeKCMHOBMX peLenTopiB TUNy 2 CTalTb TepaneBTUYHMMM fikapcbkumu 3acobamu ans
Hapkonencii abo TepaneBTUYHUMW MiKapCbkUMK 3acobamu AN iHWKWX MOPYLWEHb CHY, SKi
AEMOHCTPYIOTb HaAMIPHY COHMMBICTb (HENATEHTHWI OOKYMEHT 6).

Kpim Toro, nepegbayaerbcs, WO MNENTUAHMIA aroHiCT, SKWA CENEKTMBHO [i€ Ha OPEeKCUMHOBUM
peuenTop TUMy 2, MiABULLYE OXMPIHHSA 4epe3 BUCOKE XWPOBE AIETUMHE HABaHTaXEHHS Yy Mullen
(HenaTeHTHWUN JOKYMEHT 7).

Kpim TOro, nepembadvaetbcs, WO BHYTPILHBbOLIYHOYKOBE BBEAEHHS OPEKCMHOBOIO MenTuay
CKOpOYYE Yac CMCTEMHOI aHecTesil y LWypiB (HeNaTeHTHUIA AOKYMEHT 8).

Kpim Toro, nepegbavaeTbcs, WO NauieHTM 3 CUHOPOMOM arnHoe CHY AEMOHCTPYIOTb HU3bKi PiBHI
KOHLIeHTpaLii opekcuHy A 'y nna3mi KpoBi (HenaTeHTHUA AOKYMEHT 9).

Kpim TOro, nepembadaetbcs, WO BHYTPILUHBLOLLYHOYKOBE BBEAEHHS OPEKCMHOBOrO MenTuay
nokpawlye 3anam'aToByBaHHA B MoAeni LWTy4yHOro crtapiHHa wmuwi (SAMP8), 3 KOrHiTMBHOMW
ANCdYHKUiElo (HenaTeHTHMN AokyMmeHT 10).

Kpim Toro, nepegbavaetbcs, WO aroHiCT OPEKCMHOBOrO peLenTtopa Tuny 2 dyae TepaneBTUYHUM
nikapcbkum 3acobom npu cepuesii HeJoCTaTHOCTI (MATEHTHUA AOKYMEHT 1, HenaTeHTHUIN OOKYMEHT
11).

Kpim TOro, nepegbavaetbcs, WO [OeHHA COHMMBICTb NauieHTiB i3 xBopoboto [lapkiHCoHa €
BUKMMKaHOK BMNagaHHAM OPEKCMHOBOrO HepBa (HenaTeHTHUN JOKYMeHT 12).

Kpim Toro, nepepbavaerbcs, IO OPEKCUH PEryriioe YTBOPEHHSA KICTKOBOI TKaHWHW Ta BTpaTty
KICTKOBOI Macu, Ta aroHiCT OPEeKCMHOBOro peuenTopa Tuny 2 Oyge TepaneBTUYHUM JliKapCbKUM
3acob0OM Mpu 3axBOPIOBAHHSX, MOB'A3aHMX i3 BTPATOK KiCTKOBOI TKAHWHM, TakuX $IK OCTEONOpO3,
peBMaToigHWUIA apTpUT ToLo (MaTEHTHUA AOKYMEHT 2).

Kpim TOro, nepembadvactbCs, WO aroHiCT OPEKCMHOBOrO peuenTopa € MPUURHATHUM AOns
npodinakTMkn abo nikyBaHHA CEMNcUCy, BaXXKOrO CEMNCUCY Ta CEeNTUYHOTO LUOKY, OCKINTbKM MOKa3HMK
CMepTHOCTi OyB B 3HA4Hi Mipi nokpalleHui npocTuMm 6e3nepepBHMM BBEOEHHAM OPEKCUHY 3
nepudepii B Mmogeni MuLli 3 CENTUYHMM LLOKOM (NaTeHTHWUIA OKYMEHT 3).

Tomy cronyka, sika Mae aroHIiCTUYMHY aKTUBHICTb LWOAO OPEKCMHOBOrO peuenTtopa Tuny 2, §K
OYiKyeTbCs, Oyae NPUAHATHOI $K HOBWMM TepaneBTUYHMIM JikapCbkui 3acié npu Hapkonencii,
ifAionaTWUYHIN rinepcoMHii, rinepCoMHii, CUHAPOMI anHoe CHY, NOpPYLUEHHi CBIAOMOCTI, TakoMy siKk KOMa
Ta nofibHi, CMHAPOMI HapKoNencii, SIKNA CyNnpoOBOMKYETLCA MOAIOHUMM A0 HApKoMencii cMmnTomamu,
CYHOPOMI  TiNEepCOMHIi, SKMA CYNpOBOMKYETbCS [LEHHOK rinepcoMHielo (Hanpuknag, XxBopoba
MapkiHcoHa, cungpoMm TieHa-bBappe Ta cuHgpom KneliHa-JleBiHa), xBopobi AnbLrenmepa, OXUpPiHHI,
CUHAPOMI iHCYNIHOPE3UCTEHTHOCTI, cepLeBill HeAOCTaTHOCTI, 3aXBOPHOBAHHSAX, MOB'A3aHKX i3 BTpaTolo
KICTKOBOI TKaHWHW, cencuci Ta nodibHMx, KpiM TOro, SIK aHTaroHiCT aHecTe3y4yoro 3acoby,
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npodinakTMyHMn abo TepaneBTUYHUI NiKapCbKMIA 3acid npu nobivyHUX edpekTax Ta yCKNagHEHHsIX
BHaCnNigoK aHecTesil.
Ak cynbdoHamigHi noxigHi, cnonyka, npeacrasneHa opmyrnoro

\\ //

X HN \R

o,

B SIKi KOXKEH CMMBOJT € TakUM, SIK ONUCYETBLCS B AOKYMeEHTI (IMaTeHTHUI OOoKyMeHT 4), Npo sKui
JOMNOBIJAETLCS.

Kpim TOro, OCKifibki CMosyKu, siki MatoTb arOHICTUYHY aKTUBHICTb OO OPEKCMHOBOIO pelenTtopa
TUNy 2, TO 4ONOBIAAETLCS MPO HACTYMHI CNOMYKN.

Cnonyka, npegcraBneHa opmyrnoro

=2 o\\ //o
\O /S\
HN RS

N

rY

B SIKil KOXKEH CUMBOJT € TaKUM, SIK ONUCYETLCA B AOKYMEHTI (IMaTeHTHUM JOKYMEHT 5).
Cnonyka, npegcraBneHa hopmyrnoro

R1
z/ ~ /
//\\ Y

B SIKil KOXKEH CUMBOJT € TaKUM, SIK ONMUCYETLCA B AOKYMEHTi (IaTeHTHUIM JOKYMEHT 6).
Cnonyka, npegcraBneHa hopmyrnor

Y b o,

B SKill KOXKEH CMMBOJT € TaKUM, K ONUCYETbCA B AOKYMEHTI ([TaTeHTHMI JOKYMEHT 7).
Cnonyka, npeacTtasneHa (opMyroro
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B SIKil KOXXEH CMMBOJ € TaKUM, SIK ONUCYETLCA B AOKYMEHTI (lMaTeHTHUn JoKymMeHT 8).
Cnonyka, npeacraBneHa opmynoro

o
R2 \\//O

AN S
N/ \R1

B SIKill KOXXEH CMMBOJ1 € TaKUM, K ONMUCYETBLCSA B AOKYMEHTI (IMaTeHTHMI JOKYMEHT 9).
Cnonyka, npeacrasneHa gopMyIno

0]

HNJJ\R1
2
\L/L\%)
A
N
b
R (1)

B SIKii KOXXEH CUMBOJ1 € TaKUM, SK ONUCYETLCA B JOKYMEHTI (MaTeHTHun gokymeHT 10).
Cnonyka, npeacrtaBneHa (popmyrnoro

o]

A,

R® R* HN R

N

RZ

(1

B Kl KOXKEH CMMBOJT € TaKUM, SK ONMUCYETbCA B AOKYMEHTI (IMaTeHTHun gokymeHT 11).
BaxaHow € pospobka HOBOI CMOMyKW, Sika MaE€ aroHICTUYHY aKTMBHICTb LWOAO OPEKCMHOBOIO

peuenTopa Tuny 2.

[Mepenik AokyMeHTIB]
[MaTeHTHI goKyMeHTM]
[MaTeHTHUR gokymeHT 11 WO 2015/073707 A1
[MaTeHnTHUR gokymeHT 2] WO 2015/048091 A1
[MaTeHnTHUR gokymeHT 3] WO 2015/147240 A1
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[MaTeHnTHUR gokymeHT 7] WO 2018/164192 A1

[MaTenTHUR gokymeHT 8] WO 2019/027003 A1

[MaTenTHUR gokymeHT 91 WO 2019/027058 A1

[MaTenTHUR gokymeHT 10] WO 2020/004536 Al

[MaTeHTHUR gokymeHT 11] WO 2020/004537 A1
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CyTb BUHaxoay

Mpobnemu, siki BUPILLYIOTbCA BUHAX040M

MpenctaBneHnyi BuHaxia Mae Ha MeTi 3abe3neunty reTepouuKnivyHy Cronyky, ska Mae
aroHiCTUYHY aKTUBHICTb LWOA0 OPEKCUHOBOrO peuenTtopa Tuny 2.

3acobu BupiweHHsa npobrnem

ABTOpPU NpeacTaBNEHOro BUHAX04y BUSBUNK, LLO CNoJyka, NpeacTaBneHa HacTynHOK hopmMyrior
(I) abo i cinb (iHoai HasuBaeTbca sk crnonyka (I) B nMpeacTtaBneHoOMy OMMUCI) MaE arOHICTUYHY
aKTMBHICTb LOAO OPEKCMHOBOro peuenTtopa Tuny 2. Ak pesynbTaT A4OAATKOBUX OOCNIMKEHb, BOHU
MaloTb 3aBepLUeHUI NpeacTaBneHnin BUHaxia.

BignoBigHo, npeacTaBneHnin BUHaxig CTOCYETbCS HACTYMHOrO.

[1]

Cnonyka, npeactasneHa gopmyrnoto (1):

) )
N\
S
HNT R

F
R2
(H[ooo1],

B SKil

R! aBnsie coboo HeoboB'A3KOBO 3amilleHy Ci-s-ankinbHy rpyny, Heo60B'A3KOBO 3aMilLleHy MOHO-
abo pi-Cire-ankinamiHo rpyny, HeoOOB'a3koBO 3amilleHy Cse-UuknoankinbeHy rpyny, abo
HeOoDOB'sI3KOBO 3aMilLeHy Big 3- 0o 14-4neHHy HeapoMayYnyHy reTepoLKITIYHY rpyny;

R? aBnsie coboto atom BoAHKO, aToM pTOpy, HE0BOB'A3kOBO 3amileHy Ci.e-ankinbHy rpyny, abo
HeoboB'A3k0BO 3amileHy Ca-6-LMKINoankineHy rpyny;

R® aensie coboto auunbHy rpyny, HeoboB's3koBo 3aMiweHy Cie-ankinbHy rpyny, HeoboB'A3KoBO
3amiwleHy Cs.e-LMKIoankineHy rpyny, HeoboB'a3koBO 3aMmilieHy Ce.14-apunibHy rpyny, HeoboB'si3KOBO
3amilleHy Big 3- 4O 14-4neHHy HeapoMadnyHy reTepouuKnivyHy rpyny, abo HeoOOB'A3KOBO 3aMilLleHy
Bif 5- Ao 14-4neHHy apoMaTUyHy reTepoLMKITiYHY rpyny; Ta

Kinbue A gaBnsie coboto HeobOoB'A3kOBO [04aTKOBO 3amiweHe Ce.14-apoMaTUYHE BYITIEBOLHEBE
Kinbue, abo HeODOB'A3KOBO 4OAATKOBO 3aMilleHU Big 5- A0 14-4neHHMI apoOMaTUYHUIA reTEPOLIMKIT,

abo ii cineb.

2]
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Cnonyka abo cinb 3a3HaveHoi BuLle [1], B skin
R? saBnsie coboto

(1) Cie-ankinbHy rpyny,

(2) moHo- abo gi-Cue-ankinamiHo rpyny, abo
(3) Ca-s-umKknoOankinbHy rpyny;

R? aBnsie coboto

(1) atom BOAHIO,

(2) atom dpTopy, abo

(3) Cie-amkinbHy rpyny;

R3 sBnsie coboto

(1) Cie-ankin-kapboHinbHy rpyny, HeoboB'a3koBO 3amilleHy Big 1 0o 3 3amicHuMkamu, BUGpaHMMM

(a) aToma ranoreHy,

(b) rigpokeu rpynu, Ta

(c) uiaHo rpynu,

(2) Ci-s-ankokcu-kapboHinbHy rpyny,

(3) Cs-10-umknoankin-kapboHrinsHy rpyny (Cs-io-umknoankineHun dparmeHT 3 Cs-1o-UMKIOAnKin-
KapOOHINbHOI rpynn HEOBOB'A3KOBO € MICTOYKOBUIA), HeOobOB'A3KOBO 3amiweHy Big 1 go 3
3amicHMKamu, BubpaHnumm 3

(a) atoma ranoreny,

(b) rigpokcu rpynu,

(c) uiaHo rpynu, Ta

(d) Ci-e-ankineHoi rpynu,

(4) Big 3- po 14-yneHHy HeapoMayu4yHy TreTepoUMKNINKapOOoHiNbHY rpyny, HeobOB'A3KOBO
3amiweHy Big 1 o 3 3amicHukamu, BubpaHumm 3

(a) aToma ranoreHy,

(b) rigpokcu rpyny, Ta

(c) Cis-ankinbHoi rpynu,

(5) moHo- abo fj-Ci-s-ankin-kapbamoinbHy rpyny,

(6) N-C1-s-ankin-N-Cz.e-ankokcu-kapbamoineHy rpyny, abo

(7) N-Cue-ankin-N’,N’-gi-C1-e-ankinrigpasvH-kapboHineHy rpyny; Ta

Kinbue A aBnse coboto

(1) 6eH3onbHe Kinbue,

A0AaTKOBO 3aMilleHe O4HUM 3aMiCHUKOM, BUOpaHUM 3

(a) Ce-14-apunbHoi rpynu, HeoboB'A3kOBO 3amilLeHoi Big 1 4o 3 3amicHMkamu, BUGpaHMMM 3

(i) aToma ranoreny,

(i) HeoboB'A3k0BO ranoreHoBaHoi Ci-6-ankinbHOI rpynu, Ta

(iii) HeoboB'sAI3KOBO ranoreHoBaHoi Ci-6-ankoKCcK rpynu, Ta

(b) Big 5- oo 14-4yneHHOI apoOMaTMYHOI reTePOLUKNIYHOT rpynu, HE0BO0B'A3KOBO 3amilleHoi Big 1 Ao
3 3amicHukamm, BUGpaHMMM 3

(i) Ci-6-ankinbHOiI rpynu, HeOBOB'A3KOBO 3amilleHoi Big 1 Ao 3 3amicHukamu, BuGpaHnMmn 3 atoma
rarnoreHy Ta rigpokcu rpynu,

(i) Ci-6-ankokcu rpynu,

(iil) aToma ranoreHy, Ta

(iv) Ci-6-ankokcu-kapOoHinbHOI rpynu, Ta

HeoOOB'sI3KOBO 40AaTKOBO 3aMilleHe Big 1 o 3 aTomamu ranoreHy, abo

(2) 5- abo 6-4neHHMIN apoMaTUYHKIA TeTepPOoLMKI, A0OAaTKOBO 3aMmilleHnn ogHieto Ce.14-apUnbHO
rpynoto, HeobOB'A3KOBO 3aMilleHo Big 1 4o 3 aToMamu ranorexy.

3]

Cnonyka abo cinb 3a3HayeHoro Buue [1], B akin

R! siBnsie coboto

(1) Cie-amkinbHy rpyny,

(2) moHo- abo gj-Ci-s-ankinamiHo rpyny, abo

(3) Cz-6 UmknoankineHy rpyny;

R2 aBnse coboto

(1) atom BoaHto, abo

(2) aTom dpTopy;

R® aBnse coboto

(1) Cui-6-ankin-kapboHinbHy rpyny, He060OB'A3KOBO 3aMillieHy Big 1 40 3 riApoKCK rpynamu,
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(2) Cs-10-umknoankin-kapboHinsHy rpyny (Cs-1o-uuknoankineHun dparmeHT 3 Cs.1o-LMKIoankin-
KapOOHINbHOI rpynn € HeobOB'A3KOBO MICTOYKOBUN), HEeOOOB'A3kOBO 3amiwleHy Biga 1 go 3
3aMiCHUKamu, BUGpaHUMM 3

(a) aToma ranoreHy, Ta

(b) rigpokcu rpynu,

(3) Bia 3- 8O 8-4neHHy MOHOUMKIIYHY HeapoMavnM4Hy retTepounkninkapboHineHy rpyny, abo

(4) moHo- abo fi-Ci-s-ankin-kapbamoinbHy rpyny; Ta

Kinbue A siBnsie coboto 6eH30bHe KinbLe,

AoOaTtkoBo 3aMmilleHe ofHieto Ce.14-apuIibHOK rpynoto, HeoboB'A3KOBO 3amilieHoto Big 1 oo 3
3amicHMKamu, BUOpaHnmu 3

(i) aToma ranoreny, Ta

(ii) HeobOB'AA3kOBO ranoreHoBaHoi C1-6-ankifbHOI rpynu, Ta

HeobOoB'sI3KOBO 4OAATKOBO 3aMillleHe Big 1 4o 3 aToMamMu ranorey.

[4]

Cnonyka abo cinb 3a3HadeHoro sue [1], B skin

R? saBnsie coboto

(1) Cie-ankinbHy rpyny, abo

(2) moHo- abo gi-Ci-s-ankinamiHo rpyny;

R? sBnsie coboto

(1) atom BoaHt0, abo

(2) atom dTopy;

R3 aBnsie coboto

(1) C16 ankin-kapboHinbHy rpyny, He06OB'I3KOBO 3amilleHy Big 1 4o 3 rigpokeu rpynamu,

(2) Big 3- BO 8-4nNeHHy MOHOUUKMIYHY HeapoMaYvnM4Hy reTepouuKninkapboHineHy rpyny, abo

(3) moHo- abo fi-Ci-s-ankin-kapbamoinbHy rpyny; Ta

Kinbue A siBnsie cob6oto 6eH3o0nbHE Kinbue,

[oOaTkoBo 3aMmilleHe ofHieto Ce-14-apurnbHOK rpynoto, HeoboB'A3koBO 3amiwieHow Big 1 oo 3
3amicHMKamu, BubpaHnumm 3

(i) aToma ranoreny, Ta

(i) Cie-ankinbHOi rpynu, Ta

HeobOB'sI3KOBO 40AATKOBO 3aMillieHe Big 1 40 3 aTomamu ranoreny.

[5]

N'-{(2S,3R,4S)-1-(azeTngnH-1-kapOoHin)-4-dpTop-2-[(2-pTOp-3'-MeTUN[1,1'-6icbeHin]-3-
in)metun]niponignu-3-in}-N,N-gumeTuncipyaHoi KucnoTtu giamig abo noro cine.

[6]

N-[(2S,3R)-2-[(2,3-andTop[1,1'-6icdbeHin]-3-in)meTnn]-4,4-andTop-1-(2-
MeTunnponaHoin)niponignH-3-injetaHcynsgoHamig abo noro cine.

[7]

N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcu-2-meTnnnponaHoin)-2-[(2,3',5'-tpudptop[1,1'-6idpeHin]-3-
in)metun]niponigmu-3-injetaHcynsgoHamig abo 1noro cineb.

[8]

Jlikapcbkui 3acib, kM MicTUTb cnonyky abo cinb 3a 6yab-AKMM i3 3a3HadYeHux BuLLe NyHKTIB [1] -
[7].

[9]

Jlikapcbkui 3acib 3a 3a3HadYeHUM BULLE NyHKTOM [8], siknii ABnsie cobOK aroHICT OPEKCMHOBOTO
peuenTopa Tuny 2.

[10]

Jlikapcbkui 3acib 3a 3a3HayeHUM BULLE MYHKTOM [8], Skui ABnsie coboto areHT Ansd NpodinakTukm
abo nikyBaHHS1 HapKONencii.

[11]

Cronyka abo cinb 3a Oyab-gkum i3 3a3HadeHux Buwe nyHkTiB [1] - [7] AN 3acTocyBaHHsS B
npodinakTmui abo nikyBaHHi HapKonencii.

[12]

Cnoci® akTuBauii OpekCMHOBOro peLenTtopa Tuny 2 y CcaBUiB, SIKMA BKIOYae BBEOEHHS
edeKTUBHOI KiNbKOCTi crnonykun abo coni 3a Oyab-skMM i3 3a3HavyeHUx BuLle NyHKTIB [1] - [7] ccaBuo.

[13]

Cnoci6 gns npodinaktnku abo nikyBaHHsi HapKomnencii y ccaBuiB, sIKMA BKMOYAE BBEOEHHS
edeKTUBHOI KiNbKOCTi crnonykun abo coni 3a Oyab-skMM i3 3a3HavyeHnx BuLLe NyHKTIB [1] - [7] ccaBuo.

[14]
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3acTocyBaHHs1 crioniykm abo coni 3a 6yab-skum i3 3a3HadeHuMx Buwie nyHkTiB [1] - [7] ans
BUPOOHMLTBA areHTa Ans npodinakTnkm abo nikyBaHHSA HapKonencii.

TexHiYHNM edbekT BUHaxody

Cnonyka 3a npeacTaBneHMM BUHAXOOOM MAa€ aroHIiCTUYHY aKTMBHICTb LWOAO OPEKCMHOBOIO
peuenTopa TUny 2, Ta € NPUAHATHO AK areHT Ansa npodinakTukn abo nikyBaHHS HapKOMencii.

(OeTtaneHun onuc BMHaxoay)

BusHayeHHs1 KOXXHOro 3amiCHuKa, BUKOpUCTaHe B MpeAcTaBneHOMYy Onuci npeactaBnsie coboro
BM3HAYEHHS, JeTalnbHO ONucaHe HaCTYMHMM YMHOM. AKLO He3a3Ha4yeHo iHLWe, KOXEeH 3aMiCHUK Mae
HaCTyMHe BM3HAYEHHS.

B npeacraBneHoMy onuci, npuknaan "aTomMy ranoreHy" BkroyaroTb Top, Xriop, 6pom Ta nog.

B npenctaBneHomy onuci, npuknagm "Cie-ankinbHOI rpynu” BKMNOYalOTb METUn, eTwun, nponisn,
isonponin, 6ytun, i306yTun, BTOp-0yTWN, TPET-OYTUN, NEHTUN, i30NEHTWI, HEONEHTUN, 1-eTunnponin,
rekcun, isorekcun, 1,1-gumetTnndyTun, 2,2-aumetTnndbytun, 3,3-aumeTnnbyTun Ta 2-eTUnoyTun.

B npencraeneHomy onuci, npuknagn "HeoboB'a3koBO ranoreHoBaHoi Cie-ankinbHoi rpynu'
BkMoyaloTb Cie-ankinbHy rpyny, ska HeoboB'A3koBO MiCTUTbL Big 1 Ao 7, nepeBaxHo Big 1 go 5,
atomiB ranoreHy. KOHKpeTHi npuknaguM iX BKMAYaOTb METUn, XnopMmeTtun, AuvdTopmeTun,
Tpuxnopmetun, TpudTopmeTun, etun, 2-bpometun, 2,2,2-tpudptopetun, TeTpadTopeTmn,
neHtagTopeTun, nponin, 2,2-gucgptopnponin, 3,3,3-Tpucptopnponin, isonponin, ©Oytun, 4,4,4-
TpudTOopbYTUN, i300YyTUN, BTOP-OYTMN, TpeT-OyTun, neHTun, i3oneHTun, HeoneHTun, 5,5,5-
TpudpTopneHTun, rekcun Ta 6,6,6-Tpndtoprekcun.

B npeacraBneHomy onuci, npuknaan "Cz-e-ankeHinbHoOI rpynn” BKNOYaloTb €TeHiNn, 1-nponexin, 2-
nponexin, 2-metun-1-nponexin, 1-6yteHin, 2-6yTeHin, 3-0yTeHin, 3-meTnn-2-6yTeHin, 1-neHTeHin, 2-
NEeHTEHInN, 3-NEHTEHIN, 4-NeHTeHiIn, 4-MeTun-3-NeHTeHInN, 1-rekceHin, 3-rekceHin Ta 5-rekceHin.

B npepcraBneHomy onuci, npuknagun "Cz-s-ankiHineHoi rpynu" BkNOYawTb €TWHIN, 1-nponiHin, 2-
nponiHin, 1-6yTuHin, 2-6yTuHin, 3-OyTWHIN, 1-NEHTUHIN, 2-NEeHTWHIN, 3-NeHTUHIN, 4-neHTuHin, 1-
FeKCUHInN, 2-reKCuHin, 3-rekCuHin, 4-rekCuHin, 5-rekcuHin ta 4-metTun-2-neHTuHIn.

B npencraesneHomy onuci, npuknagm "Csz-10-UMKNOAMKINbHOI rpynu" BKMAYAKOTb LMKNONPOMin,
UMKNOBYTUI,  UMKINOMEHTWM, LMKIOreKCUN, LUWKNOrenTus, Uuknooktun, 6iuunkno[2.2.1]rentun,
Biumkno[2.2.2]oktun, 6iunkno[3.2.1]Joktun Ta agamaHTun.

B npencraeneHomy onwuci, npuknagm "HeoboB'a3koBO ranoreHoBaHoi Cs-1o-LMKNoankinbHoi rpynun”
BKMoYaloTb Ca-10-UMKIIOAnKinbHy rpyny, sika HeoboB'aA3koBO MICTUTL Bid 1 4o 7, nepeBaxHo Big 1 o 5,
atomiB ranoreHy. KOHKpeTHi npuknagu ix BKNOYalThb UuMkionponin, 2,2-gudpTopumknonponin, 2,3-
AndTopLMKNONponin, UMknobytun, AndTopumnKnobyTUm, LMKIONEHTUN, LMKITOTEKCUIT, LIUKIorenTun Ta
LIMKIMOOKTMI.

B npegcrasneHomy onuci, npuknaam "Cs-1o-LMKNOANKEHINbHOI rpynu" BKNIOYAKOTb LIMKNONPOMNEHin,
UUKNOBYTEHIN, UMKIMOMNEHTEHIN, LIMKIOTEKCEeHin, UMKIMOrenTeHin Ta LMKINOOKTEHI.

B npeactaBneHomy onuci, npuknaam "Ce-14-apunbHoi rpynu” BknovaroTb deHin, 1-Hadtun, 2-
HadTun, 1-aHTpun, 2-aHTpun Ta 9-aHTpun.

B npegcrtasneHomy onuci, npuknagn "Cr-is-apunankinbHoi rpynu" BknoyaoTb 6eH3un, deHetun,
HadpTnmeTun Ta deHinnponin.

B npeactaBneHomy onuci, npuknagn "Cie-ankokcu rpynu" BKIHOYAOTb METOKCU, ETOKCW,
Nponokcu, isonponokcyu, ©OyTokck, i300yTokcK, BTOp-OyTOKCK, TPeT-OyTOKCM, MEeHTMIoKCH Ta
FEKCUITOKCH.

B npencraBneHomy onuci, npuknagM "HeoboB'si3KOBO ramoreHoBaHoi Cie-ankokcu rpynm”
BkItovatoTb Ci-e-ankokecu rpyny, sika HeoboB'A3KoBO MICTUTbL Bid 1 40 7, nepeBaxHo Big 1 oo 5, atomis
ranoreHy. KoHKpeTHi npuknaau X BKMNoYaloTb METOKCKU, AUDTOPMETOKCH, TPUDTOPMETOKCH, eTOKCH,
2,2,2-TpudpTOpPETOKCKU, NPOMOKCH, i30nponokcu, byTtokcu, 4,4,4-TpudTopOyTOoKCH, i306yTOKCUH, BTOP-
OyTOKCU, NEHTUINOKCU Ta reKCUITOKCHU.

B npencraBneHomy onuci, npuknaam "Cs-10-LMKI0AnKIifoKCK rpynu" BKNOYaTb LUKITONPOMISIOKCH,
LMKINOBYTUITOKCH, LUKIONEHTUITOKCU, LUKITOTEKCUIOKCHY, LIMKITOrENTUIIOKCH Ta LIMKITOOKTUITOKCH.

B npegcrtaBneHomy onuci, npuknagn "Cie-ankintio rpynu" BKMOYaOTb METUMTIO, €TUATIO,
nponinTio, i3onponinTio, 6yTMnTiO, BTOP-6YyTUNTIO, TPET-0YTUNTIO, NEHTUNTIO Ta reKCUnTIO.

B npegcraneHomy onwuci, npuknagM "HeoboB'A3kOBO ranoreHoBaHoi Cie-ankintio rpynun”
BkrtovatoTb Ci.e-ankinTio rpyny, sika HeobOB'A3KOBO MICTUTb Bif 1 4O 7, NnepeBaxHo Big 1 o 5, atomis
ranoreHy. KOHKpeTHi npuknagu iX BKMAYaTb METUNTIO, AnTopMeTunTio, TpUTOopMETUNTIO,
eTunTio, nponinTio, isonponinTio, 6yTunTio, 4,4,4-TpucTopOYTUNTIO, NEHTUNTIO Ta reKCUnTIO.

B npeagcrtaBneHomy onwuci, npuknagm "Cie-ankinkapOboHineHoi rpynu" BKNHOYaKOTb aueTun,
nponaHoin, 6yTtaHoin, 2-meTunnponaHoin, neHTaHoin, 3-meTunbytaHoin, 2-meTunbyTtaHoin, 2,2-
ONMETUNNPONAHOIN, rekcaHoin Ta renTaHoin.
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B npepnctaBneHomy onuci, npuknaguM "HeoOOB'A3KOBO ranoreHoBaHoi Cai.s-ankinkapboHinbHOT
rpynu" BkntoyatoTb Ci-s-ankinkapboHinbHy rpyny, ska He0BO0B'A3KOBO MICTUTL Bid 1 A0 7, NepeBaXxHO
Bin 1 pmo 5, atomiB ramnoreHy. KoHKpeTHi npuknagu 1iX BKMAOYaTb aueTun, Xnopauetwn,
TpudTOpaLIETH, TPMXIOpALLETH, NPoNaHoin, 6yTaHoin, NeHTaHOIN Ta rekcaHoin.

B npenctaBneHomy onuci, npuknagm  "Cie-ankoKCMKapOOHINbHOI  rpynu"  BKMNOYalOTb
METOKCUKapOOHin, eToKcukapOOoHin, MnponokcuMkapboHin, i30nponokcnkapOoHin, 6yTokcukapboHin,
i306yTOKCMKapbOHin, BTOP-OYTOKCUKApPOOHIN, TpeT-OyTOKCMKApPOOHIN, NeHTUMNOKCMKapboHin Ta
reKCMITOKCUKapOOoHin.

B npegcrtaBneHomy onuci, npuknagn "Ce-14-apunkapOoHinbHoi rpynu" BkntoyawTb 6eH3oin, 1-
HagTOIN Ta 2-HadTOIN.

B npeactaBneHomy onwuci, npuknagn "Cr.ie-apunankinkapboHinbHOI  rpynu"  BKAOYaloTb
deHinaueTnn Ta eHinnponioHin.

B npegcraBneHomMy onuci, npuknaam "Big, 5- po 14-yneHHOI  apomaTuyHOl
reTepoumnKninkapOOoHiNbHOT rpynn" BKNIOYAKOTb HIKOTUHOIM, i30HIKOTMHOIN, TEHOIN Ta ypoin.

B npepctaBneHomy onuci, npuknagu  "Big  3- 00 14-uneHHOi  HeapoMaTUYHOI
reTepoumkninkapboHineHoi rpynn" BkNo4valTb  MopdoniHinkapboHin, ninepuaunHinkapboHin Ta
ninponignHinkapboHin.

B npeacraBneHomy onwuci, npuknagn "MoHo- abo ai-Ci-e-ankinkapbamoineHoi rpynu" BknoYaoTb
meTunkapbamoin, etunkapbamoin, agumetunkapbamoin, pgietunkapbamoin Tta  N-etun-N-
MeTunkapbamoin.

B npeacraBneHomy onuci, npuknagn "mMoHo- abo gi-Cr.is-apunankinkapbamoineHoi rpynum”
BKMOYaloTh OeHaunkapbamoin tTa peHeTunkapbamoin.

B npeactaBneHomy onwuci, npuknagn  "Cie-ankincynb@OoHINbHOT  rpynu"  BKIOYaOTb
MeTUICYNbMOHIN, eTuncynbgoHin, nponincynbgoHin, idonponincynbdoHin, 6yTuncynbgoHin, BTOp-
ByTMncynbdoHIn Ta TpeT-0yTUNCynbdOHIn.

B npegcrtaBneHomy onuci, npuknagu "HeoboB'A3k0BO ranoreHoBaHoi Ci-s-ankincynbgoHinbHOT
rpynu" BkntovaroTb Ci-e-ankincynbgoHinbHy rpyny, sika HeoboB'a3k0BO MICTUTL Bi4 1 40 7, NepeBaxHo
Bin 1 p[o 5, artomiB ranoreHy. KOHKpeTHi npuknagum X BKAYaTb  MeETUICYnbdOHiIn,
AndbTOpMETUNCYNbMOHIA, TpudpTopmeTUncynbdoHin, eTuncynbgoHin, nponincynbdoHin,
isonponincynedoHin, OyTuncynbdoHin, 4,4,4-TpudTopbyTUNCYnbMOHIN, NeHTUNCynb@oHIn Ta
rekcuncynbgOoHin.

B npeacrtaBneHomy onwuci, npuknagn "Ce-14-apuncynbdOHinbHOT  rpynn"  BKOYaoTb
deHincynboHin, 1-HadTnNcynbdoHin Ta 2-HadTUNCYNbGOHIN.

B npeacraeBneHomMy onuci, Npuknagm "3amicHuka" BKNOYaTb aTOM ranoreHy, LiaHo rpyny, HiTpo
rpyna, HeobOB'A3KOBO 3aMillleHy BYrneBOAHEBY rpyny, HeoOOB'A3KOBO 3aMillleHy FeTepOoLMKIiYHY
rpyny, auunbHy rpyny, HeOOOB'A3KOBO 3aMilleHy amiHo rpyna, HeobOOB'A3KOBO 3aMilleHy
kapbamoinebHy rpyny, HeoboB'A3KOBO 3aMilleHy TiokapbamoinbHy rpyny, HeoGOB'A3KOBO 3aMilleHy
cynbamoinbHy rpyny, HeOBOB'A3KOBO 3aMilleHy Trigpokcu rpyny, HeobBOB'A3KOBO 3aMileHy
cynbaHineHy (SH) rpyny Ta Heob0B'A3KOBO 3aMilLleHN CUMINbHY rpymny.

B npencrasneHomy onwuci, Nnpuknagn "ByrnesogHeBoil rpynun” (Bko4vakum "ByrnesogHeBy rpyny”
"Heo6OB'sI3KOBO 3aMiLLEeHOI ByrieBoaHeBoi rpynu") BkntodatoTe Cie-ankinbHy rpyny, Cae-ankeHinbHoi
rpynn, Coze-ankiHinbHOi rpynn, Ca-io-UmknoankinbHy rpyny, Cs.io-uukrnoankeHinbHy rpyny, Ce.14-
apunbHy rpyny Ta Cr-1e-apunankinbHy rpymny.

B npegctaBneHomy onuci, npuknagu "HeoOOB'AI3KOBO 3aMillleHoi  BYrneBoAHeEBOI  rpynun”
BKITHOYalOTh BYrNEBOOHEBY rpyna, sika He0bOB'A3KOBO MICTUTL 3aMiCHUK(M), BUOpaHi 3 HAaCTYNHOI rpynu
A 3amicHukiB.

[rpyna A 3amicHuKiB]

(1) aTom ranoreny,

(2) HiTpo rpyna,

(3) uiaHo rpyna,

(4) okco rpyna,

(5) rigpokcu rpyna,

(6) HeoboB'A3KOBO ranoreHoBaHa Ci-6-ankoKcu rpyna,

(7) Ce-14-apunokeu rpyna (Hanpuknag, eHoKcu, HadTOKCK),

(8) Cr-16-apunankinokeu rpyna (Hanpvknag, 6eHannokcu),

(9) Big 5- po 14-yneHHa apomMaTu4Ha reTepoLMKNINOKCK rpyna (Hanpuknaa, nipuannokcun),

(10) Big 3- po 14-uneHHa HeapomaTUyHa reTepoLUKNINOKCH rpyna (Hanpuknag, MopdoniHinokeu,
ninepnanHinokcu),

(11) Cie-ankinkapboHinokecu rpyna (Hanpuknag, aueTokcu, MPOonaHoINoKeu),

(12) Ce-14-apunkap0OoHinokeu rpyna (Hanpuknag, 6eH30inokeu, 1-HagpToinoken, 2-HadToinoken),
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(13) Cui-e-ankokcmkapOOHINoKecK rpyna (Hanpuknag, MeTOKCUKapOOHINOKCKH, eTOKCMKapOOHINoKew,
nponokcukapboHrinoken, ByTokcnkapboHinoken),

(14) wmoHO- abo pgi-Cie-ankinkapbamoinokcu rpyna (Hanpuknag, meTunkapbamoinokcu,
eTunkapbamoinokcu, gumeTtunkapbamoinokcu, gietunkapbamoinokcu),

(15) Ce-14-apunkapbamoinokcu rpyna (Hanpuknag, deHinkapbamoinokcu, HadpTunkapbamoinokem),

(16) Bi@m 5- po 14-yneHHa apomaTmyHa reTepouukninkapboHinokcu rpyna (Hanpuknag,
HIKOTUHOINOKCK),

(17) Big 3- Oo 14-yneHHa HeapoMaTuMdHa reTepouuKninkapboHinokcn rpyna (Hanpwuknag,
MOpPQONiHINKapOoHiNokey, ninepuanHinkapoOoHinoken),

(18) HeobOoB'A3KOBO ranoreHoBaHa Ci-6-ankincynboHinokcu rpyna (Hanpuknag,
METUICYNbMOHINOKCH, TPUPTOPMETUNCYIBbAOHINOKCH),

(19) Cs.14-apuncynb@OHINOKCKM rpyna HeoOOB'A3kOBO 3aMilleHnii  Cie-ankinbHOK  rpynowo
(Hanpuknag, dpeHiNcynb@OHINOKCK, TONyoncynbdOHINIOKCK),

(20) HeoboB'A3koBO ranoreHoBaHa Ci-6-ankinTio rpyna,

(21) Big 5- po 14-uneHHa apomaTu4Ha reTepoumknivyHa rpyna,

(22) Big 3- po 14-uneHHa HeapomaTU4Ha reTepoLUuKIivyHa rpyna,

(23) chopwminbHa rpyna,

(24) xapbokewm rpyna,

(25) HeoboB'A3kOBO ranoreHoBaHa Ci-s-ankinkapboHinebHa rpyna,

(26) Ce-14-apunkapOoHinbHa rpyna,

(27) Big 5- oo 14-uneHHa apomMaTU4Ha reTepouuKninkapboHinbHa rpyna,

(28) Big 3- oo 14-uneHHa HeapomaTtu4dHa reTepouukrinkapboHinebHa rpyna,

(29) C1-e-ankokcukapboHinbHa rpyna,

(30) Ce-14-apunokcukapboHinbHa rpyna (Hanpuknag, dpeninokcukapboHin, 1-HadTunokcmkapOoHin,
2-HadpTunokcnkapboHin),

(31) C7-16-apunarnkinokcukapboHinbHa rpyna (Hanpuknag, BGeH3nnokcnkapboHin,
deHeTUNoKcMKapOoHin),

(32) kapbamoinsHa rpyna,

(33) TiokapbamoinbHa rpyna,

(34) moHo- abo gi-Cie-ankinkapbamoineHa rpyna,

(35) Ce-14-apunkapbamoinbHa rpyna (Hanpuknag, deninkapbamoin),

(36) Big 5- HmO 14-uneHHa apomaTMyHa reTepouukninkapbamoineHa rpyna (Hanpwuknag,
nipuannkap6amoin, TieHinkapbamoin),

(37) Big 3- po 14-yneHHa HeapoMaTuyHa reTepouukninkapbamoinbHa rpyna (Hanpuknag,
MopdoniHinkap6amoin, ninepuaunHinkapbamoin),

(38) HeoboB'sI3k0BO ranoreHoBaHa Ci-s-ankincynbdoHinbHa rpyna,

(39) Ce-14-apuncynbdoHineHa rpyna,

(40) Big 5- po 14-uneHHa apomaTtuMyHa reTepouMknincynb@OHINbHa rpyna (Hanpuknag,
nipnanncynb@OoHin, TiEHINCcynbdoHin),

(41) HeoboB'A3koBO ranoreHoBaHa Ci-s-ankincynbiHineHa rpyna,

(42) Ce14-apuncynbiHineHa rpyna (Hanpuknag, deHincynbdidin, 1-HadpTuncynbdinin, 2-
HapTMNCYnbiHIn),

(43) Bim 5- po 14-uneHHa apomaTuMyHa reTepouMKnincynb@iHinbHa rpyna (Hanpuknag,
nipuanncynbiHin, TieHincynboiHin),

(44) amiHo rpyna,

(45) moHo- abo pgi-Cie-ankinamiHo rpyna (Hanpuknag, MeTuramiHo, eTunamiHo, nponinamiHo,
isonponinamiHo, 6yTnnamiHo, gumMeTUnamiHo, gieTunamido, gunponinamiHo, andytunamido, N-etnn-N-
METUIaMiHo),

(46) moHo- abo ai-Ce-14-apunamiHo rpyna (Hanpuknag, geHrinamiHo),

(47) Big 5- oo 14-yneHHa apoMaTWyHa reTepouuKminamiHo rpyna (Hanpuknag, nipugunamido),

(48) Cr.16-apunankinamito rpyna (Hanpuknag, 6eH3nnamiHo),

(49) dopminamiHo rpyna,

(50) Cie-ankinkapboHinamiHo rpyna (Hanpvknag, aueTunamMiHo, nponaHoinamiHo, 6ytaHoinamiHo),

(51) (Cu6-ankin)(Ci-s-ankinkapboHin)amiHo rpyna (Hanpuknag, N-auetnn-N-meTunamiHo),

(52) Ce.14-apunkapboHinamiHo rpyna (Hanpwvknag, deHinkapboHinamiHo, HadTunkapboHinamiHo),

(53) C1-6-ankokcukapboHinamiHo rpyna (Hanpuknag, MeTOKCMKapOoHinamiHo,
eToKCcuKapOOoHinamiHo, nponokcukapboHinamiHo, 6yTokcukapboHinamiHo, TpeT-
OyTokcukapboHinamiHo),

(54) Cr-16-apunarnkinokcmkapboHinamiHo rpyna (Hanpuknag, 6eHaunokcukapboHinamiHo),
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(55) C1-6-ankincynb@oHinamiHo rpyna (Hanpuknag, MeTUIcynbgOoHINamiHo,
eTUNCynbMOHinamiHo),

(56) Ce-14-apuncynboHinamiHo rpynna, HeoboB'A3k0BO 3amilieHa Cie-ankinbHOK rPynoto
(Hanpuknag, deHincynbdoHinamiHo, TonyoncynbgoHinamiHo),

(57) HeoboB'aA3koBO ranoreHoBaHa Ci-s-ankinbHa rpyna,

(58) C2-6-ankeHinbHa rpyna,

(59) Cze-ankininbHa rpyna,

(60) Cs-10-umknoankineHa rpyna,

(61) Cs-10-uMKnoankeHinbHa rpyna Ta

(62) Ce-14-apunbHa rpyna.

KinbkicTb 3a3HavyeHUX BULLE 3aMIiCHMKIB B "HEOOOB'A3KOBO 3aMillleHin BYrneBOAHEBIN rpyni”
CTaHOBUTb, Hanpuknag, Big 1 oo 5, nepesaxHo Big 1 Ao 3. Konu KinNbKiCTb 3aMiCHUKIB CTaHOBUTL [Ba
abo binbLie, npeAcTaBneHi 3aMiCHUKN MOXYTb OyTU 0AHaKOBUMK abo PisHUMU.

B npeacrtaBneHomy onwuci, npuknagu "retepouukniyHoi rpynun" (BKMoYaluM "reTepoumKIlivyHy
rpyny" "HeoBOB'A3KOBO 3aMilleHOi reTepouuknivyHoi  rpynu") BknoYaoTb (i)  apomaTtuyHy
retepouukniyHy rpyny, (ii) HeapomaTuyHy reTepoumkniyHy rpyny Ta (i) 7-10-4yneHHy MicTO4YKOBY
reTepoUVKIiYHy rpyny, Ae KOXHa MICTUTb, K KinbLie-yTBOPIOOYUIA aTOM KpiM aToMy Byrneuto, Big 1 oo
4 reTepoaTtomis, BUOpaHMX 3 aTOMy a30Ty, aTOMY Cipkun Ta aTOMY KUCHIO.

B npencraBneHomy onwuci, npuknagn "apomatuyHOI reTepoumknivyHoi rpynu” (Bkntovatoum "Big 5-
80 14-4neHHy apoMaTUYHy reTepouuKivyHy rpyny") BKMYaTb Big 5- 40 14-4neHHy (NepeBaxHo Big
5- 0o 10-4neHHy) apoMaTU4Hy reTepOLMKIIYHY Ipyny, Ska MiCTUTb, SIK KifbLie-yTBOPIOIOYMI aTOM Kpim
aTomy kapboHy, Big 1 0o 4 reTepoaTtomiB, BUOpaHNX 3 aTOMy a3oTy, aTOMY Cipku Ta aTOMY KUCHIO.

MepeBaxHi npuknagn "apomaTUYHOI reTepouUMKNiYHOI rpynn" BkMOYalTb 5- abo 6B-4neHHi
MOHOLIMKNIYHI  apoMaTU4Hi FeTepoLMKNiYHI rpynn, Taki AK TieHin, dypun, niponin, imigasonin,
nipasonin, Tia3onin, i3oTia3onin, okcasonin, i3okcasonin, nipyawun, nipasuHin, NipuMMiguHIn,
nipugasuiin, 1,2,4-okcagiasonin, 1,3,4-okcagiasonin, 1,2,4-tiagiasonin, 1,3,4-Tiagiasonin, Tpnasonin,
TeTpasonin, TpMasuHin Ta nogibHe; Ta

8-14-uneHHi aHenboBaHi MoMiuMKNiYHI  (NepeBaxHO 6i- abo  TPUUMKMIYHI) apoMaTUYHi
reTepoumnkriyHi rpynu, Taki gk 6eHsoTiodeHin, 6eH3odypaHin, 6eH3imigasonin, 6eH3okcasonin,
BeHsizokcasonin, 6eHsoTiasonin, GeHsizoTiasonin, B6eH3oTpmasonin, iMigasonipnauHin,
TieHonmipuaumHin,  dyponipuauHin,  nipononipuauHin,  nipasononipuguHin,  okcasononipuanHin,
TiasononipnguHin, iMigasonipasuHin, iMigasonipMmiguHin, TieHoNipuMIguHIn,  dyponipumiguHin,
nipononipumiguHin, nipasononipuMignHin, OKCa301oNipUMIANHIN, TiazononipumigunHin,
nipasonoTpmasuHin, HadTo[2,3-b]TieHin, deHokcaTiiHin, iHgonin, isoiHaonin, 1H-iHgasonin, nypuHin,
i3oxiHONIN, XiHoMiN, dTanasuHin, HadTUPIANHIN, XiHOKcaniHin, XiHasoniHin, wiHoniHin, kapbasonin, B-
kapOoniHin, deHaHTPUAMHIN, akpuanHin, deHasuHin, deHoTia3nHIn, deHokcasunHin Ta nogidHe.

B npeacraBneHomy onuci, npuknagn "HeapoMaTU4YHOI reTepouMKIivHOI rpynn" (Bkroyarun "Big
3- 8o 14-4neHHy HeapoOMaTU4YHY reTepPoLMKIiYHY rpyny") BKMoYaTb Big 3- 40 14-4neHHy (nepeBaxHO
4-10-4neHHy) HeapoMaTUYHy reTepoLUKMiYHY rpyny, sika MICTUTb, SK KifbLe-yTBOPIOKYNIA aToM, Kpim
aTomy kapboHy, Big 1 0o 4 retepoaTomis, BUBpaHNX 3 aToMy a3oTy, aTOMY Cipku Ta aTOMY KUCHIO.

MepeBaxHi npuknagM "HeapomaTWYHOI FEeTEePOUMKITIMHOI  rpynn"  BKMHOYaOTb  3-8-YneHHi
MOHOUMKNIYHI HeapoMaTWUyHi reTepounknivHi rpynu, Taki SK asvMpuauHin, OKcupaHin, TiipaHin,
aseTUOuHIN, OoKceTaHin, TieTaHin, TeTparigpoTieHin, TeTparigpodypaHin, niponiHin, ninponiguHin,
iMmigasoniHin, iMigasonignHin, okcasoniHin, okcas3oniauHin, nipasoniHin, nipasoniguHin, TiasoniHin,
TiasoniguHin, TeTparigpoi3oTiasonin, TeTparigpooKkcasonifsl, TeTparigpoidookcasonin, ninepuanHin,
ninepasuHin, TeTparigponipuanHin, aurigponipuaunHin, gurigpoTionipanin, TeTparigponipumMignHin,
TeTparigponipngasuHin, aurigponipaHin, TeTparigponipaHin, TeTparigpoTionipaHin, MopdoniHin,
TiomopdboniHin, azenawin, giazenadin, aseniHin, okcenaHin, as3okaHin, gia3okaHin Ta nogidHe; Ta

9-14-yneHHi aHenbOBaHi NOMIUUKMIYHI (MepeBaxHO Oi- abo TPULUMKMIYHI) HeapoMaTUYHI
reTepoLMKITiYHI rpynu, Taki gk aurigpobeHsodypaHin, aurigpobeHsimigasonin, gurinpodeH3okcasonin,
avrigpobensoTiaszonin, aurigpobeHsizoTiazonin, purigpoHadTo[2,3-b]TieHin, TeTparigpoizoxiHonin,
TeTparigpoxiHonin,  4H-xiHoniauHin, iHgoniHin,  i30iHAONIHIN,  TeTparigpoTieHo[2,3-clnipuaunHin,
TeTparigpobeHsaseniHin, TeTparigpoxiHoKcaniHin, TeTparigpodeHaHTPUANHIN,
rekcarigpodeHoTiasnHin, rekcarigpodeHokcasuHin, TeTparigpodTanasunHin, TeTparigpoHadTmpiguHin,
TeTparigpoxiHa3oniHin, TeTparigpouiHoninin, TeTparigpokapbasonin, TeTparigpo-beta-kapboniHin,
TeTparigpoakpuaunHin, TeTparigpodeHasuHin, TeTparigpoTiokcaTeHin, okTarigpoisoxiHonin Ta nogidHe.

B npeacraesneHomMy onuci, nepeBaxHi npuknagn "7-10-4neHHOT MICTOYKOBOI reTepOLMKITiYHOT
rpynu" BKNIOYAKTL XiHYKNIAMHIN Ta 7-a3abiunkno[2.2.1]renTaHin.

B npegcraBneHomy onuci, npuknagu "reTepoumKnivyHOl rpynu, sika MICTUTb asoT, " BKIYalTb
"reTepouyKITivyHy rpyny", ska MiCTUTb, LLOHaNMeEHLLE, OAMH aTOM a3oTy, SK KifbLe-yTBOPIOKYUA aToM.
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B npenctaBneHomy onuci, npuknagn "HeoOOB'I3KOBO 3aMilLEHOi reTepouMKiyHOi  rpynn’”
BKITIOYAIOTb FeTEepoUMKNiYHY rpyny, ska HeObBOB'A3KOBO MICTUTb 3amicHuUK(n), BubpaHun(i) i3
3a3HadeHoi BuLLe rpynu A 3amiCHUKIB.

KinbkicTb 3aMiCHUKIB B "HEOBOB'A3KOBO 3aMilLleHiln reTepoLUunKnidHin rpyni" cTaHOBUTL, HaNpUKnag,
Big 1 go 3. Konu KinbkiCTb 3aMiCHUKIB cTaHOBUTL ABa abo BinbLue, npeacTaBneHi 3aMiCHUKN MOXYTb
OyTn ogHakoBMMK abo pisHUMN.

B npencrasneHomy onuci, npuknaam "aumnbHOI rpynn" BKNoYaloTb OPMInbHY rpyny, kapbokcm
rpyny, kapbamoinbHy rpyny, Tiokapb6amoinbHy rpyny, cyrnb@iHo rpyny, cynbgo rpyna, cynbdamoinbHy
rpyny Ta ocdoHO rpyny, KOXHa 3 Skux HeobOoB'si3KoBO MICTUTb "1 abo 2 3amicHukK, BnubpaHi 3 Ci.6-
ankineHoi rpynu, Cze-ankeHinbHoi rpynu, Cs-1o-UMKNoankineHoi rpynu, Cs-10-UUKNOANKEHINbHOI rpynu,
Ce-14-apunbHoi rpynu, Cr.16-apunankinbHoi rpynu, Big 5- 4o 14-4neHHOi apoMaTU4YHOI reTepOoLMKIIYHOT
rpynu Ta Big 3- Ao 14-4neHHoOi HeapoMaTUYHOT reTepPOLUUKIIIYHOI TPynn, aMiHO rpyny Ta MOHO- abo aij-
Ci-6 arnkin-amiHO rpyny, KoxHa 3 skux HeobOB'A3KOBO MiCTUTb Bid 1 A0 3 3amicHuUKIB, BUOpaHux 3
aTomy ranoreHy, HeoboB'A3KOBO ranoreHoBaHoi Cie-ankokCu rpynu, FigpoKCU rpynu, HITpPO rpynu,
LiaHO rpynu, amiHo rpynu Ta kapbamoineHoi rpynn".

Mpuknagm "auunbHOT  rpynu" TakoX  BKMNOYalOTb  BYrNEBOAHEBO-CYNbMOHINbLHY  rpyny,
reTepouUMKninCynb@OHINbHY rpyny, BYrneBOAHEBO-CYNbMiHINbHY rpyny Ta reTepounKninCynb®iHinbHy
rpyny.

B paHomy OOKYMeHTi ByrneBOAHEBO-CYIb(OHINbHA rpyna o3Havae cynbqOoHINbHY rpyny, 3B's3aHy
3 BYrNeBOAHEBOK rPyroto, reTepoumKnincynbOoHinbHa rpyna o3Havae CynbqOHINbHY rpyny, 3B'a3aHy
3 TeTepouMKIliYHO rpynow, BYrfEBOAHEBO-CYNbQIiHINbHA rpyna oO3Hayae cynbdiHinbHY rpyny,
3B'A3aHy 3 BYrNEBOOHEBOK TPynolo, Ta retepounknincynbdiHineHa rpyna o3Hadae cynbdiHinbHY
rpyny, 3B'i3aHy 3 reTepOLUKIIYHOO Pymnoto.

MepeBaxHi Npuknaan "auunbHOi rpynu" BkMoYarTb opMinbHy rpyny, kapbokcu rpyny, Cise-
ankinkapboHrineHy rpyny, Coze-ankeHinkapboHineHy rpyny (Hanpuknag, KpoToHoin), Cas-io-
uuMKnoankinkapboHineHy  rpyny  (Hanpuknag, — uukno®ytaHkapOOoHin,  LMKnoneHTaHkapOoHin,
LMKorekcaHkapboHin, uuknorentaHkapboHin), Cas-1o-LmknoankeHinkapboHineHy rpyny (Hanpwknag, 2-
umKnorekceHkap6oHin), Ce.14-apunkapboHinbHy rpyny, Crz.is-apunankinkapboHineHy rpyny, Big 5- go
14-yneHHy apomaTWyHy reTepouMKninKapboHinbHy rpyny, Big 3- A0 14-yneHHy HeapomaTUYHY
retepouukninkapboHinbHy rpyny, Ci-s-ankokcmkapBoHinbHy rpyny, Ce-14-apunokcnkapboHinbHy rpyny
(Hanpuknag, deHinokcukapboHin, HadTunokcMkapOoHin), Cr-16-apunankinokcnkapOoHinbHy rpyny
(Hanpvknag, 6eHaunnokcmkapboHin, dpeHeTunokcukapboHin), kapbamoinbHy rpyny, moHo- abo gi-Ci.e-
ankinkapbamoinbHy rpyny, MoHo- abo  pfi-Cze-ankeHinkapbamoinbHy rpyny (Hanpuknag,
dianinkapbamoin), MOHO- abo Ai-Cs-10-Uuknoankinkap6amoineHy rpyny (Hanpuknag,
uuknonponinkap6amoin), MOHO- abo Bi-Ce-14-apunkapbamoinbHy rpyny (Hanpuknag,
deHinkapbamoin), MoHo- abo pai-Cris-apunankinkapbamoineHy rpyny, Big 5- Ao 14-uneHHy
apomaTtunyHy retepouukninkapbamoineHy rpyny (Hanpuknag, nipugunkapbamoin), N-Cie ankin-N’,N’-
Ai-Ci16  ankinrigpasvH-kapboHinbHy rpyny, TiokapbamoinbHy rpyny, MoHO- abo pgi-Cuie-
ankinTtiokapbamoineHy rpyny (Hanpuknag, wmetunTiokapbamoin, N-etun-N-metunTiokapbamoin),
MOHO- abo gi-Cz-s-ankeHintTiokapbamoinbHy rpyny (Hanpuknag, gianintiokap6amoin), MoHo- abo gi-Cs-
10-LMKnoankinTiokapbamoineHy rpyny (Hanpwuknag, umknonponintiokapbamoin,
uuknorekcuntiokapbamoin), MoHo- abo  fi-Ce-14-apuntiokapbamoinbHy — rpyny  (Hanpuknag,
deHinTiokapbamoin), MoHo- abo  gi-Crie-apunankintiokapbamoinbHy  rpyny  (Hanpwuknag,
©eHaunTiokapbamoin, deHeTUnTiokapbamoin), Bif 5- ao 14-uyneHny apomMaTuUdHy
retepouukninTiokap6amoinbHy rpyny (Hanpwvknag, nipyuannrtiokap6amoin), cynbdiHineHy rpyny, Ci.e-
ankincynbdiHinbHy rpyny (Hanpuknag, MeTuncynbdiHin, eTuncynbinin), cynb@oHinbHy rpyny, Cie-
ankincynbdoHineHy rpyny, Ce-14-apuncynboHineHy rpyny, ¢ocdoHo rpyny Ta mMoHo- abo Ai-Ci-e-
ankindgocdoHo rpyny (Hanpuknag, AumeTundocdoHo, AaieTundocdoHo, aiizonponindocdoHo,
anbyTundocgoHo).

B npegcrtaesneHomy onuci, npuknagu "HeoboB'A3KOBO 3aMilLieHOi aMiHO rpynu" BKIHOYaKTb amiHO
rpyny, sika HeoboB'a3koBO MicTuTb "1 abo 2 3amicHukn, BuBpaHi 3 Cie-ankinbHoi rpynu, Co.e-
ankeHineHoi rpynu, Cs-1o-umknoankinbHoi rpynu, Ce-14-apunbHoi rpynu, Cr-1e-apunankineHoi rpynu, Cai.
6-ankinkapOoHinbHoi rpynu, Ce-14-apunkapboHineHoi rpynu, Cr.1e-apunankinkapboHineHoi rpynu, Big 5-
40 14-4neHHOi apoMaTUYHOi reTepounKninkapboHineHoi rpynu, Big 3- A0 14-4nNeHHOi HeapoMaTUYHOI
retepounkninkapboHineHoi  rpynu, Cie-ankokcMkapOoHinbHOI rpynu, Big 5- [o  14-uneHHol
apomMaTM4YHOI reTepoLMKNiYHOI rpynu, kapbamoinbHOi rpynu, MoHo- abo gi-Ci-e-ankinkapbamoinbHoi
rpynu, MoHo- abo pfi-Cr-1e-apunankinkapbamoinbHoi rpynu, Cie-ankincynbgoHinbHoi rpynu 1a Ce.14-
apuncynbOHINbLHOT rpynu, KoXHa 3 sikux HeoboB'A3koBO Mae Big, 1 4O 3 3amicHuUKIB, BUOpaHMX 3
rpynu A 3amicHukis".
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MepeBaxHi Npuknagn HeoboOB'sI3KOBO 3aMiLLLEHOI aMiHO rPynu BKIOYAKTb aMiHO rpyny, MOHO- abo
Ji-(Heob0oB's13K0BO ranoreHoBaHui Cie-ankin)amiHo rpyny (Hanpuknag, MeTUamiHo,
TpudTOpMETUNAMIHO, ANMETUNAMIHO, €TUNaMiHO, AieTunamiHo, nponinamiHo, AMbyTunamiHo), MOHO-
abo gi-Cze-ankeHinamiHo rpyny (Hanpuknag, gianinamiHo), MoHO- abo Ai-Cs-10-LMKnoankinamiHo rpyny
(Hanpuknag, uMKIonponinamiHo, LMKIOrekcunamiHo), MoHo- abo Ai-Ce-14-apunamiHo  rpyny
(Hanpuknapg, deHinamiHo), MoHo- abo pai-Cr-ie-apunankinamiHo rpyny (Hanpuknag, 6eH3unamiHo,
anbeHsnnamiHo), MoHo- abo au-(HeoboB'dA3koBO ranoreHoBaHun Cie-ankin)kapboHinamiHo rpyny
(Hanpuknag, aueTunamiHo, nNpOMioHINaMmiHo), MoHO- abo Ai-Ce.14-apunkapboHinamiHO  rpyny
(ranpuknag, 6eHsoinamiHo), MoHO- abo Aai-Cr.ie-apunankinkapboHinamiHo rpyny (Hanpuknag,
OeHaunkapboHinamiHo), MoHo- abo au- Big 5 Ao 14-4neHHy apomaTU4Hy reTepoLuMKIlinkapboHinamiHo
rpyny (Hanpuknag, HiKOTMHOINaMiHO, i30HIKOTUHOINAMIHO), MOHO- abo au-Big 3- 40 14-uneHHy
HeapoMaTU4Hy reTepoumkninikapboHinamiHo rpyny (Hanpuknag, ninepuauHinkapboHinamiHo), MOHO-
abo gi-Ci-s-ankokcukapboHinamiHo rpyny (Hanpuvknag, TpeT-byTokcukapboHinamiHo), Big 5- oo 14-
YNeHHY apoMaTW4HYy reTepouukninamiHo rpyny (Hanpwvknag, nipuaunamido), kapbamoinamiHo rpyny,
(MoHo- abo pfi-Ci-s-ankinkapbamoin)amiHo rpyny (Hanpuknag, meTtunkapbamoinamiHo), (MoHo- abo Ai-

Cr-1s-apunankinkapbamoin)amiHo rpyny (Hanpuknag, 6eH3unkapbamoinamiHo), Cie-
ankincynb@oHinamiHo rpyny (Hanpuknag, MeTuncynb@oHinamiHo, eTuncynbgoHinamiHo), Ce-14-
apuncynboHinamiHo rpyny (Hanpuknag, deHincynbMOoHINamiHo), (C1-6-ankin)(Cue-

ankinkapboHin)amiHo  rpyny  (Hanpuknag, N-auetun-N-metunamiHo) Ta  (Cie-ankin)(Ce-1s-
apunkap6oHin)amiHo rpyny (Hanpuknag, N-6eH30in-N-meTunamiHo).

B npeacrtaBneHoMmy onuci, npuknagn "HeobOB'A3KOBO 3aMilleHoi kapbamoinbHOi  rpynu
"BKIMOYal0Tb KapbamoinbHy rpyny, sika HeobOOB'A3KOBO MICTUTbL "1 abo 2 3amicHukM, BnbpaHi 3 Cie-
ankineHoi rpynu, Cze-ankeHinbHoi rpynu, Cas.io-uuknoankinbHoi rpynn, Ce.14-apunbHoi rpynu, Cr-ie-
apunankineHoi rpynu, Cie-ankinkapboHinbHoi rpynn, Ce.1s4-apunkapboHinbHoi rpynn, Cr.6-
apvnankinkapboHinbHoi rpynu, Big 5- 40 14-4neHHOi apoMaTMYHOI reTepoUMKNINKapBOoHInbLHOI rpynu,
Big 3- Ao 14-uneHHOi HeapomaTu4HOI retepounkninkapboHineHoi rpynu, Ci-6-ankoKCMKapOOoHiNbHOT
rpynu, Big 5- 4o 14-4neHHol apomMaTUYHOI reTepoLMKivyHOI rpynn, kapbamoinbHOI rpynu, MoHo- abo
Ai-Ci-e-ankinkapbamoineHoi rpynM 1a MoHo- abo fAi-Cr-1e-apunankinkap6amoinbHOI rpynu, KoxHa 3
AKNX HEOBOB'A3KOBO MICTUTB Big 1 40 3 3amiCHUMKIB, BUOGpaHMX 3 rpynn A 3amMiCHUKIB".

MepeBaHi Npuknagn HeO0bOB'A3KOBO 3aMilleHOi kapbaMOinbHOI rpynu BKMOYaTb KapbamMoinbHy
rpyny, MoHo- abo ai-Cies-ankinkap6amoinbHy rpyny, MoHo- abo ai-Ca-s-ankeHinkapbamoinbHy rpyny
(ranpuknag, pianinkapbamoin), mMoHo- abo au-Cs.io-UmknoarnkinkapbamoinbHy rpyny (Hanpwvknag,
uuknonponinkap6amoin, uuknorekcunkapbamoin), MoHo- ab6o pfi-Ces.14-apunkapbamoineHy rpyny
(Hanpvknag, derinkapbamoin), MoHo- abo ai-Cr.1s-apunankinkapbamoinbHy rpyny, MoHo- abo gi-Ci-6-
arnkinkapboHinkapbamoineHy rpyny (Hanpuknag, auetunkapbamoin, nponioHinkap6amoin), MoHo- abo
Ai-Ce-14-apurnkapboHinkapbamoineHy rpyny (Hanpuknag, 6eHsoinkapbamoin) Ta Big 5- oo 14-uneHHy
apomaTtunyHy reTepouukninkapbamoineHy rpyny (Hanpuknag, nipugunkapbamoin).

B npeactaBneHomy onuci, npuknagn "HeoboB'A3koBO 3aMmilwleHoi TiokapbamoinbHoi rpynun"
BKITIOYaloTh TiokapbamoinbHy rpyny, sika HeoboB'A3koBO MiCTUTL "1 abo 2 3amicHukuK, BubpaHi 3 Ci.6-
ankineHoi rpynu, Cze-ankeHinbHoi rpynu, Cas-io-uuknoankineHoi rpynu, Ce.14-apunbHoi rpynu, Cr-ie-
apuvnankineHoi  rpynun, Cae-ankinkapboHineHoi rpynu, Ce.14-apunkapboHinsHoi  rpynu, Cr-ie-
apunankinkapboHinbHoi rpynu, Big 5- 4o 14-4neHHOi apoMaTUYHOI reTepoLMKNINKapOOoHINbHOI rpynu,
Big 3- 4o 14-4uneHHOi HeapoMaTW4HOI retepounkninkapboHineHoi rpynu, Cie-ankoKCMKapOOHINbHOT
rpynu, Big 5- 0o 14-4neHHOi apomMaTUYHOI reTEPOLMKITIYHOI rpynn, kapbamoinbHOI rpynuM, MoHo- abo
Ai-Ci.e-ankinkapbamoineHoi rpynM Ta MoHo- abo fi-Cr-1e-apunankinkap6amMoinbHOI rpynu, KoxHa 3
AKMX HeoboB'A3kOBO Mae Big 1 40 3 3aMiCHUKIB, BUOpaHMX 3 rpynu A 3amiCHUKIB".

MepeBaxHi MpuknagM HeoOOB'A3KOBO  3aMilLeHOi  Tiokap6amoinbHOI  rpynu  BKIOYaOTb
TiokapbamoinbHy  rpyny, MOHO- abo  gi-Cie-ankintiokapbamoinbHy  rpyny  (Hanpuknag,
meTunTiokapbamoin, etunTtiokapbamoin, aumetunTiokapbamoin, pietunTtiokapb6amoin, N-eTun-N-
mMeTunTiokapbamoin), MOHO- abo  pi-Cz.e-ankeHinTiokapbamoinbHy rpyny (Hanpuknag,
gianintiokapbamoin), MoHo- abo  Ai-Cs.io-UMknoankintiokapbamoineHy  rpyny  (Hanpuknag,
umknonponintiokap6amoin, uuknorekcunTtiokapbamoin), MoHo- abo fi-Ce.14-apunrtiokapbamoinbHy
rpyny (Hanpuknag, deHintiokapbamoin), MoHo- abo pfi-Cr.ie-apunankinriokapbamoineHy rpyny
(Hanpuknag, OeHaunTiokapbamoin, deHeTuUnTiokapbamoin), MOHO- abo ni-Cu.6-
ankinkapboHinTiokapbamoineHy rpyny (Hanpuknag, auetunTiokapb6amoin, nponioHinTiokapbamoin),
MOHO- abo gi-Ce.14-apunkapboHintiokap6amoinbHy rpyny (Hanpuknag, 6eHsointiokapbamoin) Ta Big 5-
80 14-4neHHy apomaTtunyHy reTepouukninTiokapbamoineHy rpyny (Hanpuknag, nipyugunriokapbamoin).

B npencraBneHomy onwuci, npuknagn "HeoOOB'A3KOBO 3aMillieHoi cyrnbdamoinbHoi  rpynun”
BKITIOYAlOTh CcynbdamMoinbHy rpyny, sika HeoboB'a3koBO MICTUTbL "1 abo 2 3amicHuku, BMGpaHi 3 Ci.6-
ankineHoi rpynu, Cze-ankeHinbHoOi rpynu, Cas-io-umknoankineHoi rpynu, Ce.14-apunbHoi rpynu, Cr-ie-

12



10

15

20

25

30

35

40

45

50

55

60

UA 131013 C2

apunarnkinbHoi  rpynun, Cis-ankinkapboHinbHoi rpynu, Ce.14-apunkapboHrinbHoi  rpynu, Cr.ie-
apunankinkapboHinbHOI rpynu, Big 5- Ao 14-4neHHOT apoMaTUYHOI reTepoUUnKNINKapboHinbLHOT rpynuy,
Big 3- 40 14-uneHHOl HeapomaTU4HOI reTepounkninkapOoHineHOI rpynu, Cies-ankoKCUKapBOOoHiNbHOT
rpynu, Big 5- oo 14-4neHHOi apoMaTMYHOI reTepoLUUKNiYHOI rpynu, kapbamoinbHOI rpynu, MOHO- abo
fi-C1e-ankinkapbamoinbHoi rpynn Ta MoHo- abo fi-Cr-is-apunankinkapbamoinbHOi rpynu, KoxHa 3
AKNX HEOBOB'A3KOBO MICTUTB Big 1 40 3 3amicHMKIB, BUGpaHuX 3 rpynu A 3amMiCHUKIB".

MepeBaxHi npuknagn HeobOB'A3KOBO  3aMilleHol  CynbdamMOinbHOI  Fpynu  BKIOYaKTb
cynbgaMoinbHy  rpyny, MoOHO- abo  pgi-Cie-ankincynbamoineHy  rpyny  (Hanpuknag,
MeTuncynbMamoin, eTtuncynbdamoin, agumeTuncynbdamoin, agietuncynbdamoin, N-etun-N-
MeTuncynbgamoin), MOHO- abo [i-Cz-6-ankeHincynbpamoinbHy rpyny (Hanpuknag,
dianincynedamoin), MoHo- abo  gu-Cs.o-umknoankincynbgamoineHy  rpyny  (Hanpuknag,
umknonponincynsdamoirn, uMkrorekcuncynbgamoin), MoHo- abo Ai-Ce-14-apuncynbgamoinbHy rpyny
(ranpuknag, deHincynegamoin), moHo- abo Ai-Cr-is-apunankincynbdamoinbHy rpyny (Hanpvknag,
BeHsuncynbdamoin, deHeTuncynsdamoin), MoHo- abo ai-Ci-e-ankinkapboHincynbamoinsHy rpyny
(Hanpuknag, auetuncynbscamoin, nponioHincynegamoin), MOHO- abo Ai-Ce-14-
apunkapboHincynbsamoineHy rpyny (Hanpuknag, GeHsoincynegamoin) Tta Big 5- o 14-uneHHy
apomaTtunyHy reTepouuknincynbgamoinbHy rpyny (Hanpuknaa, nipuguncynsgamoin).

B npeacrtaBneHomy onwuci, npuknagn "HeoboB'A3KOBO 3aMmilleHOl MApoKCcy rpynu" BKIOYaOTb
rigpokcu rpyny, sika HeobOoB'A3KOBO MICTUTb "3amicHuK, BuOpaHun 3 Cies-ankinbHoi rpynu, Coe-
ankeHinbHoi rpynu, Cs.10-UmknoankineHoi rpynu, Ce-14-apunbHoi rpynu, Cr-16-apunankineHoi rpynu, Ca.
s-ankinkapOoHinbHoi rpynu, Ce14-apunkapboHinbHoi rpynu, Cr.is-apunankinkapboHinbHOi rpynu, Big 5-
00 14-4yneHHoi apoMaTUYHOI reTepoumnKinkapOoHinbHOI rpynu, Big 3- A0 14-4neHHOi HeapoMaTUYHOI
retepouukninkapboHineHoi  rpynu, Cie-ankokcmkapOoHinbHOi rpynu, Big 5- [o  14-uneHHoi
apoMaTU4YHOI reTepoUMKIYHOT rpynn, kapbamoinbHOI rpynu, MoHo- abo ai-Cis-ankinkap6amoinbHoi
rpynu, MoHo- abo pgi-Cr-1e-apunankinkapbamoinbHoi rpynu, Cie-ankincynboHinbHoi rpynu 1a Ce-14-
apuncynbOHINBHOT rpynu, KoXHa 3 akMx HeoboB'a3koBo Mae Big 1 Ao 3 3amicHukiB, BUbpaHux 3
rpynu A 3amicHuKIB".

MepeBaxHi Npuknagn HeOOOB'A3KOBO 3aMiLLIEHOI FigPOKCU rpynuy BKIYatoTh rigpokeu rpyny, Cie-
ankokcu rpyny, Cze-ankeHinokcu rpyny (Hampuknag, aninokcu, 2-OyTeHinoKcw, 2-neHTeHInokcn, 3-
rekceHinoken), Cas-1o-UMKNoankinoken rpyny (Hanpwuknag, uwuknorekcunokcm), Ce-14-apunokcu rpyny
(hanpuknag, deHokcn, HadTunoken), Cras-apunankinokcn rpyny (Hanpuknag, 6eHannokcw,
deHeTunokcu), Cre-ankinkapOoHinokcn  rpyny  (Hanpuknag,  aueTuUIioKCW,  MPOMIOHIMOKCH,
Oytupunokcy, i3o6ytupunokcn, nieanoinokcu),  Ce.14-apunkapboHinokcyn  rpyny  (Hanpuknag,
6eHsoinoken), Cr1s-apunankinkapboHinokcu rpyny (Hanpuknag, 6eHsunkapboHrinokecu), Big 5- go 14-
YNIeHHY apoMaTu4Hy reTepouukninkapboHinokeu rpyny (Hanpuknag, HikoTUHoinokcu), Big 3- oo 14-
YNIeHHY HeapoMaTU4YHY reTepouuKminkapboHinokcu rpyny (Hanpuknag, ninepuavHinkapooHinokcu), Ci-
6-anKoKCcMKapOoHinoken rpyny (Hanpuknag, TpeT-6yTokcukapboHinoken), Big 5- A0 14-uneHHy
apomaTtuyHy reTepouMKminokcu rpyny (Hanpuknag, nipugunokcu), kap6amoinokeu rpyny, Cie-
ankinkapbamoinokcu rpyny (Hanpuknag, metunkapbamoinokcu), Cr.1e-apunankinkapbamoinokcu rpyny
(Hanpuknag, BeHsnnkapbamoinokcn), Ci-s-ankincynbgoHinokcu rpyny (Hanpwvknag,
MeTUNCynNb@OHINOKCK, eTuncynb@oHinokcn) Ta Ce-14-apuncynboHinoken rpyny (Hanpwuknag,
deHincynbgoHinokcn).

B npegcraBneHomy onwuci, npuknagn "HeobOOB'A3KOBO 3aMilleHOoi  cynbdaHineHoi rpynu”
BKITIOYAIOTh CynbaHinbHy rpyny ska HeoboB'A3KOBO MICTUTL "3aMiCHMK, BUOpaHui 3 Cie-ankinbHOI
rpynn, Cze-ankeHinbHoi rpynn, Csio-umknoankineHoi rpynu, Ce1s-apunbHoi  rpynu, Cr.ie-
apunankinbHoi rpynu, Cie-ankinkapOoHinbHoi rpynu, Ce.14-apunkapOoHinbHOi rpynu Ta Big 5- go 14-
YNEHHOI apoMaTWUYHOI reTEepPOLMKITIYHOT Tpynn, KOXHa 3 sSkux HeobOoB's3koBO MicTuTb Big 1 go 3
3aMmicHuKiB, BUOpaHuMx 3 rpynu A 3amicHUKIB" Ta ranoreHoBaHoi CynbaHinbHOI rpynu.

MepeBaHi Npuknagn HeOBOB'A3KOBO 3aMilLleHOT CynbdaHiNbHOT rPYNY BKMOYaOTb CyNbgaHinbHy
(-SH) rpyny, Cus-ankintio rpyny, Czes-ankeHintio rpyny (Hanpuknag, anintio, 2-6yTeHinTio, 2-
NneHTeHinTio, 3-rekceHinTio), Cs.1o-LMKNOANKiNTio rpyny (Hanpwvknag, uuknorekcuntio), Ce.14-apunTio
rpyny (Hanpuknag, deHinTio, HadpTmnTio), Cr.is-apunankintio rpyny (Hanpuknag, 6eH3unTio,
deHeTnnTio), Cie-ankinkapboHinTio rpyny (Hanpuknag, aueTunTio, nponioHinTio, OyTupunTio,
i306yTMpunTio, niBanoinTio), Ce14-apunkapboHintio rpyny (Hanpuknag, ©6eH3oinTio), Big 5- go 14-
UYNeHHy apomMaTU4HYy reTepouuKninTio rpyny (Hanpuknag, nipuaunTio) Ta ranoreHoBaHy Tio rpyny
(Hanpuknag, neHTadTOPTIO).

B npencraBneHomy onuci, npuknagm "HeobOB'A3KOBO 3aMilLEHOi CUNINbHOT rpynn" BKMOYaKTb
cunineHy rpyny, sika HeoboB'A3KkoBO MICTUTL "Big 1 40 3 3aMicHuKiB, BUOpaHux 3 Cie-ankinbHoOi rpynu,
Ca-6-ankeHinbHol rpynu, Cszio-umknoankineHoi rpynu, Ce-14-apunbHoi rpynn Ta Cr-1e-apunankinbHol
rpynu, KOXHa 3 knx HeoboB'sa3koBO MICTUTb Big 1 0o 3 3amicHuKiB, BUGpaHux 3 rpynu A 3amicHukiB".
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MepeBaxHi npuknagM HeOOOB'A3KOBO 3aMileHOi  CUMinbHOI  rpynu  BkItoYawTb  TpU-Cre-
ankincuninbHy rpyny (Hanpuknag, TpMMeTUncunin, TpeT-eytun(ammeTun)cunin).

B npepcrasneHomy onuci, npuknagm "ByrneBOAHEBOro Kinbuga" BkniovaTb Ce14-apoMaTUyHE
ByrnesofHese kinbue, Cs-10-umknoarnkaH Ta Ca-10-LMKNOankeH.

B npeacraBneHomy onuci, npuknagm "Ce-14-apoOMaTUYHOrO BYINEBOAHEBOrO KinbLs" BKMOYaOTb
©eH3on Ta HadpTaniH.

B npeacrasneHomy onuci, npuknaam "Csz-10-UMKNoankaHy" BKNOYaTb LIMKNONPOonaH, LuknobyTaH,
LMKINOMNEHTaH, UUKINOrekcaH, LMKorenTaH Ta LUKNOOKTaH.

B npencraBneHomy onwci, npuknagn "Cas-10-LMKNoankeHy" BKMOYaTb LUKITONPONEH, LIMKNOOYTEH,
LIMKINOMNEHTEH, UUKINOreKCeH, LMKIOrenTeH Ta LUKNOOKTEH.

B npegctaBneHomy onuci, npuknagum "retepounkny" BKMAYaTb apoMaTUYHUIA reTepounkn Ta
HeapoMaTUYHUIA reTePOLMKI, Ae KOXEH MICTUTb, SK YTBOPIOKOYMI KiflbLie aTOM, KpiM aToMiB BYrneLto,
Big 1 0o 4 reTepoaToMiB, BUDpaHMX 3 aTOMy a30Ty, aTOMY CipKM Ta aTOMY KUCHIO.

B npepcrasneHomy onuci, npuknagu "apomMaTUYHOI reTepoumnkniyHoi rpynu” BkNoYaTh Big 5- Ao
14-uneHHy (nepeBaxHo Big 5- A0 10-4neHHy) apomaTUyHy FreTepouurKnivYHY rpyny, fka MIiCTUTb, SK
KinbLie-yTBOPIOKOYMIA aTOM KpiM aToMy Byrneuto, Big 1 oo 4 retepoaTtomis, BubpaHux 3 aTomy asoTy,
aToMy Cipkn Ta atomy KucHio. [lepeBaxHi npuknagm "apomMaTtu4HOI reTepoumkniyHoi rpynmn”
BKITIOYaloTb 5- abo 6-4neHHi MOHOLMKNIYHI apoMaTUYHi reTepouMKNidHI rpynu, Taki Sk TieHin, dypwn,
niponin, iMmigasonin, nipasonin, Tiasonin, i3oTia3onin, okcasonin, i3okcasonin, nipuaun, nipasuHin,
nipumigunHin, nipugasunin, 1,2,4-okcagiasonin, 1,3,4-okcagiasonin, 1,2,4-tiagiasonin, 1,3,4-
Tiagiasonin, Tpuasonin, TeTpasonin, TpMasuHin Ta noaibHe; Ta

Ta 8-14-yneHHi aHenboBaHi MNONIUUWKNIYHI (nepeBaxHO O6i- abo TPUMUUMKNIYHI) apomaTuyHi
reTepoumnKIliyHi rpynu, Taki sk OeH3oTiodeHin, 6eH3odypaHin, OGeHsimigasonin, ©eH3okcasonin,
6eHsizokcasonin, ©eHsoTiasonin, OeHasi3oTiasonin, OGeH3oTpuasonin, iMmigasonipnauHin,
TieHoNipUAWHIN,  dyponipuauHin,  nNipononipyavHin,  NipasononipyanHin,  okcasononipuauHin,
TiazononipuauHin, imigasonipasuHin, iMigasonipumigunHin, TieHOMIPUMIAWMHIN,  dYpONiPUMIgUHIN,
niposnionipuMiguHin, nipasononipuMiguHin, OKCa30omonipuMiguHin, TiazononipumiguHin,
nipasonoTpuasuHin, HadTo[2,3-b]TieHin, deHokcaTiiHin, iHaonin, idoiHgonin, 1H-iHgasonin, nypuHin,
i3oxiHonin, xiHonin, dranasvHin, HadTUPIAMHIN, XiHOKCaniHin, XiHa3oniHiN, wiHoniHin, kapbasonin, B-
KapboniHin, deHaHTPUAKWHIN, akpuauHin, eHasuHin, deHoTia3unHin, deHokcasnHin Ta noaibHe.

B npencraBneHomy onuci, Npuknagun "HeapoMaTU4YHOI reTepPOUMKIIYHOT rpynn" BKNoYaoTb Big 3-
[0 14-uneHHy (nepeBaxHO 4-10-4neHHy) HeapoMaTWYHY FETEPOLMKITIYHY Tpyny, fka MICTUTb, SK
KinbLie-yTBOPIOKOYNIA aTOM, KpiM aTomy Byrneuto, Bigd 1 4o 4 reTepoaTomiB, BUOpaHNX 3 aToMy asoTy,
aTtoMy Cipk/n Ta aTtoMmy KucH. [lepeBaxHi npuknagn "HeapomaTW4HOI reTepouunkniyHol rpynu”
BKMOYaloTb Bid 3- A0 8-4neHHi MOHOUMKNIYHI HeapoMaTW4dHi reTepouunKniyHi rpynu, Taki $K
asvpuanHin,  OKcupaHin,  TiipaHin, as3eTuauHIN,  OKCeTaHin, TieTaHin,  TeTparigpoTieHin,
TeTparigpodypaHin,  niponiHin,  ninponiguHin,  iMigasoniHin,  iMigasoniguHin,  okcasoniHin,
oKcasoniauHin, nipasoniHin, nipasoniguHin, Tias3oniHin, TiasoniguHin, TeTparigpoisoTtiasonin,
TeTparigpookcasonin, TeTparigpoisookcasonin, ninepuauvHin, ninepasuHin, TeTparigponipnanHin,
auvrigponipuanHin, aurigpoTionipaHin, TeTparigponipyumiguHin, TeTparigponipngasuHin,
avrigponipanin, TteTparigponipaHdin, TeTparigpoTionipaHin, mMopdoniHin, TioMopdorniHin, asenaHin,
JiasenaHin, aseniHin, asokaHin, AiasokaHin, okcenaHinTta nofioHe; Ta

9-14-uneHHi aHenboBaHi MoniuMkniyHi (NnepeBaxHo 6i- abo TPUUMKNIYHI) HeapoMaTW4Hi
reTepoLMKIliYHi rpynu, Taki sk gurigpobeHsodypaHin, aurigpobeHsimigasonin, gurigpobeHsokcasonin,
avrigpobeHs3oTiaszonin, aurigpobeHsizoTiazonin, aurigpoHadTo[2,3-b]TieHin, TeTparigpoizoxiHonin,
TeTparigpoxiHonin, 4H-xiHoniauHin, iHAONIHIN, i30iHOONIHIN,  TeTparigpoTieHo[2,3-c]nipuamnHin,
TeTparigpobeH3aseniHin, TeTparigpoxiHoKcaniHin, TeTparigpodeHaHTpUANHIN,
rekcarigpodeHoTiasuHin, rekcarigpodeHokcasuHin, TetTparigpodTanasuHin, TeTparigpoHadTUpiauHin,
TeTparigpoxiHa3oniHin,  TeTparigpouiHoniHin,  TeTparigpokapbasonin, TeTparigpo-B-kapboninin,
TeTparigpoakpuaunHin, TeTparigpodeHasuHin, TeTparigpoTiokcaTeHin, okTarigpoi3oxiHonin Ta nogidHe.

B npegcrasneHomy onuci, npyknaam "asoToBMICHOIO reTepounkny” BKIOYaTb reTepoLmKIl, K1
MICTUTb LLOHAWMEHLLE OANH aTOM a30Ty, K YTBOPIOKYNNI KiflbLe aTOM 3 Yncrna "reTepoumnknis”.

B npegcraesneHomy onwci, npuknagu "Cse UMKIOAnKinbHOI rpynu" BKMOYaOTb LIMKNOMPOMif,
LUKNOBYTUIN, UMKIMONEHTU Ta LMKIOreKCcur.

B npeacraBneHoMy onuci, npuknagu "MoHo- abo gi-Cie-ankinamiHo rpynu" BKOYalOTb
MeTUnamiHo, guMeTunamiHo, eTunamiHo, AieTunamiHo, nponinamiHo, izonponinamiHo, GyTunamido,
i3obyTnamiHo,  BTOp-OyTMNamiHo, TpeT-byTMnamiHO, NeHTUNnamiHo, i30MEeHTUNamiHO, Heo-
neHTUnNamiHo, 1-etTunnponinamiHo, rekcunamiHo, isorekcunamido, 1,1-gumeTnnoytunamiqo, 2,2-
anmeTunobyTtunamino, 3,3-aumeTundyTunamito, 2-eTundéyTunamiHo Ta nogioHi.

BnsHauveHHsi KoxxHOro cumsona B popmyni (1) MOACHIOETbCA B AeTansiX HAaCTYNMHUM YYHOM.
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R! aBnsie coboto HeoboB'A3KoBO 3amilleHy Cis-ankinibHy rpyny, HeOGOB'SI3KOBO 3aMilLeHy MOHO-
abo pi-Cie-ankinamiHo rpyny, HeoboB'askoBo 3amiwleHy Cse-UmuknoankineHy rpyny, abo
HeobOoB'A3KOBO 3aMilleHy Big 3- 00 14-4neHHy HeapoMaynyHy reTepoLuKIlivHa rpyny.

Mpuknagn 3amicHMKa 3a 3a3Ha4YeHUM BULLE MYHKTOM "HEOOOB'A3k0BO 3amiweHoi Ci-s-ankinbHoi
rpynun", "Heob0oB'A3KOBO 3amileHoi MOHO- abo Ai-Ci-e-ankinamiHo rpynu", "HeoBOB'A3KOBO 3aMiLLieHOT
Cs-e-UmkrioankinbHoi rpynn" Tta "HeoboB'A3koBO 3amilleHoi Big 3- A0 14-4neHHOI HeapoMaun4yHol
reTepoLMKITYHOT rpynn" BKIOYaOTb 3aMiCHUKK, BMOpaHi i3 rpynu 3amicHukiB A. KinbkiCTb 3aMiCHUKIB
nepeBaXHo CTaHOBUTb Big 1 Ao 3. Konu KinbkicTb 3amicHMKIB cTaHOBUTbL 2 abo Ginblie, BignoBigHi
3aMICHMKN MOXYTb ByTW ogHaKkoBMMM abo pisHUMM.

R! siBnsie coboto nepeBa)xHoO

(1) HeoboB'A3koBO 3amilleHy Ci-e-ankinbHy rpyny (Hanpvknag, MeTun, eTun),

(2) HeoboB'A3kOBO 3amillleHy MOHO- abo ai-Cie-ankinamiHo rpyny (Hanpwvknag, GUMeTuriamiHo),
abo

(3) HeoboB'A3koBO 3amilLeHy Czs-LMKNOankineHy rpyny (Hanpuknag, UKnonponin).

R 6inbLu nepeBaxHo siBNsie coboto

(1) Cie-ankinbHy rpyny (Hanpuknag, MeTusn, eTun),

(2) moHo- abo gi-Ci-s-ankinamiHo rpyny (Hanpuknag, gumeTunamiHo), abo

(3) Czs-umknoankinbHy rpyny (Hanpvknag, Uiknonponis).

R! pani GinbLl nepeBaxHo siBnsie coboto

(1) Cie-ankinbHy rpyny (Hanpuknag, metun, etun), abo

(2) MmoHo- abo gi-Ci-6-ankinamiHo rpyny (Hanpuknag, AMMeTUNamiHo).

R? aBnsie coboto atom BOAHIO, aToM dTopy, HEOGOB'A3KOBO 3amilleHy Ci-s-ankinbHy rpyny, abo
Heo00B's13K0BO 3aMileHy Ca.s-LMKNoankineHy rpymny.

Mpuknagn 3amicHMKa 3a 3a3HA4Y€HUM BULLE MYHKTOM "HEOOOB'I3kOBO 3amiweHoi Ci.s-ankinbHoi
rpynu" Ta "HeoboB'a3koBO 3amiweHOoi Cas-LMKNOAnKinbHOI rpynn" BKMOYaOTb 3aMiCHWUKKM, BUBpaHi 3
rpynu 3amicHukiB A. KinbKiCTb 3aMiCHUKIB CTaHOBUTb nepeBaxkHo Big 1 Ao 3. Konu kinbkicTb 3aMiCHUKIB
cTaHoBUTb 2 abo GinbLue, BiANOBIAHI 3aMIiCHUKM MOXYTb ByTn ogHakoBMMmM abo pisHUMu.

R? nepeBaxHo aBMnsie coboto

(1) atom BOAHIO,

(2) atom hTopy, abo

(3), HeoboB'A3koBO 3amilleHy Ci-e-ankinbHy rpyny (Hanpuknag, Metun).

R2 GinbLU nepeBaxHo sBNsie coboto

(1) aTom BOAHIO,

(2) atom dTopy, abo

(3) Cie-ankinbHy rpyny (Hanpvknag, Metun).

R? we 6GinbLL NnepeBaxHo ABMsSiE co6ot0

(1) atom BoAHI0O, abo

(2) atom dpTopy.

R® aensie coboto auunbHy rpyny, HeoboB's3koBo 3aMiweHy Cie-ankinbHy rpyny, HeoboB'A3KoBO
3amiweHy Cs.s-LMKnoankineHy rpyny, Heobos'sa3koBo 3amiwleHy Ce-14-apunbHy rpyny, HeoboB'a3koBO
3amilleHy Big 3- 0o 14-4neHHy HeapoMavnyHy reTepouukriyHa rpyny, abo HeobOB'A3KOBO 3aMilLeHy
Big 5- A0 14-4neHHy apoMaTUyHy reTepoLuKmivyHa rpyny.

Mpuknagn 3amicHUKa 3a 3a3Ha4YeHVM BULLE MYHKTOM "HeO0OOB'A3KOBO 3aMilieHoi Ci-s-ankinbHOI
rpynu", "HeobOB'A3kOBO 3aMilleHoi Cas.s-LUUKnoankinbHoi rpynu”, "HeoboB'si3koBO 3amilleHoi Ce.14-
apunbHoi rpynu”, "HeobOoB'A3KOBO 3aMillleHoi Big 3- A0 14-4neHHOi HeapoMavM4HOI reTepPOLIMKITIYHOI
rpynu" Ta "HeoOOB'SI3KOBO 3aMilleHol Big 5- 00 14-4neHHOi apoMaTU4YHOi reTepouuKIivyHOI rpynn”
BKITHOYAIOTh 3aMiCHMKW, BUBpaHi 3 rpyny 3amicHukiB A. KinbkicTb 3aMiCHMKIB NEpEBaXXHO CTAHOBUTDL Bif
1 po 3. Konu KinbKiCTb 3aMiCHUKIB CTaHOBWUTb 2 abo Ginblue, BignoBigHI 3aMiCHUKM MOXYTb OyTK
OZHaKoBMMM abo Pi3HUMN.

R3 nepeBaxHO ABMsie OO0 auusbHy rpyny.

R3 6inbL nepeBaxHO siBnsie coboto

(1) HeoboB'A3koBO 3amilleHy Ci-e-ankin-kapboHinebHy rpyny (Hanpuknag, 2-MeTunnponaHoin, 2,2-
AvMeTunnponaHoin, bytaHoin, 2-metTunbyTtaHoin),

(2) HeoboB'A3k0BO 3amilleHy Ci-6-ankokcu-kapOoHinbHY rpyny (Hanpuknag, eTOKCUKapOoHin, TpeT-
OyTokcukapboHin),

(3) HeoboB's3koBO 3amiwieHy Cas-1o-Umknoankin-kap6oHinbHy rpyny  (Cs-10-LMKNOANKINbHWNA
dparmMeHT  Cs.10-UMKNOAnKin-kapboHiNbHOi  rpynn € HeobOB'A3KOBO MICTOYKOBUIM  (Hanpuknag,
uuknonponinkapOoHin, LnknobytunkapooHin, 6iumkno[1.1.1]neHTaH-1-inkapOoHin)),
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(4) HeobOB'A3KOBO 3aMilLeHy Bif 3- 40 14-4nNeHHY HeapoMavnyHy reTepoLMKNINKapOoHINbHY rpyny
(nepeBaxHo Big 3- 0O 8-4nNeHHY MOHOLUMKMIYHY HeapoMavuyHy reTepouunkninkapboHinbHy rpyny
(Hanpuknag, okceTaHinkapboHin, TeTparigpodypunkapboHin, azeTnanHinkapboHin)),

(5) HeoboB'A3kOBO 3aMmiwleHy MoOHO- abo fi-Cie-ankin-kapbamoinbHy rpyny (Hanpuknag,
anveTunkapbamoin),

(6) Heobos'askoBo 3amiweHy N-Cigs-ankin-N-Ci-e-ankokcu-kapbamoinsHy rpyny (Hanpuknag, N-
meTun-N-meTokcukapbamoin), abo

(7) N-Cuis-ankin-N’,N’-gi-Ci-s-ankinrigpasmH-kap0ooHinbHy rpyny (Hanpuknag, N-metun-N’,N’-
ANMETUNTiApasnuHKapOoHin).

R3 we Ginblu NnepeBaxHO ABMsie co60t0

(1) Cuie-ankin-kapboHinbHy rpyny (Hampuknag, 2-meTunnponaHoin, 2,2-AMMeTUnnponaHoin,
OyTaHoin, 2-meTunbyTaHoiIn), He0OOB'A3KOBO 3aMmilleHy Big 1 40 3 3amiCHMKaMu, BUDpaHNMK 3

(a) aToma ranoreHy (Hanpwuknag, atom QTopy),

(b) rigpokeu rpyny, Ta

(c) uiaHo rpynu,

(2) Ci-s-ankokcu-kapboHinbHy rpyny (Hanpuknag, eTokcnkapboHin, TpeT-6yTokcnkapboHin),

(3) Cas.zo-umknoankin-kapooHinbHy rpyny (Cs-o-umknoankineHun dparmeHT Cs-10-LMKIOANKin-
KapboHINbHOI  rpynn € HeobBOB'A3KOBO  MICTOMKOBWM  (Hanpuknag, uuknonponinkapobowin,
uunknobyTtunkap6oHin, 6iunkno[1.1.1]JneHTaH-1-inkapboHin)), HeoboB'a3koBO 3amiweHy Big 1 go 3
3aMicHMKaMu, BUOpaHnumu 3

(a) atoma ranoreHy (Hanpuknag, atoma Topy),

(b) rigpokcu rpyny,

(c) uiaHo rpynu, Ta

(d) Cie-ankinbHOI rpynu (Hanpuknag, Metuny),

(4) Big 3- po 14-yneHHy HeapoMayn4Hy reTepoumMKninKapOoHinbHy rpyny (NepeeaxHo Big 3- 4o 8-
YNEeHHY MOHOLMKIIYHY HeapoMayun4dHy reTepounKninkapboHinbHy rpyny (Hanpwvknag,
oKceTaHinkapboHin, TeTparigpodypunkapboHin, aseTnanHinkapboHin)), HeoboB'A3KOBO 3aMmileHy Big
1 go 3 3amicHukamu, BUGpaHMmMm 3

(a) aTtoma ranoreHy (Hanpuknag, atoma Topy),

(b) rigpokcm rpynu, Ta

(c) Ci-s-ankineHoi rpynu (Hanpuknag, MeTuny),

(5) moHo- abo fji-Ci-e-ankin-kapbamoineHy rpyny (Hanpuknag, gumetunkapoamoin),

(6) N-C1-6-ankin-N-Ci-6-ankokcu-kap6amoinbHy rpyny (Hanpuknag, N-meTun-N-
MeTokcukapbamoin), abo

(7) N-Cuis-ankin-N’,N’-gi-Ci-e-ankinrigpasmH-kap0oHinbHy rpyny (Hanpuknag, N-metun-N’,N’-
AVMETUNrigpasvHKapOoHin).

R® we 6GinbLw nepeBaxHo sAABRsie cO60t0

(1) Cuie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-metunnponadoin, 6yTtaHoin), HeoboB'A3koBO
3amiweHy Big 1 go 3 rigpokcu rpynamu,

(2) Cs.zo-umknoankin-kapooHinbHy rpyny (Cs-io-umknoankineHun dparmeHT Cs-1o0-LMKIoankin-
KapboHINbHOI  rpynn € HeobBOB'A3KOBO  MICTOMKOBWMM  (Hanpuknag, uuknonponinkapboHin,
uunknobyTunkap6boHin, O6iunkno[1.1.1]JneHTaH-1-inkapboHin)), HeoboB'A3KkoBO 3amiweHy Big 1 go 3
3aMicHMKaMu, BUOpaHnumu 3

(a) aToma ranoreHy (Hanpuknag, atom Topy), Ta

(b) rinpokcu rpynn,

(3) Bio 3- pO 8-4neHHy MOHOUMKITIMHY HeapoMayuyHy reTepouuKninKapOoHinbHy rpyny
(Hanpuknag, okceTaHinkapboHin, TeTparigpodypunkapboHin, azeTuamHinkapooHin), abo

(4) moHo- abo gi-Cie-ankin-kapbamoinbry rpyny (Hanpuknag, gumeTtunkapbamoin).

R3 HaBiTb GinbLL NepeBaxHO ABMsie cobot0

(1) Cie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-mMeTunnponaHoin), HeoboB'sI3KOBO 3aMilLleHy Bif
1 #o 3 rigpokecu rpynamu,

(2) Csz.io-uymknoankin-kapooHineHy rpyny (Cs.io-umknoankineHun dparmeHT Cs.10-LMKIOankin-
KapOOHINbHOI  rpynu € HeOOOB'A3KOBO  MICTOYKOBMI  (Hampuknag, LMKIonponinkapOoHin,
uMKnobyTunkap6oHin, 6iunkno[1.1.1]JneHTaH-1-inkapboHin)), HeoboB'A3koBO 3aMmiwleHy Biga 1 go 3
3amicHMKaMu, BUOpaHumu 3

(a) aToma ranoreHy (Hanpuknaza, atom Topy), Ta

(b) rigpokcu rpynu,

(3) Bio 3- poO 8-4neHHy MOHOUMKIIIMHY HeapoMayuyHy reTepouuKninKapboHinbHy rpyny
(Hanpuvknag, okceTaHinkapboHin, aseTuamMHInkapOoHin), abo

(4) moHo- abo gi-Cie-ankin-kapbamoinbHy rpyny (Hanpuknag, gumeTtunkapbamoin).
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R3 ocobnuneo nepeBaxHo siBNsie coboto

(1) Cie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-meTunnponaHoin), HeoboB'sI3KOBO 3aMilLleHy Bif
1 no 3 rigpokcu rpynamu,

(2) Big 3- poO 8-4neHHy MOHOUMKIIYHY HeapoMayduyHy reTepouunkninkapboHineEHy rpyny
(Hanpuknapg, okceTaHinkapboHin, azeTnanHinkapboHin), abo

(3) moHo- abo fi-Ci-s-ankin-kapbamoineHy rpyny (Hanpuknag, aumeTunkapbamoin).

Kinbue A gaBnsie coboto HeoboB'A3k0BO AoaaTkoBO 3amiwieHe Ce14-apOMaTUyHy BYrneBogHeEBe
Kinbue, abo HeobOB'A3KOBO 4OAATKOBO 3aMilleHn Big 5- A0 14-4neHHMIn apoMaTUYHUIA reTEPOLIMKIT.

Kinbue A HeobOB'AI3KOBO Mae 3aMiCHUK(M) Ha gogaTtok Ao -CHz-niponigMHoBoro Kinbusi B popmyrni
(). Mpuknagn 3amicHMKa BKMOYalOTh 3a3Ha4YeHun Bulle "3amicHUK". KinbKiCTb 3aMiCHMKIB NepeBaXHO
ctaHoBuTb Big 1 Ao 3. Konu KinbkicTb 3aMicHUKIB cTaHOBUTL 2 abo Ginblue, BignoBigHi 3aMiCHUKK
MOXYTb OYTM ogHakoBMMK abo pi3HUMN.

Kinbue A nepeBaxHo AABMsie cob0to

(1) HeoboB'A3kOBO 4OAATKOBO 3amileHe BeH3omnbHe Kinbue, abo

(2) HeoboB'A3kOBO [0OATKOBO 3aMilleHe 5- abo 6-4neHHUn apomMaTUYHMN reTepoLuKn
(Hanpuknag, Tiason, NipuauH).

Kinbue A 6inbLlu nepeBaxHo ABnsie coboto

(1) 6eH3onbHe Kinbue

AO0AaTKOBO 3aMilleHe OAHUM 3aMiCHUKOM, BUOPaHUM 3

(@) Ces-14-apunbHOi rpynu (Hanpuknag, deHiny), HeoboB'd3koBO 3amiweHoi Big 1 go 3
3aMicHMKaMu, BUOpaHnumu 3

(i) aToma ranoreny (Hanpwvknag, atom dTopy, atoma xrnopy, atoma 6pomy),

(i) HeoboB'A3KkOBO ranoreHoBaHoi Ci-6-anKinbHOI rpynu (Hanpuknaa, MeTuny, gudptopmeTuny), Ta

(iii) HeobOB'A3kOBO ranoreHoBaHoi C1-6-ankoKCK rpynu (Hanpuknag, MeTokcu, AudpTopmeTokeu), Ta

(b) Big 5- O 14-uneHHOI apomaTWMYHOI reTepoLMKNiYHOI rpynu (nepesBaxHo 5- abo 6-4neHHoI
apomaTu4HOI reTepouuKnivHOI rpynu (Hanpuknag, nipyauny, nipuMiguHiny, nipugasvHiny, tiasoniny,
oKcasoniny)), HeoboB'A3KOBO 3amilleHoi Big 1 4o 3 3amiCHMKaMu, BUGpaHUMu 3

(i) Cie-ankinbHOI rpynu (Hanpuknag, MeTtuny, eTtuny), HeoboB'a3koBO 3amiwieHoi Big 1 go 3
3amicHMKamu, BUbpaHnMu 3 aToma ranoreHy (Hanpuknag, atoma gTopy) Ta rigpokcu rpynu,

(i) Ci-e-ankokcu rpynu (Hanpuknag, MeTokcu),

(iii) aToma ranoreHy (Hanpuknag, atoma Topy, atoma xJiopy), Ta

(iv) Ci-6-ankokcu-kapOOoHinbHOI rpynu (Hanpuknag, eTokcukapboHiny), Ta

HeOoOOB'I3KOBO [O04ATKOBO 3amiwleHe Big 1 go 3 atomamu ramoreHy (Hanpuknag, atomamu
dTopy), abo

(2) 5- abo 6-4neHHM apoMaTuUYHMI reTepouukn (Hampuknag, Tiason, nipuawvH) [o4AaTKOBO
3amiweHnn ogHieto Ce-14-apurbHOIO rPynoto (Hanpuknag, deHinom), HeoboB'A3koBO 3amillleHun Big 1
A0 3 aTomamu ranoreHy (Hanpuknag, aTomom Topy).

Kinbue A we 6inbw nepeBaxHo ABnsie coboto BeH30MbHe Kinbue, OAAaTKOBO 3aMilleHe OAHIeEr
Ce-14-apUnbHOLO rpynoto (Hanpuknag, gpeHinom), HeoboB'A3KOBO 3amileHo Big 1 0o 3 3aMiCHUKaMu,
BubpaHnmu 3

(i) aToma ranoreHy (Hanpuknag, atoma ¢pTopy, atoma xnopy), Ta

(i) HeoboB'A3KOBO ranoreHoBaHoi Ci-6-anKifibHOI rpynu (Hanpwknaa, metTuny, audTopMeTuny), Ta

HeoOOB'sI3KOBO 04aTKOBO 3aMillieHe Bifg 1 4o 3 aTomamu ranoreHy (Hanpuknag, atoMoM gTopy).

Kinbue A ocobnveo nepeBaxHO SABMsie cobot B6eH30MbHe Kinble, A0AAaTKOBO 3aMilleHe OAHIer
Ce-14-apUnbHOIO Tpynoto (Hanpuknag, geHinom), HeoboB'A3koBO 3amiweHum Big 1 4o 3 3amicHUKaMM,
BMbpaHumMun 3

(i) atoma ranoreny (Hanpuknag, atom dTopy), Ta

(i) Ci-e-ankinbHOI rpynu (Hanpuknag, Metun), Ta

HeobOoB'sI3KOBO [OAATKOBO 3aMillieHe Big 1 4O 3 aTomamu ranoreHy (Hanpuknag, atoMmom topy).

CrocoBHO miponignHoBoro kinbus cnonyku (1), KoHirypauis Ha OCHOBI aToma BYIfeLto, 3 SKUM €
3B'a3aHuM -NHSO2R?, Ta aToma Byrneuo, 3 kUM € 3B'a3aHe -CHz-kinbue A, nepeBaxHo siBnsie coboto
umc-dopmy. TobTo, cnonyka (1) nepeBaxHo € npeacrasneHoto opmyroto (IA) ado (IB):
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B AKill KOXXEH CUMBOI € TaKMM, K BU3HAYaETLCS BULLE,
BinbL nepeBaxHO € npeactasneHoto popmynoto (1A):

O\S//o
HNT OR!

F (1A

RZ
N
/
R3

B Kl KOXXEH CMMBOI € TaKMM, K BU3HAYaETLCS BULLE.

MepeBaxHi npuknagn cnonyku (1) BkNOYalOTb HacTynHi cnonyku. [aHi cnonyku nepeBaxHo €
npeacTaBneHo 3asHayeHotw sue cgopmynoto (IA) abo (IB), Ginblw nepeBaxHO € NpencTaBreHo
dopmynoto (1A).

[Cnonyka A]

Cnonyka (1), B sikin

R? aense coboto

(1) HeoboB'A3KOBO 3amilLleHy Ci-s-ankinbHy rpyny (Hanpuknag, MeTun, eTun),

(2) HeoboB'A3KOBO 3amilleHy MOHO- abo ai-Cie-ankinamiHo rpyny (Hanpuknag, AUMETUNamiHo),
abo

(3) HeoboB'A3koBO 3amilleHy Cs-e-LMKNoankinbHy rpyny (Hanpvknag, uMknonponiny;

R? sBnsie coboto

(1) atom BOAHIO,

(2) atom hTopy, abo

(3) HeoboB'A3KOBO 3amilLieHy Ci-s-ankinbHy rpyny (Hanpuknag, MeTun);

R3 aBnsie coboto

(1) HeoboB'A3KOBO 3amilleHy Ci-s-ankin-kapOoHinbHy rpyny (Hanpuknag, 2-meTunnponaHoin, 2,2-
AVMeTUNNponaHoin, 6yrtaHoin, 2-metTundyTtaHoin),

(2) HeoboB'A3k0BO 3amilleHy Ci-s-ankokcu-kapOoHinbHY rpyny (Hanpuknag, eTokcukapboHin, TpeT-
OyTokcukapboHin),

(3) Heobop'askoBo 3amiweHy Cs-1o-LUMKIOANKiN-kapOoHinbHy  rpyny
dparmeHT  Cz-10-UMKNOAnKin-kapboHinbHOT rpynM € HeOoOOB'A3KOBO  MiCTOYKOBMM
uuknonponinkapOoHin, umknobyTtunkapboHin, 6iumkno[1.1.1]neHTaH-1-inkapboHin)),

(4) HeoboB'A3kOBO 3amilleHy Big 3- 40 14-4neHHy HeapoOMadnyHy reTepoLMKNINKapOoHinbHY rpyny
(nepeBaxHO Big 3- 0O 8-4nMeHHY MOHOLUMKMIYHY HeapoMavuMyHy reTepouuKninkapboHinbHy rpyny
(Hanpuvknag, okceTaHinkapboHin, TeTparigpodypunkapboHin, aseTnamHinkapooHin)),

(5) HeobOB'A3kOBO 3amiwleHy MoOHO- abo nai-Cie-ankin-kapbamoinbHy rpyny
anmeTunkapbamoin),

(6) HeoboB'askoBo 3amilieHy N-Cis-ankin-N-Ci.e-ankokcu-kapbamoinbHy rpyny (Hanpuknag, N-
meTun-N-meTokcmkapbamoin), abo

(7) N-Cuis-ankin-N’,N’-gi-Ci.s-ankinrigpasmH-kapOoHinbHy
AVMeTUNrigpasvHkapoboHin); Ta

Kinbue A siBnsie coboto

(1) HeobOB'A3KOBO [O4ATKOBO 3aMilieHe GeH3onbHe Kinbue, abo

(Cs-10-U4MKNOANKINbHMM
(Hanpwknag,

(Hanpuknag,

rpyny (Hanpuknag, N-metun-N’,N’-
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(2) HeobOB'A3kOBO [OOATKOBO 3aMilleHe 5- abo 6-YneHHun apomMaTUYHMI TFeTepPOLUKI
(Hanpuknag, Tiason, NipuauvH).

[Cnonyka B]

Cnonyka (1), B sKin

R? saBnsie coboto

(1) Cie-ankinbHy rpyny (Hanpuknag, MeTusn, eTun),

(2) moHo- abo fi-Ci-s-ankinamiHo rpyny (Hanpuknag, AumeTunamido), abo

(3) Cz-s-umknoankinbHy rpyny (Hanpvknag, LMKIonponin);

R? siBnsie coboto

(1) aTom BOAHIO,

(2) atom dpTopy, abo

(3) Cie-ankinbHy rpyny (Hanpvknag, Metun);

R3 sBnsie coboto

(1) Cuie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-MeTunnponaHoin, 2,2-guMeTurnponaHoin,
OytaHoin, 2-meTunbyTaHoin), HeoboB'A3kOBO 3amilleHy Big 1 4o 3 3amiCHMKaMn, BUGpaHUMU 3

(a) aToma ranoreHy (Hanpuknaa, atom QTopy),

(b) rigpokcu rpynu, Ta

(c) uiaHo rpynu,

(2) Ci-6-ankokcu-kapboHinbHy rpyny (Hanpuknag, eTtokcnkapboHin, TpeT-6yTokcnkapboHin),

(3) Cs.zo-umknoankin-kapooHinbHy rpyny (Cs.io-umknoankineHun dparmeHT Cs.10-LMKIOAnKin-
KapOoOHINbHOI  rpynu € HeobOB'A3KOBO  MICTOMKOBWMM  (Hanpuknag, UuMKnonponinkapOoHin,
uuknobyTunkap6oHin, 6iunkno[1.1.1]JneHTaH-1-inkapboHin)), HeoboB'A3koBO 3aMmiwleHy Biga 1 go 3
3aMicHMKaMu, BUOpaHnumu 3

(a) atoma ranoreHy (Hanpuknag, atoma Topy),

(b) rigpokcu rpynu,

(c) uiaHo rpynu, Ta

(d) Ci-6-ankinbHoi rpynu (Hanpuknaa, MeTuny),

(4) Big 3- po 14-yneHHy HeapoMayn4Hy reTepoumKninKapOoHinbHy rpyny (NepeeaxHo Big 3- 4o 8-
YNEeHHY MOHOLMKIIYHY HeapoMayndHy reTepoumkninkapOOoHinbHY rpyny (Hanpwuknag,
oKkceTaHinkapboHin, TeTparigpodypunkapboHin, aseTnanHinkapboHin)), HeoboB'A3KOBO 3aMmilleHy Big
1 o 3 3amMicHMKamu, BUOpaHUMM 3

(a) atoma ranoreHy (Hanpuknag, atoma Topy),

(b) rinpokcu rpyny, Ta

(c) Ca-s-ankineHol rpynu (Hanpuknaa, MeTuny),

(5) MoHo- abo ai-Ci-s-ankin-kapbamoineHy rpyny (Hanpvknag, gumeTtunkapbamoin),

(6) N-C1-6-ankin-N-Ci-6-ankokcu-kap6amoinbHy rpyny (Hanpuknag, N-meTun-N-
MeTokcukapbamoin), abo

(7) N-Cuie-ankin-N’,N’-gi-Ci-s-ankinrigpasmH-kap6oHineHy rpyny (Hanpuknag, N-metun-N’,N’-
AvMeTunrigpasvHkapboHin); Ta

Kinbue A sBnsie coboto

(1) 6eH3onbHe Kinbue

A0AaTKOBO 3aMilleHe O4HUM 3aMiCHUKOM, BUOpaHUM 3

(@) Ces14-apunbHoi rpynun (Hanpuknag, deHriny), HeoboB'a3koBo 3amiweHoi Big 1 go 3
3aMicHMKaMu, BUOpaHumu 3

(i) aToma ranoreHny (Hanpwvknag, atom dTopy, atoma xrnopy, atoma 6pomy),

(i) HeoboB'A3KOBO ranoreHoBaHoi Ci-6-ankinbHOI rpynu (Hanpuknag, MeTuny, AudTopmeTuny), Ta

(iii) HeoboB'A3KOBO ranoreHoBaHoi Ci-6-anKokcy rpynu (Hanpuknag, MeTokeu, AMPTOPMETOKCH), Ta

(b) Big 5- 40 14-uneHHOI apoMaTU4YHOI FeTEPOLMKIIYHOI rpynu (NnepeBaxxHo 5- abo 6-4neHHol
apomaTtn4HOI reTepouUKNivHOI rpynu (Hanpuknag, nipyavny, nipuMiguHiny, nipugasuvHiny, tiasoniny,
oKcasoniny)), HeoboB'A3KOBO 3amileHoi Big 1 4o 3 3amicHMKamu, BUGpaHnMmn 3

(i) Cie-ankinbHOI rpynu (Hanpuknag, MeTuny, eTtuny), HeoboB'A3KOBO 3amiwieHoi Big 1 go 3
3amicHMKamu, BUOpaHnMn 3 aToma ranoreHy (Hanpvknag, atom Topy) Ta rigpokcu rpynu,

(i) Ci-e-ankokcu rpynu (Hanpvknag, MeTokcu),

(iil) aToma ranoreHy (Hanpuknag, atoma pTopy, aToma Xxrnopy), Ta

(iv) C1-s-ankokcu-kapOoHinbHOI rpynu (Hanpuknaga, eTokcnkapboHin), Ta

HeOoOOB'sI3KOBO [04aTKOBO 3aMilleHe Big 1 oo 3 aTomamu ranoreHy (Hanpuknag, atoma gTopy),
abo

(2) 5- abo 6-4neHHMIn apoMaTUYHUIA reTepouMKn (Hanpuknag, Tiason, NipuavH), OO4ATKOBO
3amiweHnn ogHieto Ce.14-apUrbHOIO rpynoto (Hanpuknag, deHinom), HeoboB'A3kOBO 3aMilLieHo Bif 1
00 3 aToMamu ranoreHy (Hanpuvknag, aTomomMm Topy).
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[Crnonyka C]

Cnonyka (1), B skin

R? saBnsie coboto

(1) Cie-ankinbHy rpyny (Hanpvknag, Metun, etun),

(2) moHo- abo fi-Ci-s-ankinamiHo rpyny (Hanpuknag, AumeTunamido), abo

(3) Cas-umknoankinbHy rpyny (Hanpvknag, uiknonponin);

R? aBnsie coboto

(1) aTom BoAHIO, abo

(2) aTtom dpTopy;

R3 sBnsie coboto

(1) Cuie-amnkin-kapboHinbHy rpyny (Hanmpuknag, 2-metunnponadoin, 6yTtaHoin), HeoboB'A3koBO
3amiweHy Big 1 go 3 rigpokcu rpynamm,

(2) Cs.1o-uymknoankin-kapooHineHy rpyny (Cs.io-umknoankineHun dparmeHT Cs.10-LMKIOanKin-
KapOoHiNbHY rpyny € HeobOB'A3KOBO  MICTOYKOBUW  (Hanpuknag, uuknonponinkapboHin,
umknobyTtunkapboHin, 6iumkno[1.1.1]lneHTaH-1-inkapboHin)), HeoboB'a3koBO 3amiwleHy Bia 1 oo 3
3aMiCHUKamu, BUGpaHUMM 3

(a) atoma ranoreHy (Hanpuknag, atom Topy), Ta

(b) rigpokcu rpynu,

(3) Big 3- pO 8-4neHHy MOHOUMKIIMHY HeapoMayudHy reTepouuKninkapboHineHy rpyny
(Hanpvknag, okceTaHinkapboHin, TeTparigpodypunkapboHin, azeTuamHinkapboHin), abo

(4) moHo- abo pji-Cu-e-ankin-kapbamoineHy rpyny (Hanpuknag, gumetunkapbamoin); Ta

Kinbue A siBnsie coboto 6eH30rbHe KinbLe,

AoAaTKoBO 3aMmilleHe ogHieto Ce.14-apunbHOK rpynoto (Hanpuknag, deHinom), HeobOB'sI3KOBO
3amilLeHoto Big 1 o 3 3amicHMkamu, BubpaHnumm 3

(i) atoma ranoreny (Hanpuknag, atom Topy, atoma xsopy), Ta

(i) HeoboB'A3k0BO ranoreHosaHoi Ci-6-ankinbHOI rpynu (Hanpuknaa, MeTuny, gudpropmeTuny), Ta

HeobOB'sI3KOBO 40AaTKOBO 3aMilleHe Big 1 4o 3 atomamu ranoreHy (Hanpuknag, atTomom dTopy).

[Cnonyka D]

Cnonyka (1), B skin

R? sBnsie coboto

(1) Cie-ankinbHy rpyny (Hanpvknag, meturn, etun), abo

(2) MmoHo- abo gai-Ci-e-ankinamiHo rpyny (Hanpuknag, AMMeTUNamiHo);

R? aensie coboto

(1) atom BoaHt0, abo

(2) atom dpTopy;

R3 aBnsie coboto

(1) Cie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-meTunnponaHoin), HeoboB'sI3KOBO 3aMilLleHy Bif
1 po 3 rigpokcuy rpynamu,

(2) Cs.zo-umknoankin-kapooHinbHy rpyny (Cs-io-umknoankineHun dparmeHT Cs-10-LMKIoankin-
KapboHINbHOI  rpynn € HeOoBOB'A3KOBO  MICTOMKOBWW  (Hanpuknag, UMKnonponinkapboHin,
uuknobyTunkapboHin, 6iunkno[1.1.1]JneHTaH-1-inkapboHin)), Heobos'a3koBo 3amiweHy Big 1 go 3
3aMicHMKaMu, BUOpaHnumu 3

(a) atoma ranoreHy (Hanpuknaza, atom TOpy), Ta

(b) rinpokcu rpynn,

(3) Big 3- pO 8-4neHHy MOHOUMKIIIMHY HeapoMayuyHy reTepouuKninKapboHinbHy rpyny
(Hanpvknag, okceTaHinkapboHin, aseTuamMHInKapooHin), abo

(4) moHo- abo gai-Ci-6-ankin-kapbamoinbHy rpyny (Hanpuknag, aumeTtunkapbamoin); Ta

Kinbue A siBnsie coboto 6eH30mbHe KinbLe,

[0OaTKoBO 3amiweHe opHieto Ce.14-apunbHOK rpynok  (Hanpuknag, ¢eHin), HeoboB'si3KOBO
3amileHoto Big 1 o 3 3amicHMkamu, BubpaHumm 3

(i) aToma ranoreHy (Hanpuknag, atoma ¢rtopy), Ta

(i) Ci-e-ankinbHOI rpynu (Hanpvknag, Metun), Ta

HeobOoB'sI3KOBO [OAATKOBO 3aMillieHe Big 1 4o 3 aTomamu ranoreHy (Hanpuknag, atomom dTopy).

[Cnonyka E]

Cnonyka (1), B ki

R aBnse coboto

(1) Ci.6 ankinbHy rpyny (Hanpuknag, etun), abo

(2) MmoHo- abo gi-Ci-6-ankinamiHo rpyny (Hanpuknag, AMMeTUNamiHo);

R2 aBnsie coboto

(1) atom BoaHt0, abo
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(2) aTom dTopy;
R3 aBnsie coboto
(1) Cie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-meTunnponaHoin), HeoboB'sI3KOBO 3aMilLleHy Bif
1 no 3 rigpokcu rpynamu,
(2) Big 3- poO 8-4neHHy MOHOUMKIIMHY HeapoMayudHy reTepouukninkapboHineHy rpyny
(Hanpuknapg, okceTaHinkapboHin, azeTuanHinkapboHin), abo
(3) moHo- abo fi-Ci-s-ankin-kapbamoineHy rpyny (Hanpuknag, aumetunkapbamoin); Ta
Kinbue A siBnsie coboto 6eH30bHe KinbLe,
[oAaTKoBO 3amilleHe ogHieto Ce.14-apurbHOO rpynoto (Hanpwuknag, geHinom), HeobOoB'siI3KOBO
3amilLieHoto Big 1 o 3 3amiCHMKaMu, BUDpaHnMu 3
(i) aToma ranoreHy (Hanpuknag, atoma ¢rtopy), Ta
(i) Ci-e-ankinbHOi rpynu (Hanpvknag, Metun), Ta
HeobOoB'sI3KOBO 4OAATKOBO 3aMillieHe Big 1 4o 3 aTomamu ranoreHy (Hanpuknag, atoMom ¢Topy).
KoHkpeTHi npyknagu cnonyku (1) BKNoYaoTb CROMYKN i3 3a3HaYeHNX Hkde npuknagis 1-616.
KoHkpeTHo, cnonyka (1) nepeBaxHo ABnsie coboto
N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6icbeHin]-3-in)meTnn]-4,4-gndTop-1-((2R)-okceTaH-2-
kapboHin)niponiauH-3-injeTaHcynstoHamig abo noro cine (Mpuknag 1);
N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcn-2-meTnnnponaHoin)-2-[(2,3',5'-tpudptop[1,1'-6idpeHin]-3-
in)metun]niponigmn-3-in}metaHcynbgoHamig abo roro cinb (Mpuknag 2);
N-{(2S,3R)-4,4-gndT0op-1-(2-rigpokcu-2-meTnnnponaHoin)-2-[(2,3',5'-tpudptop[1,1'-6icpeHin]-3-
in)metun]niponigmu-3-injetaHcynbsdoHamig abo roro cinb (Mpuknag 3);
N-[(2S,3R)-4,4-gudptop-2-[(2-dTop[1,1'-6icbeHin]-3-in)meTnn]-1-(2-rigpokcn-2-
MeTunnponaHoin)niponianH-3-injetTaHcynsgoHamig abo noro cine (Mpuknag, 5);
N-{(2S,3R)-4,4-gndTop-1-((2R)-0KCceTaH-2-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-GideHin]-3-
in)metun]niponiguH-3-injetaHcynsdoHamig abo roro cink (Mpuknaa 56);
N-{(2S,3R)-4,4-gndT0op-1-(2-rigpokcu-2-meTnnnponaHoin)-2-[(2,2',3'-tpudptop[1,1'-6idpeHin]-3-
in)meTun]niponiguH-3-injetaHcynsdoHamig abo roro cink (Mpuknaa 66);
N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcn-2-meTnnnponaHoin)-2-[(2,2',5'-tpudptop[1,1'-6idpeHin]-3-
in)metTun]niponiguH-3-injetaHcynsdoHamig abo roro cink (Mpuknag 67);
N-{(2S,3R)-1-(6iumkno[1.1.1]neHTaH-1-kapboHin)-4,4-gudptop-2-[(2,3',5'-Tpudptop[1,1'-6ideHin]-3-
in)metun]niponignu-3-in}metaHcynbdoHamig abo roro cinb (Mpuknag 87);
N-{(2S,3R)-4,4-gndTop-1-((2R)-0KCceTaH-2-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-GideHin]-3-
in)metun]niponignu-3-in}metaHcynbdoHamig abo rioro cinb (Mpuknag 91);
N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6icbeHin]-3-in)meTnn]-4,4-andpTop-1-(2-
MeTunnponaHoin)niponignH-3-injetTaHcynsdoHamig ado noro cine (Mpuknag 94);
N-{(2S,3R)-1-(umknonponaHkapboHin)-4,4-gucptop-2-[(2,3',5'-Tpucptop[1,1'-6icpeHin]-3-
in)metun]niponiguH-3-injetaHcynsdoHamig abo roro cinb (Mpuknaa 144);
N-{(2S,3R)-4,4-gndpTop-1-(2-meTunnponaHoin)-2-[(2,3',5-tpndtop[1,1'-6icdeHin]-3-
in)metun]niponiguH-3-injetaHcynsdoHamig abo 1roro cinb (Mpuknag 146);
N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6ideHin]-3-in)metun]-4,4-aundpTop-1-((1r,3S)-3-bTopunknodbyTan-
1-kap6oHin)niponianH-3-injetaHcynedoHamig abo noro cine (Mpuknag 225);
N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-cdpTop-2-[(2,3',5'-TpucpTop[1,1'-6icdpeHin]-3-
in)metun]niponiguH-3-ineTaHcynbdoHamig abo rioro cinb (Mpuknaa 236);
N-[(2S,3R,4S)-4-Top-2-[(2-dbTOPp[1,1'-6icbeHin]-3-in)meTnn]-1-((2R)-okceTaH-2-
kapboHin)niponigmH-3-injetaHcynsdoHamig abo noro cine (Mpuknag 302);
N-{(2S,3R)-4,4-gndpTop-1-((1r,3S)-3-dpTopunknobyran-1-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-
OiceHin]-3-in)meTun]niponiguH-3-intfetaHcynsdoHamig ado noro cine (Mpuknag 375);
N-{(2S,3R)-4,4-gndpTop-1-((1s,3R)-3-pTopumknodytaH-1-kapboHin)-2-[(2,3',5'-TpndTop[1,1'"-
OiceHin]-3-in)meTun]niponigunH-3-intetaHcynboHamig abo noro cinb (Mpuknag 380);
N-{(2S,3R)-4,4-gudTop-1-(3-pTopumknobyran-1-kapboHin)-2-[(2,3',5'-Tpudptop[1,1'-6ideHin]-3-
in)metun]niponiguH-3-in}metaHcynbgoHamig abo roro cinb (Mpuknag 433);
N'-{(2S,3R)-1-(azeTnanH-1-kapboHin)-4,4-gudptop-2-[(2-dTop-3'-meTun[1,1'-6idpeHin]-3-
in)metun]niponigmu-3-in}-N,N-gumeTtuncipyaHoi kucnotu giamig abo wnoro cinb (Mpuknag 443);
N-{(2S,3R,4S)-1-(a3eTngunH-1-kapboHin)-4-pTop-2-[(2,3',5-TpndTop[1,1'-BicdeHin]-3-
in)metun]niponiguH-3-injeTaHcynbdoHamig abo 1ioro cinb (Mpuknag 450);
N-{(2S,3R,4S)-1-(a3eTnanH-1-kapOoHin)-4-pTop-2-[(2-pTop-3'-MeTnn[1,1'-6ideHin]-3-
in)metun]niponiguH-3-injetaHcynbdoHamig abo 1ioro cinb (Mpuknag 451);
(2S,3R,4S)-3-[(anmeTuncynedamoin)amiHo]-4-pTop-2-[(2-pTop-3'-MeTun[1,1'-6icheHin]-3-
in)metnn]-N,N-gumeTunniponignH-1-kap6okcamig abo ii cine (Mpuknag 459);

21



10

15

20

25

30

35

40

45

50

55

60

UA 131013 C2

N'-[(2S,3R,4S)-4-dTop-2-[(2-dbTOop-3'-MeTnn[1,1'-6icdbeHin]-3-in)meTnn]-1-(1-rigpokcmumKnodyTaH-
1-kap6oHin)niponigmH-3-in]-N,N-aumeTtuncipyaHoi kucnotu giamig abo roro cine (Mpuknag 462);

N'-{(2S,3R,4S)-1-(azeTnamH-1-kapboHin)-4-pTop-2-[(2-dpTop-3'-meTnn[1,1'-6icdeHin]-3-
in)metun]niponigun-3-in}-N,N-gnmeTuncipyaHoi kucnotu giamig abo roro cinb (Mpuknag 463); abo

N'-{(2S,3R)-4,4-oudpTop-1-[(2R)-0oKCeTaH-2-kapboHin]-2-[(2,3',5"-Tpudptop[1,1'-6ideHin]-3-
in)metun]niponigun-3-in}-N,N-gnmeTuncipyaHoi kucnotu giamig abo moro cinb (Mpuknag 542).

Cnonyka (I) ocobnuso nepesaxHo aBnsie coboro

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-in)meTun]-4,4-andpTop-1-((2R)-okceTaH-2-
kapOoHin)niponignH-3-injetaHcynbgoHamig abo noro cinb (Mpuknag 1);

N-{(2S,3R)-4,4-gudTop-1-(2-rigpokcun-2-meTtunnponaHoin)-2-[(2,3',5'-tpudtop[1,1'-6ideHin]-3-
in)MeTtunniponiguH-3-in}etaHcynbdoHamig abo noro cinb (Mpuknag 3);

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-in)meTun]-4,4-andpTop-1-(2-
MeTunnponaHoin)niponiguH-3-injetaHcynbdoHamig abo noro cinb (Mpuknag 94);

N'-{(2S,3R)-1-(azeTnanH-1-kapboHin)-4,4-gudptop-2-[(2-dpTop-3'-meTun[1,1'-6idpeHin]-3-
in)metun]niponigun-3-in}-N,N-gnmeTuncipyaHoi kucnotu giamig abo moro cinb (Mpuknag 443);

N-{(2S,3R,4S)-1-(azeTnamnH-1-kapboHin)-4-cpTop-2-[(2-pTop-3'-MeTnn[1,1'-GicpeHin]-3-
in)metun]niponiguH-3-injetaHcynbdoHamig abo roro cinb (Mpuknag 451);

(2S,3R,4S)-3-[(anmeTuncynbdamoin)amiHol-4-pTop-2-[(2-pTop-3'-meTun[1,1'-6idbeHin]-3-
in)metnn]-N,N-aumeTunniponignH-1-kapbokcamig abo ii cinb (Mpuknag 459);

N'-{(2S,3R,4S)-1-(azeTngnH-1-kapOoHin)-4-dpTop-2-[(2-pTOp-3'-MmeTUN[1,1'-6icbeHin]-3-
in)metun]niponigmu-3-in}-N,N-gumeTtuncipyaHoi kucnotu giamig abo woro cinb (Mpuknag 463); abo

N'-{(2S,3R)-4,4-gndpTop-1-[(2R)-0KkCceTaH-2-kapboHin]-2-[(2,3',5"-Tpudtop[1,1'-6ideHin]-3-
in)metun]niponigmu-3-in}-N,N-gumeTtuncipyaHoi kucnotu giamig abo woro cinb (Mpuknag 542).

Ak cine cnonykun, npegctaeneHoi dopmynoto (1), nepeBaxHow € hapMaKonoriYHO MPUNHATHA
Cifnb, Ta NpMKIagmM Takoi Cori BKIOYaTh Ciflb 3 HEOPraHiYHOK OCHOBOLD, Ciflb 3 OPraHiYHOK OCHOBOIO,
CiNlb 3 HEOpraHiyHOK KWUCMOTO, Ciflb 3 OPraHiYHOK KUCMNOTOW, Ciflb 3 OCHOBHOI abo KMCNOTHOM
aMiHOKMCNOTOLO, Ta NOAi0Hi.

MepeBaxHi Npuknagn cosi 3 HEOPraHiYHOK OCHOBOIO BKIMOYAKTb COMi MY>KHUX MeTaniB, Taki K
Cinb HaTpito, Cinb Kkanito Ta NoAibHi; coni Ny)kHO3eMenbHUX MeTaniB, Taki SK Ciflb KarnbLito, Ciflb MarHito
Ta NopAibHi; cinb antomiHito, cinb amoHito Ta noaibHi.

lMepeBaxHi npuknaguM CoOfli 3 OpPraHiyHOK OCHOBOK BKMAKOYAKTb COMi 3 TPUMETUNAMIHOM,
TpueTunamiHoMm, nipuauUHOM, niKOMNiHOM, eTaHOoNamMiHOM, AdieTaHonamiHOM, TpUeTaHONaMiHOM,
TpoMeTaMiH[TpU(rigpokcumeTun)MeTunamMmiHom], TpeT-0yTunamiHom, LMKIIorekcunamiHom,
6eH3unamiHoM, anumknorekcunamiHom, N,N'-gubeHsnneTuneHgiamiHom ta noaioHi.

MepeBaxHi NpuknaguM coni 3 HeopraHiYHOK KUCMNOTOK BKMAKYaKTb COMi 3 TigpoXriopugHoLo
KMCMNOTOW, rigpOoOpPOMIAHO KWUCMOTOK, a30THOK KUCIOTOH, CipyYaHOK KMCMOTOoW, (oCdOpHOH
KMCNOTO Ta NOAiGHI.

lMepeBaxHi npuknaam coni 3 OpraHiYHOK KMUCIIOTOK BKIIHOYAKOTb COMi 3 MypaLlMHOK KUCIOTOH,
OLTOBOK KUCMOTOW, TPUPTOPOLITOBOK KUCMOTOW, (PTaneBol KUCNOTOK, hyMapoBOK KUCMOTOH,
LLIABENEBOK KUCMOTOK, BUHHOK KUCMOTOK, MAaneiHOBOK KUCMOTOK, JIMMOHHOK  KUCMNOTOHO,
OypLUTUHOBOO KMCROTOHO, A6ny4HOK KUCMOTOHO, MeTaHCynbGOHOBOK KUCMOTOHO,
©eH30ncynbGOHOBOI KNCIOTO, M-TONYONCYNb(OHOBOK KUCITOTOK Ta MOAi0Hi.

MepeBaxHi Npuknagn cosi 3 OCHOBHOK aMiHOKMCIIOTOK BKIOYAOTb COMi 3 apriHiHOM, fi3VHOM,
OPHITWH Ta NOAIOHI.

MepeBaxHi NpuknaguM comni 3 KUCMOTHOK aMiHOKUCMOTOK BKMKYalTh COMi 3 acnapariHoBow
KMCMNOTOM, FMyTaMiHOBOI KMCIIOTOK Ta NoAiGHoL0.

Cnoci® oTpyMaHHA Cnonyku 3a NpeAcTaBneHMM BUHAX0L40M MOSICHIOETBCS HUKYE.

BuxigHa pedoBuHa abo peareHT, KM BUKOPUCTOBYETLCS, Ta CMOSyKa, OTPMMaHa Ha KOXHIn ctagii
B HACTynHOMY cnocobi OTpMMaHHs, MOXe 3HaxXOAMTMCb y dhOpMi COormi, Ta MNpUKNagu Takoi coni
BKIOYAKOTh Ti CONMi, SIKi € nogibHMMK o0 conen cnonyku, npeacrasneHoi gopmynoto (1), Ta nogibHi.

Konn cnonyka, oTpyMaHa Ha KOXHi/ CcTagii, 3HaxOAMTUCb Y BiNbHi OOPMIi, TO BOHa MOXe OyTu
nepeTBopeHa Ha MoTpibHy Cinb, BiANOBIAHO A0 MO CyTi Bigomoro cnocoby. Konu cnonyka, otpMmMaHa
Ha KOXHin cTagii npeacrtaensie cobo Cinb, TO BOHa MOXe OyTn mepeTBopeHa y MOTPIOHY BinbHY
dopmy abo B iHLWY Cinb BiANOBIAHO A0 MO CYTi BigoOMOro cnocooy.

Cronyky, OTpUMaHy Ha KOXHI cTagii, MoxyTb 6e3nocepeHbO0 BUKOPUCTOBYBATW Y BUIMAA;
peakuinHoi cymiwi abo y BUrMsAi CMporo NPoAyKTY Ha HACTYMHIA peakuii. AnbTepHaTUBHO, Cronyka,
OTpMMaHa Ha KOXHil cTagii, Moxe GyTu BuAineHa Ta oduLleHa Big peakuiiHoi cyMilli, BignoBigHo go
no cyTi BigomMoro crnocoba, Hanpuknag, BiJOKPEMIIEHHSI 03HAYa€ KOHLUEHTPYBaHHSA, KpucTanisadito,
nepekpucTanizadito, ANCTUNSALI0, eKCTparyBaHHA PO3YMHHUKOM, (ppakuiiHy AUCTUNALI, KOMOHKOBY
xpomaTtorpadis Ta nogibHi.
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Konu cnonyku BuxigHMX peyoBMH abo peareHTiB, sIKi BUKOPUCTOBYKOTbLCA Ha KOXHIM cTagji, €
KOMEpLUiAHO [OCTYNHMMMW, TO AaHi KOMEepUinHO AOCTYMHI MPOAYKTM MOXYTb BUKOPUCTOBYBaTUCH
6e3nocepenHLO.

B peakuii Ha KOXHIN cTagii, pa3om 3 TUM peakuiiHMI Yac Bapiloe B 3anexXHOCTi Bi4 BUAY peareHTa
Ta PO34YMHHUKA, SIKi BAKOPUCTOBYIOTBCS, BiH CTAHOBUTB, SIK NpaBuno, Big 1 xB. 4o 48 roa., nepeBaxHo
Bia 10 xB. 40 8 roA., AKLWO He 3a3HAYEHO iHLe.

B peakuii Ha kOoxHi cTagii, pa3om 3 TUM peakuinHa TemnepaTypa Bapiloe B 3anNeXHOCTi Big Buay
peareHTa Ta po34MHHMKA, sIKi BUKOPUCTOBYIOTLCS, BOHA CTAHOBUTb, sIK NpaBuno, Big -78 °C go 300 °C,
nepeBaxHo Big -78 °C go 150 °C, Akwo He 3a3Ha4eHo iHLe.

B peakuii Ha KOXHinW cTagii, pasom 3 TMM TUCK BapiloE B 3anexHoCTi Bi4 BMAY peareHTa Ta
PO34YMHHMKA, SIKi BUKOPUCTOBYIOTBHCH, BiH CTAaHOBUTBL, SIK NpaBuno, Big 1 atM. o 20 aTMm., nepesaxHo,
Big 1 aTm. oo 3 aTM., AKLO HE 3a3HAYEHO iHLUe.

[na peakuil Ha KOXHIN cTafil MOXYTb iHOAI BMKOPUCTOBYBATW, Hanpuknag, YCTaTKyBaHHSA 411
MIKPOXBUITbOBOIO CUHTE3Y, Take $K iHiliatop BupobHuuTBa Biotage Ta nopibHe. [lMpum ubomy
TeMnepaTypa peakuii Moxe BapiloBaTU B 3anexHOCTi Big Buay peareHTa abo pPO3YMHHUKA, SKi
BMKOPUCTOBYIOTbCH, Ta CTAHOBUTb, SIK NpaBuro, Big KimHaTHoOi Temnepatypu go 300 °C, nepeBaxHO
Big 50 °C po 250 °C, sakwo He 3as3HayeHo iHwe. [Npy UbOMYy 4ac peakuii MOXe BapioBaTn B
3anexHOCTi Big BMAY peareHTa abo po3dmHHMKA, SKi BUKOPUCTOBYIKOTLCS, Ta CTAHOBUTb, SIK MPaBUmo,
Big 1 XBUNWHKU 0 48 roguH, nepeBaxHo Big 1 XBUNMHM A0 8 rofuH, SKLWO He 3a3HAYEHO iHLe.

B peakuii Ha KOXHiW cTafii, peareHT BMKOPUCTOBYIOTb B KinlbkocTi Big 0,5 eksiBaneHTiB go 20
ekBiBarneHTiB, nepeBaxHo Big 0,8 ekBiBaneHTiB OO0 5 ekBiBaneHTiB, MO BiAHOLWEHHIO A0 cybcTpaTa,
SKWO He 3a3HavyeHo iHwe. Konu peareHT BUMKOPUCTOBYETbLCS $K KaTanisatop, TO peareHT
BUKOpUCTOBYIOTb B KinbkocTi Big 0,001 eksiBaneHTiB 0o 1 ekBiBaneHTa, nepesaxHo Big 0,01
ekBiBaneHTiB oo 0,2 ekBiBaneHTiB, N0 BigHOLEHHIO A0 cybcTpaTty. Konn peareHT, KpiM TOro, Cny>XuTb
SIK PO3YMHHMK peakLii, TO peareHT BUKOPUCTOBYIOTb B KifTbKOCTi SIK PO3YMHHUK.

AKWO He 3a3HayeHO iHWe, peakuild Ha KOXHin cTagil 3giicHioTe 6e3 po3unHHMka abo micns
PO34YnMHEHHs1 abo cycneHayBaHHSA BMXIQHOI CMOMYKN Y BigNOBIAHOMY PO34MHHWKY. KOHKpeTHi npuknaam
PO3YMHHUKA BKIHOYAKTb PO3YMHHMKN, OonncaHi B MNMpuknagax Ta HAaCTymMHi:

CMMPTU: METaHON, eTaHonM, TPeT-6yTUNoBuM CnNMpT, 2-MeToKCieTaHon, Ta NOAiGHi;

npocti ecdpipn: gietunosun edip, AudeHinoBun npoctun edip, TeTparigpodypaH, 1,2-
JUMeTOoKcieTaH, Ta noAibHi;

apomMaTu4Hi BYrneBoAHi: xnopObeH30r, ToMyon, KCUNors, Ta NoAioHi;

Hacu4eHi BYrneBOAHI: LIMKIOreKkcaH, rekcaH, Ta nogioHi;

amigun: N,N-gumeTtundopmamig, N-metunniponiguH, Ta noaibHi;

ranoreHoBaHi ByrneBoAHEBI: AUXIIOPMETaH, TETPaxNopua ByrneLo, Ta nogioHi;

HITPUNK: aueToHITpWN, Ta NoAibHi;

cynbcpokemam: aumeTuncynbdokena, Ta nogibHi;

apoMaTUYHi OpraHiYyHi OCHOBW: NiPUAWH, Ta NOAIGHI;

aHrigpvan KUCnoT: OLTOBUIA aHrigpu, Ta nogibHi;

OpraHiyHi KUCNOTU: MypaLLUHa KMCNoTa, ouToBa KUCnoTa, TpudTopouToBa K1cnoTta, Ta nogioHi;

HeopraHiYHi KUCNOTK: MiAPOXNOPMAHA KMCMOTAa, CipyaHa K1cnoTa, Ta nofibHi;

cknagHi ecbipu: eTunaueTaT, Ta NoAioHi;

KETOHW: aLeTOoH, MEeTUNETUNKETOH, Ta noaibHi; Ta

BoAa.

3asHaueHi BULLEe PO3YMHHMKU MOXYTb BMKOPWUCTOBYBATUCb AK Cymiw 3 ix gBox abo Oinblie y
BiANOBIAHOMY CMiBBIAHOLLEHHI.

Konu Ha KOXHi cTafii Ana peakuii BUKOPUCTOBYETLCHA OCHOBA, TO, iX MPWUKNaaW BKNHOYaKTb
OCHOBW, onucadi B [Npuknagax, HacTyNHi OCHOBM:

HeopraHiYHi OCHOBM: HATPIO MApPOKCUA, MarHilo rigpokcua, HaTpilo kapboHaT, kanbuito kapboHar,
HaTpito rigpokapboHaT, Ta noAidHi;

OopraHiyHi  OCHOBW: TpueTunamiH, Jgietunamid, nipuauH, 4-gumetunamidHonipuguH, N,N-
AUMETUNaHInNIH, 1,4-pia3abiunknof[2.2.2]okTaH, 1,8-pia3abiunkno[5.4.0]-7-yHaekaH, imigason,
ninepuguH, Ta nopibHi;

ankokcuaun meTtaniB: HaTpilo eTokcua, Kanito TpeT-6yTokcma, Ta NoaioHi;

rigpuan Ny>XHUX MeTanis: rigpua HaTpito, Ta NOAIOHI;

amign MeTanis: amig HaTpito, NiTito Aiisonponinamia, nitito rekcameTunanucunasua, Ta nogibHi; Ta

OpraHiyHi cnonyku nitito: H-OyTunniTi, Ta NoAioHi.

Konn BUKOPUCTOBYIOTH KUCNOTY abo KUCNOTHUI kaTanisatop B peakuii Ha KOXHii cTagji, To,
Hanpuknag, BUKOPUCTOBYHOTb KUCIOTY, sika onucaHa B [Npuknagax, Ta HacTynHi KNCNoTM abo KMCMNOTHI
KaTanisaTtopu:
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HEeOopraHiYyHi  KACNOTW: T[igpoXnopuaHa KUcroTa, cipyaHa KUCMOTOW, asoTHa  KuUcnoTa,
rigpobpomigHa kucnota, gocopHa KucnoTa, Ta NoAaibHi;

OpraHiyHi KMCnoTu: ouTOBa KWCIOTa, TpudpTopouToBa KUCMOTA, JIMMOHHA KUCNoTa, M-
TonyoncynbdoHoBa kucnota, 10-kamcopocynboHOBa KMCNOTa, Ta NOAIOHI; Ta

kncnotun Jlbtoica: GoOpTpUMTOPMAHMI KOMMMEKC AieTunoBoro edipy, nogva LMHKY, 6e3BOaHMI
xnopug aniomiHito, 6e3soaHMI XNopua LMHKY, 6e3BogHUIA Xnopua 3anisa, Ta nogioHi.

AKwo He 3a3HaYeHo iHLe, peakLito Ha KOXHIiN cTagil 34iNCHI0Tb BiANOBIAHO A0 MO CYTi BiAOMOro
cnocoby, Hanpuknag, crnocoby, onucaHoro B Jikken Kagaku Kouza, 5th Edition, vol.13-19 (the
Chemical Society of Japan ed.); Shin Jikken Kagaku Kouza, vol.14-15 (the Chemical Society of Japan
ed.); Fine Organic Chemistry, Revised 2nd Edition (L. F. Tietze, Th. Eicher, Nankodo); Organic Name
Reactions, the Reaction Mechanism Tta Essence, Revised Edition (Hideo Togo, Kodansha);
ORGANIC SYNTHESES Collective Volume I-VII (John Wiley & Sons Inc.); Modern Organic Synthesis
in the Laboratory A Collection of Standard Experimental Procedures (Jie Jack Li, OXFORD
UNIVERSITY); Comprehensive Heterocyclic Chemistry Ill, Vol.1-Vol.14 (Elsevier Japan); Strategic
Applications of Named Reactions in Organic Synthesis (translated by Kiyoshi Tomioka, Kagakudojin);
Comprehensive Organic Transformations (VCH Publishers Inc.), 1989, abo noaibHux, abo cnocoby,
onucaHoro B lNpuknagax.

Peakuito BBegeHHS 3axucTy abo 3HATTSA 3aXMCTy 3 (PYHKUIOHaNbHOI rpynn 34iNCHIOTbL BiAMOBIAHO
0O no cyTi BigoMmoro cnocoby, Hanpwuknag, cnocoby, onucaHoro B "Protective Groups in Organic
Synthesis, 4th Ed", Wiley-Interscience, Inc., 2007 (Theodora W. Greene, Peter G. M. Wuts);
"Protecting Groups 3rd Ed.” Thieme, 2004 (P.J. Kocienski), Ta nogi6Hux, abo cnocobis, onncaHux B
Mpuknagax.

Mpuknagn 3axmMcHUX rpyn Ans rigpokcu rpynu cnupTy Ta NodibHol Ta oeHONbHOI MgpoKCK rpynum
BKMNIOYalOTb 3axUCHi rpynu Tuny MNpocToro edipy, Taki K METOKCUMETUIOBUA NpocTui edip,
BeH3unoBur npoctun edip, TpPeT-OyTunaMMeTUnCUNiNBLHUN NpocTun edip, TeTparigponipaHinbHUM
npocTnn edip Ta NoAibHI; 3axucHi rpynu kapbokcunaTHO-ckNagHoedipHOro Tuny, Taki SK CKIagHUn
edip ouTOBOI KMCMOTU Ta MNOAIGHI; 3axucHi rpynu cynbOHaTHO-CKNagHoedipHOro Tuny, Taki SK
MeTaHCynbOHaTHMIA CKknagHui edip Ta nopfibHi; 3axucHi rpynu kapboHaTHOro cknagHoedipHoro
MYy, Taki Sk TpeT-6yTunkapboHaT Ta noAibHi; Towo.

Mpuknagm 3axucHUX rpyn Ans KapOOoHINbHOI rpynu anbgerigy BKNIOYaOTb 3axXUCHI  rpynu
aueTanbHOro Tuny, Taki Kk AMMeTunaueTans Ta noAibHi; 3axvcHi rpynu TUMy UUKMNIYHOro aueTarnto,
Taki SK UMKniYHmin 1,3-giokcad Ta nogibHuiA; ToLwo.

Mpuknagmn 3axvMcHUX rpyn ns KapOOoHINbHOI rPyNU KETOHY BKITHOYAOTh 3aXMCHI Ipynn KeTanbHOro
TMNY, Taki K guMeTunkeTanb Ta NogibHi; 3aXMCHi rpynu TUMY LMKNIYHOMO KeTank, Taki AK LMKIIYHWNA
1,3-giokcaH Ta noAibHi; 3aXMCHI rpynyM OKCMMHOTO Tuny, Taki K O-MeTUNOoKCUM Ta MOAiIOHI; 3axuCHI
rpynv rigpasoHoBoro Tuny, Taki sk N,N-gumetunrigpa3oH Ta nogibHui; Towo.

Mpuknagm 3axmcHUX rpyn Ans kapboKCMbHOT rPyNn BKKOYaOTb 3aXMCHI rpynu cknagHoedipHoro
TMNY, Taki K METUIOBWUIA CKNagHWi edip Ta nofidHuK; 3axucHi rpynu amigHoro tuny, Ttaki sk N,N-
aumeTunamig Ta nogibHun; ToLwo.

Mpuknagn 3axvcHWX rpyn Onsa Tiony BKAOYaKTb 3aXWUCHI rpyny TUMy NpocToro edipy, Taki sk
BeHsunTio-npocTun edpip Ta NOAIOHI; 3axMCHI rpynu cknagHoedipHOro Tvny, Taki K cknagHun edip
TIOOLITOBOI KMCNOTHN, TiokapOoHaT, Tiokapbamat Ta noaibHuiA; Towlo.

Mpuknagm 3axvMcHUX rpyn onsg amiHo rpynu abo apomMaTUYHOro reTepoLmKy, Takoro sk imigason,
nipon, iHaon, abo noAibHoro, BKNOYaKOTb 3aXUCHi rpynu kKapbamaTHOro Tuny, Taki sk 6eHsunkapbamat
Ta NoAibHi; 3axuCcHi rpynu amigHoro Tvny, Taki K aueTamif Ta NoAibHMIA; 3axXMCHI rpynu ankinamiHHoro
TNy, Taki g9k N-TpudeHinmetTunamiH Ta noAibHWIA; 3axUCHi rpynn cynbgoHamigHOro Tuny, Taki SK
MeTaHcynbdoHamia Ta nodibHui; Towwo.

BaxucHa rpyna moxe OyTu BuaaneHa 3a no CyTi BiJOMUM crnocoboM, Hampuknag, cnocobom 3
BUKOPUCTaHHAM KMCITOTW, OCHOBW, yrnbTpadioneToBoro ceitna, rigpasuHy, deHinrigpasvHy, Hatpito N-
MeTunauTiokapbamaTty, TeTpabyTunamoHilo Topuay, nanagilo auertarty, TpuankincuninranoreHigy
(Hanpuknag, TpumeTwuncuninnoguay, TpuMeTuncuninépomigy) Ta nogibHux, 3a cnocobom
BiAHOBIEHHS, abo noaibHNM.

Y BMNagKy 30iACHEHHS peakuii BiGHOBMNEHHSI HA KOXHIl CTagji, NpUKaan BigHOBIIOKOYOro areHTa,
AKMA BUKOPUCTOBYETbLCS, BKMOYalOTb rigpuanM MeTtanie, Taki 9K nNiTiio anioMmorigpua, HaTtpito
TpuaueTokcuboprigpug, HaTpito UiaHoGoprigpua, Agiisobytun antomorigpug  (DIBAL-H), HaTpito
Ooprigpua, TeTpameTunamoHilo TpuaueTokcuboprigpug Ta nogibHi; GopaHu, Taki sk 6GopaH-
TeTparigpodypaHoBUiA KOMMMEKC Ta MopfibHi; Hikenb PeHes; koGanbT PeHes;; BOAEHb; MypalUvHy
KACMNOTY; TpueTuncunaH Tta nogdibHi. KartanisaTop, TakMm sk nanagii Ha Byrinni, kaTanisatop
Jlinanapa, abo nomibHWMI MOXyTb BMKOPUCTOBYBaATUCHA B CMOCOOI Bi4HOBMEHHS BYrneLb-ByrneLb
NoABINHOIO 3B'A3Ky abo NMOTPINHOrO 3B'A3KY.
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Y BMnNagKy 34inCHEHHS peakuii OKUCHEHHS Ha KOXHIM CTagil, NpuKnaan OKMCHIOKYOro areHTa, SKkum
BMKOPUCTOBYETLCS, BKIIOYAOTb NEpokcuaun, Taki 9Kk M-xroprnepokcubeHsorHa kucnota (mCPBA),
nepokcua BOAHIO, TpeT-byTunrigponepokcna Ta MNoAibHi; nepxnopaTtu, Taki Sk TeTpabyTunamoHito
nepxriopat Ta noAibHi; xnopaTu Taki Ak HaTpito XopaT Ta NoAibHi; XNopUTK, Taki SK HaTpilo XNopuT Ta
noibHi; neprogatu, Taki 9K HaTpil0 NeproaaT Ta NoAibHiI; peareHTN BUCOKO BaneHTHOro noay, Taki gk
nogocundeHson Ta noAibHi; peareHTU, Aki MICTSTb MaHraH, Taki SiKk MapraHul aiokcug, Kanito
nepmaHraHaTt Ta nofibHi; Cnonykn CBUHLUIO, Taki SIK TeTpaalueTaT CBUHLII0 Ta MNoAibHi; peareHTu, dKi
MICTATb XpOM, Taki sk nipuauHito xnopxpomat (PCC), nipuaunHito guxpomart (PDC), peareHTn [)xoHca,
Ta nopaibHi; cnonykn ranoreny, Taki gk N-6pomcykumHimig (NBS) Ta nogibHi; KNceHb; 030H; KOMMIEKC
CipKu TpuoKkcuay-nipuamHy; OCMIit0 TeTpaokcua; ceneHy giokewd; 2,3-guxnop-5,6-auuiaHo-1,4-
©eH3oxiHoH (DDQ); Ta nogioHi.

Y BMnNagKy 34iNCHEHHS peakuil paaukanbHOT LuKni3auil Ha KOXHIiM cTagii, npuknagn pagukanbHOro
iHiLiaTOpa, AKMI BUKOPUCTOBYIOTb, BKIOYAOTb a30-Crosyku, Taki sik a3obicizobytupoHiTpun (AIBN) Ta
noAibHi; po3unHHi y BoAi paauvkanbHi iHiuiaTopu, Taki sk 4-4'-a3obic-4-UiaHoneHTaHOBa KucroTa
(ACPA) Ta nogibHi; Tpvetunbop B MPUCYTHOCTI MOBITPA abo kucHI; ©GeH3oinnepokcua; TOLLO.
Mpuknagn pagvkanbHOro peareHTa, SKMA BUKOPUCTOBYIOTb, BKMOYAOTb TpuOYTUNCTaHaH, Tpuc-
TpumeTuncunincunat, 1,1,2,2-tetpadeninancuna, audeHincunand, camapito nogma, Ta noAibHi.

Y Bunagky 3giicHeHHs peakuii BiTTira Ha koxHin cTapgii, npuknagn peareHta BitTira, akui
BMKOPUCTOBYIOTb, BKIOYalOTb ankinigeHdocdopaHm Ta nogibHi. AnkinigeHdochopaHm MOXyTb
OoTpuMyBaTW BIiAMNOBIAHO A0 MO CYTi BigOMMX crnocobiB, Hanpuknag, peakuieto coni docgopoHito 3
CUINBHOK OCHOBOIO.

Y BuNagky 34iMCHEHHA peakuii XopHepa-EMMOHCa Ha KOXHil cTagii, npuknagn peareHTa, aKkumn
BMKOPUCTOBYIOTb, BKMOYaloTb docdoHoaueTaTtn, Taki sk meTtunammeTtundocdoHoaueTart, eTun-
pieTundocdoHoaueTaT, Ta NoAibHi; Ta OCHOBK, Taki K rigpuan NyXHUX MeTanis, opraHiyHi Cnosnyku
niTito Ta NoAi6Hi.

Y Bunagky 3aincHeHHs peakuii Ppigens-Kpadtca Ha KOXHIN cTagii, Sk peareHT BUKOPUCTOBYETLCSH
kombiHauis 3 kucnotu Jlbloica Ta xnmopadrigpuagy kucnotu abo kombiHauis 3 kucnoTtw Jlbwica Ta
ankinyt4oro areHTa (Hanpwvknag, ankinranoreHiga, cnupra, onecdiHa Ta nogibHoro). AnbTepHaTUBHO,
OpraHiyHy Kucroty abo HeopraHiuHy KUCMOTY TaKOX MOXYTb BMKOPUCTOBYBATU 3aMiCTb KWUCIOTU
Jlbtoica, Ta aHrigpug KUCROTW, TakMW $SK OUTOBMM aHrigpug abo nodibHwui, TakoX MOXYTb
BMKOPUCTOBYBATM 3aMiCTb XJTOpaHrigpuay KUCroTu.

Y BunNagKy 34iNCHEHHS peakuil apoMaTUYHOro HykreodinbHOro 3aMillleHHA Ha KOXHil cTagil,
HYKNeodinbHMI areHT (Hanpuknag, amid, imigason Ta nodibHuiA) Ta ocHoBa (Hanpwknag, opraHiyHa
OCHOBa Ta nofibHe) BUKOPUCTOBYIOTLCS SIK peareHT.

Y Bunagky, KONMW peakuii HyKNeominbHOro npuegHaHHsa, onocepeaKkoBaHO! YTBOPEHHAM
kapboaHioHy, peakuii HykneodinbHoro 1,4-npuegHaHHa (peakuis npuegHaHHa 3a  Mixaenem),
onocepenkoBaHoi  YTBOPEHHs M  kapboaHioHy, abo peakuii HyKneominbHOro  3amilleHHs,
onocepenKoBaHoi YTBOPEHHAM KapboaHioHy, 34iMCHIOITE Ha KOXHIM CTagii, Ta NpuKragmM OCHOBM, sika
BMKOPUCTOBYETBCA AN YTBOPEHHHA KapboaHiOHy, BKMOYalOTb OpraHiyHi Clonyku miTito, ankokcugu
MeTarniB, HeopraHi4Hi OCHOBM, OpraHi4Hi OCHOBW Ta MNOAIGHi.

Y Bunagky, konun peakuis [piHbsApa BUKOPUCTOBYETLCS MPU 34IMCHEHHI KOXHOI cTagii, npuknaam
peareHTa [piHbApa, HKWA BUKOPUCTOBYETBLCSH, BKMOYalOTb apunmMarHilo ranoreHigu, Taki sk
deHinmarHito 6pomig Ta noAdibHi; Ta ankinmarHito ranoreHign, Taki sk eTunMardito 6pomig Ta nogidHi.
PeareHtn lpiHbsipa MOXyTb OTpMMyBaTWU BiAMOBIOHO A0 MO CyTi BidoMmux crnocobiB, Hanpwknag, 3a
peakuieto ankinranoreHigy abo apwvnranoreHigy i3 MeTaniyHMM MarHiem B MPUCYTHOCTI MPOCTOro
edipy abo TeTparigpodypaHy, K po34MHHMKA.

Y BUNagKy 3AiMcHeHHA peakuil koHAeHcauil KHbOoBeHrarensi Ha KOXHIW cTafil, sk peareHTu
BMKOPUCTOBYIOTb CMOJIYKY, SIka MICTUTb aKTMBOBaHy METWUNIEHOBY, sika 3HAXoO4WUTbCA MK [BOMa
€NeKTPOH aKLEeNnTOPHUMK rpynamMu (Hanpuknag, MarnoHOBY KUCMOTY, AieTUrManoHat, ManoHOHITpUI,
Ta noAibHi) Ta OCHOBY (HaNpuWKNad, OpraHiyHy OCHOBY, arnkoKCua MeTany, HeopraHiyHy OCHOBY).

Y BunagKy 34iACHEHHSA peakuii Binbcmelepa-Xaaka Ha KOXHIM cTagii, £K peareHtu
BMKOPUCTOBYIOTbCA poccpopunxrnopug Ta amigHa noxigHa (Hanpuknag, N,N-gumetundopmamig,
TOLLO).

Y BunNagKy 34iNCHEHHS peakuil asugyBaHHA CNWPTIB, ankinranoreHuais abo cknagHux edipis
Cynb(OHOBOI KUCMOTU Ha KOXHi cTagdil, NpuknaauM areHTy asnayBaHHS, SKUA BUKOPUCTOBYETLCS,
BKItovaloTe andeHindocdopunasng (DPPA), Tpumetuncuninasvg, HaTpito asug, Ta nogibHi. Ons
peakuii asugyBaHHA CNWPTIB, Hanpuknag, MOXYTb BMKOPMUCTOBYBATW CMOCIO i3 3acTOCyBaHHSM
andeHindgocdopunasungy ta 1,8-giasabiunknol[5.4.0lyHaek-7-eHy (DBU), cnocib i3 3acTtocyBaHHAM
TpumeTuncuninasuay Ta kucnotu Jlbtoica, abo nogioHuiA.
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Y BunagKky 34iMCHEeHHs peakuil BiAHOBHOrO aMiHyBaHHA Ha KOXHIW cTagii, npuknagu
BiJHOBINIOKOYOro areHTa, K1 BUKOPUCTOBYETLCS, BKIHOYAOTb HATPIlO TpuaLeTokcmbopriopua, HaTpito
uiaHoGopriapua, BOAEHb, MypaLUnHy KUCNOTY, Ta nogibHi. Konu cybcTpat npeacrasnse coboto amiHHy
cnonyky, npuknagn kapOoHINbHOI CNOnyku, sika BUKOPUCTOBYETLCABKMOYAKOTL, Napadopmansaeria,
anbaerign, Taki gk auetanbaeria Ta noAaibHi, Ta KeTOHW, Taki sIK LUMKNOrekcaHoH Ta noaibHi. Konn
cybcTpaT npeactaBnse cobolo KapOOHINbHY CRNoNyky, MPUKNaauM amiHiB, SKi BUKOPUCTOBYHOTLCS,
BKMNIOYAOTb aMOHIN, MEPBMHHI aMiHK, Taki K MeTunamiH Ta noaibHi; BTOPWMHHI amiHM, Taki §K
JumeTunamid Ta nofibHi; Towo.

Y BuNagky 3OicHeHHs peakuii MiuyHOOy Ha KOXHiA cTagii, Kk peareHT BUKOPUCTOBYETLCS
asogukapbokecmnat (Hanpuknag, gietTunasogukapbokcunat (DEAD), giisonponinasoankapbokcunat
(DIAD) Towo) Ta TpudeHindocdiH.

Y Bunagky 34iNCHEHHs1 peakuii ecTepwudikauii, peakuii amigyBaHHss abo peakuii yTBOpPEHHS
CEeYOBMHM Ha KOXHIA  CTafji, npuknagnm peareHty, SKAN BUKOPUCTOBYETLCS, BKNHOYaAOTb
auunranoreHiaun, Taki sk xnopuaaHrigpuan kmcnot, GpomaHrigpuan KMcnoT, Ta NnoAibHi; Ta akTUBOBaHI
KapOOHOBI KMCNOTW, Taki 9K aHrigpuam KUCnoT, akTUBHI cknagHoedipHi dopmu, Ta cknagHi edipu
cipyaHoi kucnotu Ta nofibHi. MNpuknagm akTMBYOYOro areHTa Ansi KapOOHOBOI KMCIOTU BKNIOYAKOTb
kapbogiimigHi  kKOHOeHCytoui  areHTW, Taki gk 1-eTun-3-(3-gumeTunamiHonponin)kapbogiimigy
rigpoxnopua (WSCD) Ta nogibHi; TpuasmHOBI KOHAEHCYIOMI areHTun, Taki sk 4-(4,6-gumeTtokeun-1,3,5-
TpuasuH-2-in)-4-metunmopdonivito xnopua n-rigpat (DMT-MM) Ta noaibHi; KOHOEHCYoYiI areHTn Ha
OCHOBi cknagHoro edipy BYrinbHOI kucrotw, Taki Ak 1,1-kapbowingiivigason (CDI) Tta nopgi6Hi;
andeHindgocdopunasung (DPPA); 6eH3oTpmnason-1-inokeu-tpu-gumetunamMiHogocdoHieBa cinb (BOP
peareHT); 2-xnop-l-metunnipuguHito  noaua  (peareHT  Mykanamu);  TIOHINXmopwua;  HUXKI
ankinranoreHdpopmiaTtu, Taki Sk eTunxnopdopmiaT Ta nogidHi; O-(7-azabeHsoTpmason-1-in)-N,N,N’',N'-
TeTpaMeTunypoHito rekcadtopdgocdar (HATU); cipyaHy kucnoty; ix kKombiHauii; Ta nogibHi. Y
BUMAAKYy BUKOPUCTaHHA KapbopfiiMigHOrO KOHAEHCYKYOro areHta, OO peakuii 4o0OaTKOBO MOXYTb
pogasatn gobaeky, Taky £k 1-rigpokcnbeHsoTtpuason (HOBt), N-rigpokcucykuunimia (HOSu),
anveTtunamidonipmavH (DMAP), abo noaiGHi.

Y Bunagky 34iNCHEHHS peakuil CNONyvyeHHs Ha KOXHiW CcTagii, npuknagm MeTanesoro
KaTanisaTopy, SKUi BUKOPWUCTOBYETbLCH, BKIHOYAIOTb CMOMyKW nanagito, Taki sk nanagito (Il) auertar,
TeTpa(TpudeHindocdin)nanagito (0), anxnopbic(Tpuderindocdid)nanaaito (1,
anxnopbic(tpuetundocdid)nanagito (),  Tpu(ambeHsunigeHaueToH)amnanagito  (0), 1,1'-
bic(amdeHindodino)dpepoueH nanagito (II) xmopwa, Ta nogibHi; cnonyknm Hikenmo, Taki K
TeTpa(TpudeHindgocdin)Hikens (0) Ta noaibHi; cnonyku pogito, Taki sk TpU(TpudeHindocdiH)pogito
(Il xnopupg Ta nopgibHi; cnonykn kobanbTy; CNOMyKU Midi, Taki sk okcwua Mmigi, nogug migi (1), Ta
noAdibHi; cnonykn nnatuHKM, Ta NogibHi; Towo. [JoaaTkoBo A0 peakuii MOXyTb AOA4aBaTU OCHOBY, Ta
NpUKNaan Takoi OCHOBM BKIOYaOTb HEOPraHiYHi OCHOBW, OCHOBHI COJli Ta NOAIOHI.

Y BunNagky 340iMCHEHHS peakuii TiokapbOoHIMBaHHA Ha KOXHIN cTagii, K MpaBuno, SK areHT
TiokapOOoHIntoBaHHA BUKOPUCTOBYETLCH hocdopy neHTacynbdig. AnbTepHATMBHO, TakoX MOXYTb
BMKOPUCTOBYBaTU peareHT, skun mae 1,3,2,4-gutiagndocdetan-2,4-gucynb®igHy  CTYKTypy

(Hanpuknag, 2,4-6ic(4-meTokendpenin-1,3,2,4-autiagudpocdeTtan-2,4-gucynbdig (peareHT
JlaBeccoHa) abo nogibHuin) 3amictb pocdopy neHTacynbdigy.
Y Bunagky 3diNcHeHHsa peakuii Bona - Lirmepa Ha KoxHiA cTagil, npuknagu areHta

rarnoreHyBaHHs, KK BUKOPUCTOBYETLCSA, BKtovaoTb N-nogcykumHiMig, N-opomcykumHimig (NBS), N-
xnopcykumHiMig (NCS), 6pom, cynbdypunxnopug Ta nodibHui. o Toro X, peakuis Moxe OyTu
NPUCKOpPEHa 3a paxyHOK 3acCTOCYBaHHSA pafuKanbHOro iHiliaTtopa, Takoro $iK HarpiBaHHsl, CBITNO,
OeH3oinnepokcua, aszobicizoOyTMpoHiTpKn, abo NoaibHoro, A0 peakuiiHoi CUCTEMM.

Y BUNagKy 3AINCHEHHS peakuil ranoreHyBaHHSA TigpOKCU TPYNM Ha KOXHIM cTagil, npuknagu
rasioreHyt4oro areHTa, ki BUKOPUCTOBYETbLCS, BKITHOYAKOTL rarioreHaHrigpya rigporanoBoi KUCNoTn
Ta KUCMOTHI ranoreHaHrigpuan HeopraHiYHUX KUCMOT, 30Kpema, Ans XNOPYBaHHS: TiapoxXnopugHy
KMCNOTY, TioHinxnopug, docdopokcuxnopug abo nogibri, Ta ana 6pomysaHHs: 48 % rigpobpomigHy
kncnoty abo nogibHe. KpiM TOro, MOXyTb BUKOPUCTOBYBATM CMOCIO OTpMMaHHA arnkinranoreHigy 3a
peakuieto cnvpTy i3 TpudeHindgocdiHoMm Ta TeTpaxnopuctum Byrneuem abo TeTpabpomigHum
ByrneutoemM, abo nogibHMmn. AnbTepHATUBHO, TAKOX MOXYTb BMKOPUCTOBYBATM CMOCIO OTPUMAHHSA
ankinranoreHigy 4vepes ABi cTafii peakuii, gki BKNo4alTb NepeTBOPEHHA CNMPTY Ha BignNoBigHWA
cynbdoHaT, Ta HacTynHy B3aeMogito cynbdoHaTy 3 Opomigom niTito, xnopmuaom nitito abo hognaom
HaTpito.

Y Bunapgky 34ifcHeHHs peakuii ApOy3oBa Ha KOXHIM cTafii, npuknagu peareHTa, siKui
BMKOPUCTOBYETBCS, BKIIOYAKOTL ankinranoreHign, Taki sk etunbpomadeTart Ta nogibHi; Ta docditn
Taki 9k TpueTundocdit, Tpu(isonponin)docdit Ta NogidHi.
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Y BunNagky 34iINCHEHHS peakuii Cynb(OHYBaHHA Ha KOXHIM CTagil, npuknagm areHTa
Cynb(POHYBaHHS, AKNN BUKOPUCTOBYETLCH, BKIMOYaTb MeTaHCynbdOHInxnopua, n-
Tonyoncynb@OHInNxnopua, MeTaHCyNnb(OHOBUIA aHrigpug, n-TonyoncynboHOBUA aHrigpug Ta
noaibHi.

Y BUNaKy 34iMCHEHHSA peakLii rigponidy Ha KOXHIN cTafii, ik peareHT BUKOPUCTOBYIOTb KUCMNOTY
abo ocHoBy. [1ns peakuii KWCNOTHOrO rigponi3y TpeT-0yTnNoBoro ckrnagHoro eqipy, MOXyTb Ao4aBaTU
MypaLUuHy KuUCNoTy, TpueTtuncunad abo nogibHi, ana Toro, wo6 BiJHOBHO NOBUTU TPeT-OyTUNOBI
KaTioHW, siki NpeacTaBnsaloTb COOOK CriBNPOaYKTU.

Y BMNagKy 34iMCHEHHA peakuii gerigpaTauil Ha KOXHIN cTagil, Nnpuknaan gerigpaTtyroyoro areHTa,
KWW  BUKOPUCTOBYETbCH, BKOYaOTb CipyaHy KWUCMOTy, Audocdopy neHTaokcua, docdopy
okcuxnopua, N,N'-anumknorekcunkapbogiimia, okcuzg antoMiHito, nonidocdopHy KMCNOTy Ta NogioHi.

Cnonyka (l) moxe 0yTn oTpumaHa 3i cnonyku (1) BignoBigHO 40 cnocoby, noka3aHoro B HaCTYMHIn
cxemi peakuii 1. B cxemi peakuii, LG Ta LG? KoXeH He3anexHo siBNsTb cobow rpyny, sika
BigwennoeTbest, R* Ta RS KoxeH He3anexHo siBnsioTb cobo HeoboB'A3koBO 3amieHy Ci-s-ankinbHy
rpyny abo Heo60B's13koBO 3aMilieHy Ce.14-apunbHy rpyny, P! 1a P2 KoxeH HesanexHo ABnsitoTe coboto
3aXMCHY rpyny, Ta iHLIi CUMBONN € TaKNMU, K BUSHAYaETLCS BULLE.

Cxewma peakuii 1

(e}
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2 3

o o F R (3) o °
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- = -
OH H 0
2
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NH NH NH
pt PY

(1) (2)
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—_—

o F F
F R? 2 2
Nz HN R HN R
(5) o
(6) @)
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3axMCT amiHy F peakuisi cynboHaTHOT peakuisi asnayBaHHs 3
2 .
R ecTepudikauii
N R2 R2
4 N N
P ., 4 . 4
(®) o
9 10
(0] [¢]
\V4
S
R Lat N o o
NH S \YZ4
(12)
: HNT DRt S,
peakuisi BiAHOBNEHHS F peakuis cynbcoHaminysamhs AT saxuCTy HN R
—_—
R 2 F —_— F
N R? 2
Pé N R
é HN
(] P
(13) (14)

27



10

15

20

25

30

35

40

45

50

UA 131013 C2
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R:—LG? HN /S\R !
(15) F
peakuis KoHgeHcauii R2
> /N
R3
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Mpuknagn "rpynu, ska sigwennoetbes", npeacrtaeneHoi LG a6o LG2, Bkno4valoTb atomu
ranorey, HeOoOOB'I3KOBO  ranioreHoBaHi Ci-s-ankincynboHinokcu rpynu (Hanpwuknag,
MeTaHCYNbGOHINOKCH, eTaHCyNbOHINOKCH, TpudTOpMETaHCYIbOHINOKCK), Ta Cé-14-
apuncynbOHINOKCK rpynu, HeoboB'A3k0BO 3amilleHi Ci-s-ankinbHow(MMK) rpynoto(amun) (Hanpuknag,
©eH3oncynbOHINOKCH, TONYONCYyNbGOHINOKCK) Ta NoAiOHI.

Mpuknagn 3amicHuMka "HeobOB'A3KOBO 3amilleHoi Cie-ankinbHoi rpynn" Ta "HeoboB'A3KOBO
3amiwieHoi Ce-14-apunbHoi rpynun”, npeacraeneHoi R* abo R® BknoyaloTe 3amicHWKK, BUOpaHi 3 rpynu
3amicHukiB A. KinbkiCTb 3amiCHUKIB nepeBaxHO sBnse coboto Big 1 Ao 3. Konu KinbkicTb 3aMiCHUKIB
cTaHoBUTb 2 abo GinbLue, BiANOBigHI 3aMiCHUKM MOXYTb ByTM ogHakoBMmMmM abo pisHUMA.

Mpuknaam "3axucHoi rpynu”, npeacraBneHoi Pl abo P? BkniovaloTb Ti, sIKi MpoiNtoCcTpoBaHi sk
3a3HadeHa BuLle "3axWcHa rpyna Ans amiHo rpynu Ta apoMaTUYHOro reTepouumKny, Takoro sk
imigason, nipon, iHaon Ta nogibHi".

Cronyka (1) moxe OyTv KOMepUiMHO AOCTynHow, abo Moxe OyTu oTpyMMaHa BigMOBIOHO A0
BigomMoro no cyTi cnocoby abo cnocoby aHanoriyHoMy omy.

Cronyka (4) moxe 6yTn oTpumaHa LWnsixom o6pobku cnonykm (2) 3a peakuieto Pedopmartcbkoro
cnonykoto (3) B npucyTHocTi meTana. lNpuknagm metana, SKuin BUKOPUCTOBYETLCSH, BKITHOYAOTb LUHK,
camapito nogug, iHgin Ta nogidHi. Cnonyka (3) Moxxe GyTU KOMEpUIiMHO AO0CTYMHOW, abo Moxe 6yTu
OoTpuMaHa BignoBigHO A0 BigoOMOro no cyTi cnocoby abo cnocoby, aHanoriMHOMYy oMy.

Cronyka (6) moxe B6yTn oTpMmaHa wwnsaxom obpobkn cnonyku (5) 3a peakuielo koHAeHcauii B
NPUCYTHOCTI OCHOBW. lMpuknNagn OCHOBW, Sika BMKOPUCTOBYETLCS, BKMOYAKOTb HEOPraHivHi OCHOBW,
OpraHiyHi OCHOBW, FigpWAM NYXHUX MeTaniB Ta NOAIGHI.

Cronyka (9) moxe 6yTn oTpumaHa wwnsxom obpobku cnonyku (8) 3a peakuieto cynbdoHaTHOI
ectepudikadii. [lMpuknagn Ccynb(OHYIOHOro areHTa, SKUN  BUKOPUCTOBYETBLCSH,  BKIOYaKOTb
MeTaHCcynbdOoHiInxnopua, n-Tonyoncynb@oHinxnopua, MeTaHCynbOHOBUM aHrigpug, n-
TonyoncyneOHOBUIA aHrigpua, TpUTOpMETaHCYNbPOHOBUI aHrigpug, Ta nogioHi.

Cronyka (10) moxe OyTM oTpumaHa wwnsxom obpobku cnonyku (9) 3a peakuieto asvpyBaHHS.
Mpuknagn areHTa asugyBaHHS, SKUA BUKOPWUCTOBYETHLCH, BKIHOYalOTh TeTpa-H-OyTuramoHilo asug,
TpUMeTuncuninasua, HaTpito asug Ta NoAibHi.

Crnonyka (13) Moxe OyTu oTpuMaHa wnaxom o6pobku cnonykn (11) 3a peakuiewo
cynboamigyBaHHsa cronykoto (12). MNpuknagn cnonyku (12), ska BMKOPUCTOBYETLCS, BKIOYaOTh
cynbdoHinxnopmam, cynbdamoinxnopugn Ta nogibHi. Cnonyka (12) moxe 6yt komepuinHO
AOCTynHot, abo moxe 6yTn oTpumaHa BigNoBiAHO OO0 BiAOMOro no cyTi cnocoby abo cnocoby,
aHarnoriyHomy nomy.

Cronyka (I) moxe ©yTn oTpumaHa wnaxom obpobku cnonyku (14) 3a peakuielo koHOeHcauil
cnonykoto (15). Mpuknagm cnonykn (15), sika BUKOPUCTOBYETLCS, BKNIOYAKOTL auunranoreHigun, Taki sik
XnopaHrigpuaun, 6pomaHnrigpuan KucrnoTu, ankinxnopdopmiati, kapbamoinxnopvuam Ta noAdibHi; Ta
aKTMBOBaHi KapbOHOBI KMCNOTW, TaKi SK aHrigpyuaM KUCIoT, akTMBOBAHI cknagHi edipy, cynbdarti Ta
noAibHi. Mpuknagn akTMBYHOYOro areHTa KapOOHOBOI KMCNOTK BKIHOYaOTh kapboaiiMigHi KoHAeHCytoui
areHTn, Taki Ak 1-eTun-3-(3-gumeTtunamiHonponin)kapbogiimigy rigpoxnopug (WSCD) Ta nogibHi;
TPUa3UHOBI KOHOEHCYIoYi areHTu, Taki gk 4-(4,6-anmeTokcun-1,3,5-TpuasuH-2-in)-4-metunmMopgoniHito
xnopug-H-rigpat (DMT-MM) Ta noaibHi; kapboHaTHi cknagHoedipHi KOHAEHCYHOYiI areHTu, Taki sk 1,1-
kapboHingiimigason (CDI) ta nogibHi; gudenindocdopunasmg (DPPA); 6eH3oTpuason-1-inokcu-
TpugumeTtunamiHodocdoHieBa cinb (peareHT BOP); 2-xnop-l-meTuvn-nipuguHito nogvp (peareHt
Mykansama); TioHINXnopua; HWXYi ankinranoreHgopmMiatu, Taki gk xnopetundopmiaT Ta nogibHi; O-(7-
asabeHsoTtpuason-1-in)-N,N,N’,N’-teTpameTunypoHito  rekcagprtop-cpoccopar (HATU); cipyaHa
KMcnoTa; ix kombGiHauii, Ta nogibHi. Kpim Toro, Ao peakuiHOi cucteMn MoXe [o4aBaTMCA OCHOBA.
MpuknagnM OCHOBW BKMOYalOTb HeopraHiyHi OCHOBW, OpraHidHi ocHoBM Ta nopibHi. Konu
BMKOPUCTOBYETBLCS KapboiiMigHWIA KOHOEHCYHOUMIA areHT, 4O peakuiHoi cucTteMmn Moxe OO0AaTKOBO
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podaBatucs gobaska, Taka K 1-rigpokcnbeHsotpuason (HOBt), N-rigpokcucykuyumnimig (HOSu),
anvetunamiHonipmavH (DMAP) Ta noai6GHi

B Takum umHom oTpumaHin cnonyui (I), BHyTpilUHbOMONEKYNspHa (pyHKUiOHanbHa rpyna Moxe
Takox 6yTn nepeTBOpeHa B MOTPIOHY (PyHKUIOHANbHY rpyny LNAXoM KombGiHauii no cyTi BigomMux
XiMi4HUX peakuin. MNMpuknaan xiMivHOI peakuii BKNIOYaOTb peakLito OKUCHEHHS, peakL,ilo BiAHOBMEHHS,
peakuito ankinyBaHHs, peakuild auunioBaHHS, peakuildo YTBOPEHHS CEYOBUHW, peakuild rigponisy,
peakuito amiHyBaHHs, peakuito ecTtepudikauii, peakuito apunbHOro CrOMyYeHHH, peakuild 3HATTH
3axMCTy Ta NofibHi.

Y BuLLe3a3Ha4YeHOMY Cnocobi OTPMMaHHS, KONu BUXigHA Cloriyka Mae amiHorpyny, kapbokcunbsHy
rpyny, rigpoOKCUITbHY rpyny, kapboHinbHY rpyny abo mMepkantorpyny sk 3aMiCHWKW, OO OAaHWUX rpyn
Moxe OyTu BBeAEeHa 3axucHa rpyna, sika 3a3Bu4alni BUKOPUCTOBYETLCA B XiMii nentuaie, Ta UinboBa
crnonyka Moxe OyTu oTpMMaHa LUNAXoM BUAaneHHs 3axXncHoOT rpynuy 3a HeobxiaHOCTI nicnst peakuil.

Cnonyka (1) oTpymaHa 3a 3a3Ha4YeHUM BULLE CMOCOOOM OTpUMMaHHSA Moxe OyTu BuAineHa Ta
ouulleHa 3a BigOMUM CNocobOM, TakMM $K EeKCTpakuis PO3YMHHUKOM, PiOMHHOIO MNEepeTBOPEHHS,
nepeHeceHHs as, kpucTanisadida, nepekpucranisauis, xpomartorpadisa Ta nogibHi.

Konu cnonyka (I) micTuTb ONTMYHWMIA i30Mep, CTepeoisomep, perioisomep Ta poTamep, AaHi
CMONYKM € TakoX BKMoYeHuMu B cnonyky (I), Ta koxeH moxe 6yTn oTpyMaHuMn SK iHAMBIAYanbHUN
npoaykT 3a Mo cyTi Bigomum cnocobom cuHTe3dy abo cnocobom posgineHHs. Hanpuknag, konm
ONTMYHMIN i30Mep icHye B cnonyui (I), onTWYHWIKA i30Mep, BIOOKPEMMEHUA 3i CMNOMNYKM TakoX
oxonmneTbes cnonykoto (1).

B naHomMy OOKyMEHTi, ONTUYHMIA i3oMep Moxe OyTu oTpumaHWi BignoBigHO OO0 NO CyTi BigOMOro
cnoco0Oy.

Cnonyka (1) Moxe 6yTn KpucTaniyHoto.

Kpuctanu cnonyku (1) (aani B gaHOMy JOKYMEHTI iHOAi CKOPOYYOTb SIK KpUcTan 3a NpeacTaBieHnM
BMHaxXo4oOM) MOXYTb OTpMMyBaTW LWNSXOM Kpuctanisauii cnonyku (I) BignosigHo Ao cnocobis
KpucTanisaduii, no cyTi Bigomux.

B npegcraeneHomy onuci, Temnepatypa MNaBfieHHs O3Ha4ae TemnepaTypy MnaBneHHs,
BUMIpSIHY, Hanpuknag, 3 BUKOPUCTAHHAM MIKpO npunagy Ans BUMMIpIOBaHHA TemnepaTypu nnaBreHHs
(Yanako, MP-500D a6o Buchi, B-545), npunagy AOCK (aona ananisy amdepeHuianbHOI CKkaHytuol
kanopumeTpii) (METTLER TOLEDO, DSC1) ta nogi6Hi.

3aranom, TemnepaTtypa NinaBfeHHsl iHOAi Bapitoe B 3aneXHOCTI Big npunagy Ons BUMIPOBaHHS,
YMOB BMMIipIOBaHHS Ta nogibHoro. Kpuctan B npeacTaBrneHoMy onuci Moxe sBNATM coboto kpuctan,
AKMIA NOKa3ye TEMNepaTypy MraBneHHs BIOAMIHHY Bif, 3HA4YeHb, ONMcaHWX B NpeacTaBeHoOMy Onuci 3a
YMOBW, L0 Pi3HMLSA 3HAXOOUTLCA B MEXax 3aranbHOro iana3oHy NOMUIIKN.

Kpuctan 3a npeacraBneHMM BMHAXO4OM Mae BiMiHHI di3uKo-xiMiYHi BnacTMBOCTI (Hanpuknag,
TemnepaTtypy MNnaBMeHHs, PO34YMHHICTb, CTabinbHiCTb) Ta 6GionoriyHi BNacTMBOCTI (Hanpuknag,
hapmakokiHeTMKKN (abcopbuinHy 3aaTHICTb, PO3NOAINEHHA, MeTaboni3am, BUBEOEHHS), e(PEKTUBHICTb),
Ta € 0cOBNMBO NPUNHATHUM SK TikapCbKui 3acib.

Cnonyka (l) moxe BukopucTOBYBaTUCh Yy BUrMaAi nponikis. Mponiku cnonyku (I) npegctaBnsioTb
coboro cnonyky, Aka nepeTBOprETbCA B cnonyky (1) 3a nmpeacraBneHMM BMHAaxXodoOM 3a peakuieto
BHacnigok aii hepmMeHTy, LINYHKOBOI KACMOTK, TOLWO B (Di3iONOriYHMX YMOBaxX B >KMBOMY OpraHi3mi,
TOGTO, CMonyky, sika MepeTBOpleTbCA B cnonyky (l) 3a npegcTtaBneHUM BMHAXOOOM 3a paxyHOK
OKWCHEHHS, BIOHOBMEHHS, Trigponisy, TOWO B, 3anexHocTi Big ¢epMeHTy; Crnonyky, ska
nepeTBoOplOETLCA B cnonyky (1) 3a npegcraBneHMM BUHAXo4OM 3a paxyHOK rigponisy, ToWwo BHACMigoK
Ail LWNYHKOBOT KUCNOTH, TOLLO.

Mponikn cnonyku (1) MOXyTb NpeacTaBNATM COOOK CMOMYKY, OTPMMaHy LUNSIXOM 0BpobKn amiHo
rpynu B cnonyui (1) ayuntoBaHHaM, ankinyBaHHAM abo cdocdopunioBaHHAM (Hanpuknag, Crhosyky, B
AKin amiHo rpyna cnonyku (l) € enko3aHoINbLOBaHOD, anaHinboBaHOK, NEHTUNaMiHOKapbOoHINbOBaHOI,
(5-meTun-2-okco-1,3-aiokconeH-4-in)MeTokCMkapboHiNbOBaHOM, TeTparigpodypaHinboBaHoto,
niponiannMeTUNbOBaHO, NiBarioiNoOKCMMETUNBOBAHO abo TpeT-6yTuNbOBaHO, TOLLO);

CMonyKy, OTpMMaHy Lnsxom obpobku rigpokcn rpynu B cnonyui (1) aumnioBaHHAM, ankinyBaHHsSM,
docgopunioBaHHaM abo 6opyBaHHAM (Hanpuknag, Cronyka, OTpMMaHa LUMsiXoMm OBpoOkuM rigpokeu
rpynu B cnonyui (I) € aueTunboBaHo, NanbMITOINBOBaHO, MPONaHOINbOBaHO, MiBaNOINbOBaHO,
CYKLMHINbOBaHO, (hymMmapuboBaHO, anaHinbosaHow abo AuMeTunamiHoMeTunkapOoHiNbOBaHOM);

CMonyky, oTpumaHy Lnsaxom o6pobku kapbokcunbHoi rpynu B crnonyui (1) ectepudikauieto abo
amigyBaHHsIM (Hanpuvknag, crnonyka, oTpumaHa Lwnsxom obpobku kapbokcunbHOI rpynu B cnonyui (1),
€ ecTepudikoBaHO €eTWUIIoM, ecTepudikoBaHO (eHINoM, ecTepundikoBaHO KapOOKCUMETUIOM,
ecTepudikoBaHo OUMETUNaMIHOMETUIOM, ecTepudikoBaHoo NiBanoinoKCUMETNNOM,
ecTepudikoBaHO eTOKCUKapOOoHinokcieTunom, ectepudikoBaHoi dTaniamnnom, ectepudikoBaHo
(5-meTun-2-okco-1,3-aiokconeH-4-in)MeTnnom, ectepudikoBaHOK LIMKITOreKCUIToKCuKapOoHineTnnom
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abo meTMnamigoBaHoOw, TOLWO); Ta nofidHi. byab-fka 3 gaHWX Crnonyk moxe OyTn oTpumaHa 3i
cnonyku () 3a camum no cobi BiGOMUM CNOCOBOM.

Mponikn cnonykn (l) TakoXX MOXyTb NpeacTaBnATM CODBOK CrOMyKy, fka NepeTBOPHETLCH B
cnonyky (I) B cbisionoriyHnx ymoBax, Takux sk Ti, ski onmucaHi IYAKUHIN no KAIHATSU (Development
of Pharmaceuticals), vol. 7, Design of Molecules, p.163-198, Published by HIROKAWA SHOTEN
(1990).

B npegcraBneHoMmy onwuci, Mponikm MOXYTb YTBOPKOBATM Cifb, Ta £K Taka Cinb Moxe 6yTu
3a3HadeHa SK NpuKNaan ConbOBUX CMOMYK, NPeACTaBNeHMX 3a3HadyeHoo BuLe dopmynoto (1).

Cronyka Moxe 6yTn mMideHot isoTonom (Hanpuknag, 3H, 13C, 14C, 18F, 35S, 125]) Ta nopai6Hi.

Cronyka (I), miyeHy abo 3amilLieHy i30TONOM, MOXE BUKOPUCTOBYBATUCh SIK, Hanpvknag, Tpevcep
ONS 3acToCyBaHHsSI B MO3UTPOHHINA eMicinHin Tomorpadii (PET) (PET Tpelicep), Ta € KOPUCHUMMK B
ranyssix MeAMYHUX AiarHoCTUK Ta nogidHuX.

Cnonyka (I) moxe 6yTtu rigpatom abo HerigpaTtomM, abo HeconbBaTOM (Hanpuknag, aHrigpuaom)
abo conbBaToM (Hanpwuknag, rigpaTom).

Cronyka (l) Takox oxonne aenTepinHy ¢opmy nepeTBOpeHHs, B sikii H nepeTBoploeTbcs B
2H(D).

Kpim TOro, cnonyka () moxe npeacrtaenatn coboto apmMaueBTUYHO MPUAHATHUIA ChiBKpUcTan
abo cinb cniskpucTtany. CniBkpuctan abo cinb chniBkpucTany o3Hayae KpucTaniyHy peyvoBUHY, ska
CKragaeTbCcsa 3 ABOX abo Binblue KOHKPETHUX PEYOBUH, SKi € TBEPOUMU MPU KiIMHATHIA TemnepaTypi,
€ KOXXHa peyvyoBMHa Mae pi3Hi oisnyHi BNacTMBOCTI (Hanpuknag, CTPyKTpy, TeMnepaTypy nnaBneHHs,
NUTOMY TENMOTY NIABMEHHS, FFPOCKOMIYHICTb, PO3YMHHICTE Ta cTabinbHicTb). CniBkpucTan Ta Cinb
cniBkpucTany MoXyTb OTPMMYyBaTK 3a MO CyTi BiZOMNM cnocobom chiBkpucTanisadii.

Cronyka (l) abo ii nponiku (gani B AaHOMY [AOKYMEHTI iHOAi BXWBaOTb NMPOCTO CKOPOYEHO $IK
crnonyka 3a npeacTaBleHUM BMHAXo4OM) MOXE BMKOPUCTOBYBaTUCb HAK € abo y Burnagi
dapmaLeBTUYHOI KOMMO3MLii (TaKoX Ha3MBaeTbCA SK JiKapCbKMA 3acib) LWNAXom 3MillyBaHHSA 3
hapMakonoriYHo NPUNHSATHMM HOCIEM TOLLO NPV BBEOEHHI ccaBLaM (HanpuKniag, NoanHi, MULLi, Wypy,
Kponuky, cobadi, KOTy, KOPOBI, KOHIO, CBMHI, MaBMi), AK areHT Ans npoginakTukn abo nikyBaHHS Pi3HMX
3aXBOPIOBaHb, 3a3HAYEHNX HUXKYE.

Ak bapmakonoriYHo NPUAHATHI HOCIT MOXYTb BUKOPMUCTOBYBATUCH Pi3Hi opraHidHi abo HeopraHiyHi
PEYOBMHN HOCIH, SKi TPaaWUIMHO BUKOPWUCTOBYHOTBCA SIK Martepianu npenapata. [Npuknagn takux
mMaTtepianiB BKNOYaOTb: EKCLMMIEHTN, 3MaLLyBanbHi pe40OBUHWN, 3B'A3YHOMI areHTn Ta po3nyLuyBadi ans
TBEpPOUX MpenapartiB; PO34YMHHUKM, COOBINI3ytodi areHTn, CycneHaytoui areHTu, i30TOHIYHI areHTH,
OydepHi areHTn Ta NOM'AKLLYIONI areHTu ANd pigkux npenaparis, Ta NOAiIOHI; Ta, AKLWO € HeobXiaHMM,
TakoX MOXyTb [JodaBaTucsa pobaBku AN npenapaTiB, Taki SK KOHCEPBAHTW, aHTUOKCUMAAHTMW,
©apBHUKM, NiJCONOOXKYHOYI areHTH, Ta NogibHi.

MepeBaxHi NpyKagn ekCUMNIEHTIB BKITHOYaOTh NakTo3y, caxapody, D-maHiT, D-copbiT, kpoxmans,
XenaTunHizoBaHUn Kpoxmansb, OEKCTPUH, KpucTaniyHy Lilentonosy, HN3bKO-3aMilLeHy
riApPOKCMNPONINUENtonody, HaTpilo kapboKCUMETUNLEntono3y, apasiliCbKy Kamedb, NynnynaH, nerky
©e3BOaHY KPEMHIEBY KUCMOTY, CUHTETUYHUIA CUNiKaT artoMiHil0 Ta MarHito MetacunikaTt antomiHarT.

MepeBaxHi Npuknagn 3MallyBanbHOI PEeYOBUHW BKIOYalOTb MarHito cteapaT, Kanblilo cTeapar,
TanbK, KONMOIAHWI OiIOKCUA KPEMHItO.

lMepeBaxHi Npuknagu 3B'A3yOHOro areHTa BKMOYalTb XenaTUHI30BaHWUMA Kpoxmanb, caxapoasy,
XenaTtuH, apaBilCbKy Kamenp, MeTUnLentonosy, KapboKCMETUMLIENIONO3Y, HaTpito
KapbOKCMMEeTUNUENONo3un, KpuUcTamniyHy LUenonosy, caxapo3y, D-maHit, Tperanosy, AeKCTpuH,
nynnynax, rigpokcunponinuentonosy, rigpokcMnponiniMeTunuentonos3y Ta noniBiHinniponigoH.

MepeBaxHi  npuknagu  po3nywyBayiB  BKMOYAKTb  fAKTo3y, caxapo3y, Kpoxmarsb,
KapboKcMMeTunuentono3dy, Kanblito KapObOKCMMEeTUNUENono3y, KpoCKapMeno3y HaTtpil, HaTpito
KapboKCMMeTUNKpoxmanb,  Nnerky  6e3BOAHYy  KPeMHiEBY  KMCMOTY Ta  HW3bKO-3aMillieHy
riApOKCMNPOMiNuentonosy.

MepeBaxHi NpuknagyM PO3YNHHUKIB BKMHOYaOTb BOAy ANSA iH'EKUin, isionoriyHmin conboBui
PO34nH, po34ymH PiHrepa, cnmpT, NpONineHrnikonb, NOMeTUNEHIKONb, KYHXYTHY OIito, KYKYPYA3SHY
onito, ONMMBKOBY ONit0 Ta onito 6aBoBHMKA.

MepeBaxHi Npuknaan contobini3yroumx areHTiB BKOYAKOTb MOMIETUNEHTIKONb, NPOMINEHrNiKonb,
D-maHiT, Tperanody, 0eH3unbeH3oaT, €eTaHosn, TpuamiHOMETaH, XONeCTEPWUH, TpWeTaHOMaMiH,
kapboHaT HaTpito, UMTpaT HaTpito, caniuMnar HaTpilo Ta aueTaT HaTpito.

[MepeBaxHi NpyKnaan cycnenayumx areHTiB BKMoYalnTb NOBEPXHEBO-aKTUBHI PEYOBUHK, TakKi SK
cTeapunTpueTaHonamiH, HaTpito naypuncynbar, naypunamiHonponioHOBY KUCAOTY, NeUUTUH,
OeH3ankoHito xnopua, OeH3eTOHilo xnopua, rnilepuHy MoOHOCTeapaT Ta nofdibHi; rigpodinbHi
nonimMepu, Taki Ak NOMIBiHINOBWUIA COMPT, NONIBIHINMiponiaAMH, KapboKCUMMETUNLENONO3N HaTpito,
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MeTUNUEeNNo3y, rgpokCMMeTUnuentonosy, rigpoKCieTunuentonosy, rigpokcunponinuentonosy Ta
noAibHi; nonicopbaTn Ta NoniokCieTUNEeH rigporeHoBaHy pULUHOBY ONito.

MepeBaxHi NpukNagn i30TOHIMHUX areHTiB BKIIOYaOTb Xnopug HaTtpito, rniuepuH, D-manit, D-
copbiT, Ta rnokoasy.

MepeBaxHi npuknagn 6Gydepa BknoyalTb OydepHi po3unHuM, Taki AK docdaTHi, auertaTHi,
kapboHaTHiI, uMTpaTHi 6ydepu ToLLo.

MepeBaxHi Npyknaam NOM'sKLLYIOYOro areHTa BKnovaTb 6eH3MNoBUN CnupT.

MepeBaxHi NpUKIagM KOHCEPBAHTIB BKIHOYAKOTL CKNagHi edipn napa-okCMOEH30MHOI KUCIOoTw,
xnopbyTtaHon, GeH3WnoBui CnvpT, (PEHEeTWNOBUA CNWUPT, AErigpoouTOBY KUCNOTYy Ta copbiHoBy
KNCNOTY.

MepeBaHi NpUKNaan aHTMOKCUOAHTIB BKITHOYATh CynbdiTHI coni Ta ackopbatHi corni.

MepeBaxHi npuknagn 6GapBHMKIB BKMHOYAKTb PO3YMHHI Yy BOAI Xap4yoBi aHiNiHOBI GapBHUKM
(Hanpuvknag, xap4oBi 6apBHMKK, Taki Sk xapyoBun YepsoHun Ne 2 Ta Ne 3, xapyoBuii xoBTu Ne 4 Ta
Ne 5, xapuoBuii 6nakmtHun Ne 1 Ta Ne 2, Ta noaibHi xapyoBi 6apBHUKM), HE PO3YMHHI Y BOAI NPOTPaBHi
nakoyTBopotoYi 6GapBHMKKM (Hanpuknag, coni antoMiHilo 3a3HaYeHNX BULLLE PO3YNHHUX Y BOAi XapyoBUX
aHiniHoBMx GapBHUWKIB), NpUpPOaHi GapBHMKK (Hanpuknag, B-kapoTuH, xnopodin, okcng 3anisa lll) Ta
noaibHi.

MepeBaxHi npukNagn MiACOMNOMXKYIOUMX areHTiB BKMNIOYalOTb CaxapuHaTt HaTpilo, AvKaniio
rniuMpuanHaT, acnaptam Ta CTeBito.

Mpuvknagn p[osoBaHOi OPMKM 3a 3a3HaAYEeHUM BULLE MNYHKTOM dapMaueBTUYHOT KOMMNO3WLiT
BKITIOYAIOTh BKIMHOYAOTb MepoparibHi npenapaTtu, Taki Sk TabneTky, (B TOMy YMUCHi MOKpUTa LyKPOM
TabneTtka, nokputa nniBkoK TabneTka, cybniHreBanbHa TabneTka, TabneTka, WO pPO3NafaEeTbCcsd B
POTOBI MOPOXHWHI, OykkanbHa TabneTtka), kancynu (BKM4ar4M M'AKy Kancymny, Mikpokancyny),
apaxe, rpaHynu, MOpOLUKW, NACTUMKW, CUPONMU, PiOWMHW, €eMYNbCii, CyCcneHsii, aepo3oni, NnniBKK
(Hanpuknag, nniBky, WO pO3NagaeTbCA B POTOBIN MOPOXHMWHI, aare3vBHy OO CrM30BOI POTOBOI
NMOPOXHWHM MIiBKY), Ta MOAIOHI; Ta mapeHTepanbHi areHTW, Taki SK iH'ekuii (Hanpuknag, NigwkipHi
iH'eKLiT, BHYTPILWHBOBEHHI iH'€KLi, BHYTPILLHBOM'A30BOI iH'EKLT, BHYTPILUHbOYEPEBHiI iH'EKLii, KpanernbHi
iHQy3iT), 30BHILUHLOrO 3acCTOCyBaHHsS npenapart (Hanpwknag, TpaHcaepmansHuin abcopbuiiHoro Tuny
npenapat, Masb, JTOCbWOH, agresaMBHMI nNpenapar), Cyno3mTopii (Hanpuknaa, pekTanbHi CynosmTopii,
BariHanbHi CynosuTopii), neneta, HasanbHWN Npenapart, nereHesunn npenapart (iHransauiiHumn), o4Hi
Kpanni, Ta noaibHi. Cnonyka Ta nikapcbkuin 3acid 3a npeacTtaBlieHMM BUMHAXOAOM MOXYTb OyTw,
BignoBigHo, Ge3nevyHo BBedeHi nepopanbHO abo napeHTepanbHO (Hanpuknag, iHTpapekTanbHe,
BHYTpILWHbOBEHHE, BHYTpIiLUHbOApTEpianbHe, BHYTPILIHBOM'A30Be, NiALWKIpHE, BHYTPILIHLOOPraHHe,
iHTpaHa3anbHe, BHYTPIWHbLOLLKIPHE, I(HCTUNAUINHE, BHYTPILUHBOMO3KOBE, BHYTpPIiLUHbOBAriHanbHe,
BHYTpILWHbOYEPEBHE, BHYTPILUHBOONYXMNHHE, NPOKCUMAanbHE MNYXNWUHHE BBEAEHHS, Ta BBEOEHHS Y
BOTHULLE YPaXKeHHS).

HaHi npenapatu MOXyTb NpPeACTaBnsaATM COOOK npenapat KOHTPONbOBAHOIO BUBINIbHEHHS
(Hanpuknagd, 3 YMOBIIBHEHUM BWBIMbHEHHAM MIKpPOKancynu), Taki Ak npenapat 3 HeravHum
BUBIMbHEHHSIM, Npenapar 3 YMNoBiflbHEHUM BUBIfTbHEHHSAM Ta NOAIGHI.

dapmaueBTMyHa KOMMoO3uuid Moxe 6yt oTpvmaHa BignoBigHO [0  cnocoby,  AKkvn
3aranbHONPUHATO BUKOPUCTOBYETLCH B ranysi papmaueBTu4Hol dhopmynsuii, Hanpuknag, cnocooy,
onucaHoro B AnoHCbKin hapmakonei, ToLO.

Mpu ubomMy BMICT Cnonyku 3a npeacTaBfeHMM BUHAXo4oM B hapMaueBTUYHIA KOoMMo3uLuil 3a
npeacTtaBneHMM BUHAXOOOM Bapiloe B 3anexHoCTi Big nikapcbkol opmu, O03yBaHHA CMOMyKU 3a
npeacTaBneHMM BUHAX0A40M, Towo, To6To, Hanpuknag, cTaHoBUTb NpmubnuaHo Biag 0,1 go 100 mac. %.

Konn oTpumyloTb nepopanbHuin npenapaT, 3a HeobXigHiCTIo Moxe OyTuM HaHeceHe MOKPUTTS 3
METOK MacKyBaHHSA CMaKy, PO34MHHOCTI B KMLLIEYHMKY abo foBroTpuBarnoi ctabinbHocTi.

Mpuknagn OCHOBU MOKPUTTS, kA BUKOPUCTOBYETLCS ANl MOKPUTTS, BKIMIOYAKTb LYKPOBY OCHOBY
MOKPUTTS, PO3YMHHY Y BOZi MIIBKOBY OCHOBY MOKPUTTS, KMLLKOBOPO3YMHHY MIiBKOBY OCHOBY MOKPUTTS,
Ta NNiBKOBY OCHOBY MOKPUTTS AN YMNOBINIbHEHOIO BUBINbHEHHS.

Ak UykpoBa OCHOBa MOKPUTTH BUKOPUCTOBYETLCH caxapo3a, Ta, KpiM TOro, B KOMGiHaUii MOXYTb
BMKOPUCTOBYBATUCA OAMH abo pfekinbka BuAiB, BMOpaHMX 3 Tamnbka, Ta OCa[KEHOro Karblito
KapboHaTy, xxenaTvHy, apaBiiCbKOI KaMeai, NynnynaHy, KapHaybCcbkoro BOCKy Ta NnoAibHi.

Mpuknagn po34ymMHHOT y BOAI NNiBKOBOT OCHOBW MOKPUTTS BKIOYAOTh LLEMOMNo3Hi noniMepu, Taki sk
rigpokcunponinuentonosa, rigpokcunponinmeTunuenonosa, rigpoKcieTMnuentonosa,
MeTunrigpokcieTunuenionosa Ta noaibHi; cuHTeTUYHi noniMepu, Taki $K MNoOniBiHiNaueTanto
JdieTunamiHoaveTaT, amiHoankinMeTtakpunatHui cnisnonimep E [Eudragit E (ToproBenbHa Ha3Ba)],
nonisiHiNniponigoH Ta nofibHi; Ta nonicaxapuau, Taki AK NynnynaH Ta nogioHi.

Mpuknagn KNLWKOBOPO3YNHHOT MNiBKOBOI OCHOBW NMOKPUTTS BKMOYAKOTh LEMNO3HI NoniMepu, Taki
AK rigpokcunponinMmeTun-uentono3m dTanart, rigpoKcUnponinMeTunuentonosM adetar CyKuuHarT,
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KapOOoKCMMETUMNETUILENON03a, LEenono3un aueTtaT gTtanaT Ta noAibHi; nonimepun akpunoBoi KACNOTH,
Taki gk cnisnonimep L meTtakpunosoil kucnotu [Eudragit L (toproBenbHa HasBa)], cnisnonimep LD
MeTakpunoBoi kucnotu [Eudragit L-30D-55 (ToproBenbHa Hassa)], cniBnoniMep S MeTakpuroBoi
kncnotun [Eudragit S (ToproBenbHa Hasea)] Ta nofibHi; Ta pevyoBUHU, SKi 3yCTpivalTbCa B NpMpoai,
Taki ik Wennak Ta nofibHi.

Mpuknagn NniBKOBOI OCHOBWU MOKPUTTA ANS YMOBINbHEHOrO BUBIMbHEHHS BKMOYAKOTh LENHONO3Hi
nonimMepu, Taki 9K eTunueniono3a Ta nodibHi; Ta noniMepu akpunoBOi KWUCNOTW, Taki K
amMiHoankinmeTtakpunatHuin  cnisnonivep RS [Eudragit RS (toproBenbHa Hasea)], CyCneHsito
eTunakpunat-mMeTunMmeTakpunaTHoro cnienonimepa [Eudragit NE (ToproBenbHa Ha3Ba)] Ta NoAibHi.

[Ba abo Oinblue B1AiB 32 3a3HAa4YEHUM BULLE MYHKTOM OCHOB MOKPUTTS MOXYTb BUKPUCTOBYBaTUCS
y CyMilli y BignoBigHOMY cniBBigHOLWEHHI. KpiM TOro, Hanpuknag, 3aTiHAl4M CBIiTNO areHTu, Taki Sk
TUTaHy OKCua, YepBOHWUI OKCuZ 3ariiza Ta nogibHi TakoX MOXYTb BUKPUCTOBYBATUCS MNig4ac NOKpUTTS.

Ockinbkn cnonyka 3a NpeAcTaBfeHMM BUHAXOAOM AEMOHCTPYE HM3bKY TOKCUYHICTb (Hanpuknag,
rOCTPY TOKCUYHICTb, XPOHIYHY TOKCUYHICTb, FEHETUYHY TOKCUYHICTb, PENPOAYKTUBHY TOKCUYHICTb,
KapAiOTOKCUYHICTb, KaHLEPOreHHICTb) Ta MeHLUi NoBivHi edheKkTn, BOHa MOXEe BUKOPUCTOBYBATUCHL SK
npocpinakTMyHMn abo TepaneBTUYHUIN areHT, abo AiarHOCTUYHMIW areHT AN Pi3HUX 3axXBOPHOBaHb Y
CCaBLiB (Hanpuknaa, MloauHW, BENWUKOI poraTtoi Xyaobu, KoHA, cobakw, Killku, MaBnu, MyLLi, wypa).

Kpim TOro, cnomyka 3a npeacTtaBneHMM BWHAaxo4OM, SK OYiKyeTbcs, Oyde kpawow Lwono
LeHTpanbHoI Mirpaii.

Crnonyka 3a npeAcTaBneHMM BUHAXOAOM Ma€ BiAMIHHY aroHiCTMYHY aKTMBHICTb  LLOAJO
OPEKCMHOBOrO peuenTopa Tuny 2, Ta MOXe MikyBaTu, nonepemxysaTn abo nocnabnioBatv pusmk
Pi3HUX HEBPOMOTiYHUX Ta NCUXiaTPUYHUX 3aXBOPIOBaHb, MOB'A3aHMUX 3 OPEKCMHOBUM peLenTopoM Tuny
2. Cnonyka 3a npefcTaBneHMM BUHAxX040M € NPUAHATHOI SK areHT Anga npodinaktukn abo nikyBaHHs
Pi3HMX 3aXBOPKOBaHb, TaKUX SIK HAPKOMENCIs, igionaTuyHa rinepCoMHid, rinepcoMHis, CUHAPOM anHoe
CHY, CWHAOPOM HapKONencii, SKWA CYNpOBOMAXKYETbCHA MOAIOGHMMKM [0 HapKonencii cumnTomamu,
CVMHOPOM TiNepCOMHIl, KU CYyNnpOBOOXKYETLCSA AEHHOI rinepcoMHieto (Hanpuknag, cuHgpom KneriHa
JleBiHa, Benuvka penpecia 3 rinepcomHielo, gemeHuis 3 Tinbuamn Jlesi, xBopoba [lapkiHcoHa,
nporpecyynii cynpaHykneapHun napaniv, cuHgpom [lpagepa-Binni, cungpom Mebiyca, cuHgpom
rinoBeHTUnALUl, 3axBoptoBaHHA HimaHna-lika Tuny C, 3abii ronoBHOro MO3Ky, iH(APKT rOfIOBHOMO
MO3KYy, MyXfMHA rOMOBHOIO MO3Ky, M'A30Ba OUCTPOQis, PO3CIAHWMA CKNepos, roCTPUN pPO3CiSHUN
eHuedanowmienit, cuHapom [ieHa-bappe, eHuedanit PacmycceHa, eHuedanit BepHike, niMOivyHUNA
eHuedanit, eHuedpanonartis XawwumoTo), KOMa, BTpaTa CBiAOMOCTI, OXWpPiHHA (Hanpwknag,
3MOSAKICHUA MacTOLUUTO3, €K30reHHe OXMUPIHHA, TrinepiHcyniHapHe OXUPiHHA, rinepnnasmaTtuyHe
OXWPiHHA, rinodi3apHe  OXMPIHHA, rinonfasmaTUYHe  OXUPIHHA, [iNOTUPEOoIgHE  OXUPIHHS,
rinoTanamiyHe OXMPIHHS, CUMNTOMATUYHE OXWMPIHHSA, AUTSYE OXMPIHHA, OXMPIHHA BEPXHBOT YaCTUHK
Tina, aniMeHTapHe OXWPiHHS, FNOrOHAQHE OXWPIHHS, CUCTEMHMIA MAacTOLMTO3, MPOCTE OXUPIHHSA,
LeHTpanbHe OXWPiHHA), CMHOPOM iHCYNiHOPE3UCTEHTHOCTI, XBopoba Anburenvepa, MNOPYLUEHHS
CBIiOOMOCTI, Take 9K koma, Ta noAibHi, NobivHi edhekTn Ta yckrnagHeHHs Yepes aHecTesito, NopyLUEeHHS
CHY, NpobnemMu 3i CHOM, 6E3COHHS, NepepuBYaCTUIN COH, HIYHUI MIOKIOHYC, NepepuBaHHS LUBMAKOrO
CHy, CTpyMeHeBa 3aTpuMKa, CUHOPOM PEeaKTMBHOI 3aTpPMMKK, po3naj CHY 4YeproBoro npauiBHuKa,
po3napg CHy, HIYHUIM Xax, Aenpecis, Benvka genpecia, xsopoba nyHaTusaMy, eHypes, po3nag CHY,
xBopoba AnbuUrerime, 3axBOPHOBaAHHS, acoliioBaHe 3 LMpKagHUM pPUTMOM, dibpomianrieto, cTaHoMm,
O BMHUKAE BHACNIOOK 3HWXKEHHS 9KOCTi CHY, nepeifaHHAM, HaB'A3NMBMM KOMMYIbCUBHO-XapyoBUM
po3nafoM, acouifioBaHe 3 OXWPIHHA 3axXBOPHBAHHSA, TNEpTOHisA, LyKpoBUM AiabeT, niaBulleHa
KOHLIeHTpauis iHCyniHy B nnasmi Ta iHCYNiHOPEe3UCTeHTHICTb, rinepninigemisa, rinepninemisa, pak
€HOOoMeTPIl0, pak MOMOYHOI 3aro3u, pak nepeaMixXypoBoi 3ar03un, pak TOBCTOI Ta NPSAMOI KULLIKK, pak,
0CTEe0apTpuT, OOCTPYKTUBHE amnHOEe CHY, XOneniTias, >XoBYHOKaM'sHa xBopoba, 3axBOPIOBaHHS cepLs,
NMOpYLLUEHHA CcepueBOoro puTMy, apuTMida, iHapkT Miokapaa, 3acTilHa cepueBa HeOoCTaTHICTb,
cepueBa HeOoCTaTHICTb, iWeMiyHa xBopoba cepus, CepueBO-CyOVHHI po3nagu, panTtoBa CMepThb,
nonikictoBapiaHiyHa xBopoOa, KpaHiodapuHrioma, cuHgpom OPpenixa, AediUUT TOPMOHY pPOCTY,
HOpPManbHUA MyTaHT HEBMUCOKOro 3pOoCTy, CUMHOPOM TepHepa, AiTW, WO CTpaxgakTb Ha rOCTpUn
nimgobnactHnMn  newnkos, CuUHAPOM X, TMOPYLEHHA pPenpoayKTUBHMX TOPMOHIB, 3HWKEHHS
depTunbHOCTI, 6e3nnigad, 3HWKEeHHs yHKUil cTaTeBux 3ano3 Yy YOIoBikiB, cTaTteBa Ta
penpoayKTMBHA AUCOYHKLIA, Taka 9K XIHOYMA TipCyTM3M Y YOMOBIKiB, Bagu nnoay, nos'a3aHi 3
OXMPIHHAM BariTHUX, po3nagu MOTOPWKM LUMYHKOBO-KULLIKOBOrO TPaKTy, Taki 9K MNOB'A3aHMn 3
OXMPIHHAM racTtpoesodareanbHUn pedniokc, CUHAPOM TFiNOBEHTUNAUIT 3 OXWUPIHHAM (CUMHOPOM
lMikBika), pecnipaTopHi 3aXBOPIOBaHHSA, Taki 9K 3agullKa, 3ananeHHs, Take sIKk CUCTEMHe 3ananeHHs
CYOMHHOI CUCTEMMW, aTepoCKNepo3s, rinepxonecTepuHemis, rinepypukemis, 6inb y nonepeky, xsopoba
XKOBYHOrO Mixypa, nogarpa, pak HUPOK, PU3UK BTOPUHHUX HACNIOKIB OXUPIHHA, TaKMX SIK 3HUXKEHHS
pu3uKy rinepTpodii NiBOro LnyHoYka, 600 Npu MirpeHi, ronoBHOro 6o, HemponaTuyHOro Gonto,
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xBopoba lMapkiHCoHa, NCMxX03, N30 peHisi, NOYEPBOHIHHA 06NNYYS, HiYHA NITAMBICTL, 3aXBOPIOBAHHS
cTaTeBoi/CcevyoBUAINbHOT  CUCTEMK, MNOB'A3aHi 3 CTaTeBOW  pyHKUielo abo  epTUnbHICTIO
3aXBOPIOBaHHSA, AUCTMMIYHMI po3nag, 6inonapHuin po3nag, 6inonapHui poanag |, 6inonapHun posnag
Il, UMKNOTMMIYHMI po3nag, rocTPUn CTPecoBuin posnag, aropadobis, reHepani3oBaHWN TPUBOXHUMN
po3nag, obcecMBHUM po3naj, NaHiyHa aTaka, naHidHW/A po3nag, NOCTTpaBMaTUYHUN CTPECOBUN
posnag, TPUBOXHMI po3nag po3nyku, couiansHa dobis, TPUBOXHUIN po3nag, rocTpi HEBPOMOrivHi Ta
NCUXiYHi po3nagn, Taki sIK cepLeBe aopTO-KOPOHApHE LUYHTYBAHHS Ta MNOCTTpPaHCNnaHTauinHa
MO3KOBa HEAOCTaTHICTb, iIHCYNbT, ilLEMIYHMIA iIHCYNbT, LepebparnbHa ileMis, TpaBmMa CIMHHOTO MO3KY,
TpaBMa rofloBu, NepuHaTtarnbHa MnoKcis, 3ynuHka cepus, rinorfnikeMiyHe yLKOIXXEHHSA HepBa, XxBopoba
XaHTiHrToHa BiYHM aMioTPOMiYHUI CKNepo3, PO3CIAHMIA CKIepPOo3, MOLIKOOKEHHST O4el, peTUHoNarTis,
KOTHITMBHI NOpPYLUEHHS, M'A30BWIA Cha3Mm, Tpemop, eninencid, MnoB's3aHi 3i CnacTUYHICTIO M'A3iB
po3naan, MapeHHsl, aMHEeCTUYHi po3nagwn, BIKOBI KOMHITWMBHI posnagu, Lwun3oadekTuBHI po3nagwm,
MapeBHi po3nagu, 3anexHicTb Bif Nikapcbkoro 3acoby, ANCKIHE3is, CUHOPOM XPOHIYHOI BTOMU, BTOMA,
BUKMMKaAHUA NiKapCbKMM 3aCOB0OM CUMHOPOM NapkKiHCOHI3My, cuHapom [xun-go Jla TypetTta, xopes,
MIOKMOHYC, TWK, CUHOPOM HECMOKIMHWX Hir, AWCTOHISA, AWUCKIHE3id, cuHapoMm Jedbiunty yBarn Ta
rinepaktmBHocTi (ADHD), po3nag noBediHKWM, HETPUMAHHA cedi, cMMNTOMU abCTUHEHLI, HeBpanriga
Tpi4acToro Hepsa, BTpaTta Cnyxy, LyM Yy ByXax, MOLIKOMKEHHS HepBiB, peTUHOMaTis, AereHepauis
XOBTOI Nnsimu, 6nioBoTa, Habpsk Mo3ky, Binb, Binb y KicTkax, apTpanris, 3ybHun Ginb, kKaTannekcia Ta
YyepenHo-mo3koBa Tpasma (TBI).

3okpema, cnonyka 3a npeacTaBNeHUM BMHAXOAOM € MPUNHATHOK SIK areHT Anst NpodinakTuKu
abo nikyBaHHS HapKONENcii, igionaTM4YHOi rinepcoMHiil, rinepCoMHii, CUHOPOMY anHoe CHY, CUHOPOMY
HapKonencii, AKMn CynpoBOMKYETLCS NoAibHMMKN OO Hapkonencii cuMnTomamu, CUHAPOMY TiNepCcoMHii,
AKMIA CYNPOBOXKYETLCS OEHHO rinepcoMHielo (Hanpuknag, xsopobu MNapkiHcoHa, cuHgpomy lMineHa-
Bappe Ta cuHgpomy KnewHa JlesiHa), xBopobwu Anburenimepa, OXWPIHHSA,  CUHAPOMY
iHCYNIHOPE3UCTEHTHOCTI, CepueBOi HeQOCTATHOCTI, 3aXBOPKOBAaHb, MOB'S3aHUX 3 BTPATOK KiCTKOBOI
TKaHWHW, Cencucy, NOpyLUEeHHS CBIAOMOCTI, Takoro Sk Koma Ta noAibHi, mobiyHux edpekTiB Ta
yCKnagHeHb Yepes aHecTesito, Ta NoAibHi, a0 aHECTETUYHMI aHTaroHiCT.

Mpu ubomMy [o3a cnomnyku 3a NpeAcTaBfieHMM BUHaxXO4OM Bapiloe B 3anexHOCTi Big cyb'ekTa,
AKOMY BBOOUTBCH, LINSAXY BBEOEHHS, LiNbOBOr0 3aXBOPIOBAHHA, CMMATOMY Ta nodibHoro, Hanpuknag,
KOnW cnomnyka 3a npeacTaBfeHUM BUHAXO4OM BBOOMTLCHA MepopanbHO abo nopeHTepanbHO
AOpOoCnoMy nauieHTy, Ti 4o3a CTaHOBUTb, Hanpuknag, npubnuaHo Big 0,01 go 100 mr/kr macu Tina Ha
no3y, nepeBaxHo Big 0,1 go 50 mr/kr macu Tina Ha o3y Ta Ginbw nepesaxHo Big 0,5 go 20 mr/kr
Macwu Tina Ha goay. [laHy KinbkicTe 6axxaHo BBOAWUTM Bif, OOHIET O 3 YacTMHAMUN Ha OEHb.

Cronyka 3a npeAcTaBfEHUM BMHAXOAOM MOXE BUKOPUCTOBYBAaTUCb B KOMOGiHAUii 3 iHWUMMK
nikapcbkummn 3acobamu (gani B aHOMy JOKYMEHTI CKOPOYEHO AK CYNYTHIN NikapCbkui 3acib).

Mpu noegHaHHi cnonykn 3a NpeAcTaBfieHMM BUHAxXOAOM Ta CYMYTHBOMO NiKapcbKoro 3acody,
MatoTb MicLe HacTynHi NO3UTUBHI edpeKkTH, Taki K

(1) posa moxxe BYTU 3MEHLLEHa B MOPIBHAHHI 3 OKpEMUM BBEAEHHSIM CMOMyKW 3a npeacTaBrneHum
BMHaxogom abo cynyTHIM nikapCbkum 3acobom,

(2) npenapar, gkuin HeobxigHO NoegHyBaTU 3i CNONYKOK 3a MPeACTaBfieHUM BMHAXOOOM, MOXe
OyTn BUGpaHuin BiaNOBIAHO OO CTaHy NauUieHTiB (M'AKMIA BUNAAOK, BaXXKMA BUNAZAOoK i T.M.),

(3) nepiog nikyBaHHs MoXKe OyTW BCTAHOBIEHO OinbluMM, BUOMpatoYn CynyTHIl fikapcbkuii 3acio,
AKUIA Mae Pi3Hy Aito Ta MexaHi3aM B NOPIBHSIHHI 3i CMONYKOK 3a NpeacTaBneHnM BUHaxoaoM,

(4) cTinkmin nikyBanbHUN edeKkT Moxe OyTu po3pobneHnii LWNAXoM BMOOPY CYMYTHBOMO
nikapcbkoro 3acoby, SkMin Mae pi3Hy Ait0 Ta MEXaHiaM B NMOPIBHSAHHI 3i CMOMyKOK 3a NpeAcTaBeHUM
BMHaxo4om,

(5) cuHepriyHMIn edpekT Moxe ByTn 3abe3nedeHuin 3a AONOMOrol KOMBIHALINHOIo 3acTOCYBaHHS
CMONyKM 3a MpeacTaBfeHNM BUHAxo4OM Ta CynmyTHbOrO nNiKapCbKOro 3acoby Towo, mMoxe O6yTu
OOCSTHYTO.

B npepcraBneHomy onuci, cnonyka 3a npegcTaBieHnM BUHAxXo40M Ta CYNyTHIN fikapCbkui 3aci6b,
AKMA BUKOPUCTOBYETbLCA B KOMOGiHaUil, 3a3HadvaroTbCa sK "kOMOGiHOBaHUIM 3acib 3a npegcTaBieHUM
BUHaxogom".

Mpu BuMKOpMCTaHHi kOMOGIHOBaHOro 3acoba 3a npeacTaBneHMM BUHAxXOOOM, 4Yac BBEAEHHS
CMONyKM 3a NpeacTaBleHNM BUHAXOAOM Ta CyMNyTHIil Nikapcbkuii 3acid He 06MeXxyeTbCsl, Ta crnoryka
3a npeacTaBneHMM BMHaxodoM abo 1i dhapmaueBTUYHa KOMNO3uList abo CynyTHIM nikapcbkuii 3acio
abo noro capmaueBTMYHA KOMMO3WLIS MOXYTb OyTM NpuU3HadeHi Ons OAHOYAaCHOrO0 BBELEHHS
cyb'ekty, abo MOXYTb BBOOMTUCH B pi3HMIA 4Yac. [lo3a CynyTHbOro mnikapcbkoro 3acoby moxe 6yTu
BM3HAYEHO B 3aNeXHOCTI Bif 403U, BUKOPUCTOBYBAHOI KIiHIYHO, Ta MOXe 6yTK BiANOBIOHUM YMHOM
BMOpaHO B 3anexHocTi Big cyb'ekta, SIKOMy BBOAWUTLCH, LUNSAXIB BBEAEHHS, 3aXBOPHOBAHHS,
koMbiHauii ToLo.
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Pexvum BBegeHHs kombGiHOBaHOro 3acoba 3a npeacTaBrieHVM BMHaxXO4OM Ta CYMyTHBOMO
nikapcbkoro 3acoby He mae ocobnMBUX OoOMexeHb, Ta Croryka 3a NpeacTaBfneHMM BUHAXoOoM Ta
CyNyTHIN nikapcbknMi 3acid cnig noegHyBaTu npy BBeAEHHI. [lpuknagnm Takoro pexumy BBEAEHHS
BKITIOYaI0Tb HACTYMHI cnocobu:

(1) BBemeHHs ogHOro npenapaTty, OTPMMAHOrO LUMSAXOM OAHOYacHoi 06pobku crnonykn 3a
npeacTtaBneHVM BUHAXOAOM Ta CyMyTHIM nikapcbkuin 3acib, (2) ogHoyacHe BBeOEeHHS OBOX BUAIB
npenapaTiB CNonyku 3a nNpeactaBneHMM BMHAXOAOM Ta CYMyTHbOro fikapCbKoro 3acoby, ki 6ynu
OKpeMo BMpOOMeHi, ogHMM i TUM e cnocobom BBefeHHs, (3) BBedeHHA OBOX BuAiB Mnpenaparis
CMONyKM 3a MNpeAcTaBfiEeHUM BMHAXOOOM Ta CYMYTHbOIO nikapcbkoro 3acoby, Aki 6ynu okpemo
BMPODOIEHi, 32 TMM Xe LUNSXOM BBEAEHHS B LLAXOBOMY MOPsAKy, (4) ogHoYacHe BBeOEHHS ABa BUAM
npenapaTiB CMonyki 3a NpeacTtaBfeHMM BUHaxOAOM Ta CYMyTHBOrO JikapcbKoro 3acoby, siki Oynwu
OKPEMO NpOBefeHi, Pi3HMMM LINAXxamMmun BBeAEHHS, (5) BBeAeHHS OABOX BuUAiB npenapaTiB CMofyku 3a
npeacTaBneHuM BUHAxXO4OM Ta CYMyTHbOMO NiKapCbKoro 3acoby, siki MalTe Oynun OKpemo OTpuUMaHi,
Pi3HMMW LWINSIXaMW BBEAEHHS B LUAXOBOMY MOpPAAKY (Hanpuknag, BBEOEHHS B NOPSAKY CNofyku 3a
npeacTaBneHuM BUHaXo40M Ta CyMyTHbLOro Nikapcbkoro 3acoby, abo B 3BOPOTHOMY NOPSAKY) TOLLO.

[o3a cynyTHbOro nikapcbkoro 3acoby moxe 6yTu BiAMOBIAHMM YMHOM BM3HA4YeHa Ha nigcTasi
4031, BUKOPUCTOBYBAHOI B KhNiHiYHMX cuTyauiax. CniBBigHOWEHHA B CyMmilli Cnonyks 3a
npeacTtaBneHuM BUHax0A4o0M Ta CYNyTHIN Nikapcbkuii 3acid moxe ByTun BignoBiAHUM YMHOM BU3HAYEHa
B 3anexHocTi Big cyb'ekTa, SKOMYy BBOAMTbCH, LUNSAXIB BBEAEHHS, LiNbOBOrO 3axXBOPHBAHHSA,
cMMnToMy, KoMBiHauji, ToLo.

Hanpwvknag, BMICT crnonyku 3a MpeacTaBNeHUM BUHaxogoM B KoMOGiHOBaHoMy 3acobi 3a
NnpeacTaBneHMM BMHAXO4OM, Bapiloe B 3anexHoCTi Big dopMu npenapaTy, Ta 3a3Buyan CTaHOBUTb
Big npubnusHo 0,01 go npmnbnmaHo 100 mac. %, nepesaxHo Big npubnusHo 0,1 go npnbnmsHo 50
mMac. %, we Oinbl nepeBaxHo Big NpubnmaHo 0,5 go npubnusHo 20 mac. %, B po3paxyHKy Ha BECb
npenapar.

BwmicT cynyTHbOro nikapcbkoro 3acoby B kombiHoBaHOMY 3acobi 3a npeAcTaBneHUM BUHAXOOOM,
Bapiloe B 3anexHocTi Big dopmu npenapaty, Ta 3asBuyan ctaHoBuTb Big npubnusHo 0,01 go
npnénusHo 100 mac. %, nepesaxHo Big npubnusHo 0,1 go npubnuaHo 50 mac. %, we OGinbL
nepeBaxHo Big npnbnusHo 0,5 oo 6nmsbko 20 mac. %, B po3paxyHKy Ha BeCb npenapar.

Bwmict pobaBok, Takmx $K HOCIM Ta nofibHi, B kombiHOBaHOMYy 3acobi 3a npencTtaBneHUM
BMHAX040M Bapiloe B 3aneXHOCTi Big (oopMu npenaparty, Ta 3a3Bu4an CTaHOBUTb Big NpubnnsHo 1 ao
npnbnmaHo 99,99 mac. %, nepeBaxHo Big NpubnuaHo 10 go npnbnmusHo 90 mac. %, B po3paxyHKy Ha
npenapar.

MopibHun BMICT MOXe 3aCcTOCOBYBATUCh HaBiTb, KONW CMONyKa 3a NpeAcTaBfieHMM BMHAXo4oM Ta
CYMYTHIl Nikapcbkuii 3acid dhopMyniolTbCA OKPEMO B Mpenaparu.

Mpuknagn cynyTHLOrO fikapcbKoro 3acoby BKMYaKTb HACTYMHi. TepaneBTUYHUIA NiKapCbKWM
3acib npuv Hapkonencii (Hanpuknag, metTundexigaT, amdeTamid, NemoniH, dMeHen3nH, NPOTPUNTUNIH,
HaTpilo okcmbaT, MogadiHin, kodeiH), Nikapcbkuin 3acid NPOTU OXMPIHHSA (amdeTamiH, GeH3deTamiH,
©pomMOoKpUNTMH, BynpomnioH, AieTUNNponioH, ekceHaTud, deHdNopamMiH, NiOTUPOHIH, niparnyTua,
MasnHOos, MetamdeTaMiH, OKTPeoTud, OKTpeoTud, opnictaTt, deHanmeTpasuH, deHOMMeTpasuH,
deHmeTpasvH, ¢eHTepmiH, Qnexa (3apeecTpoBaHa TOproBefibHa Ha3Ba), (eHinnponaHonamiH,
npamMmniHTMa, MponinrekceapuH, PekoMmbiHaHTHUI nenTuH, cidyTpamiH, Tonipamar, 3iMeniavH,
30HiCamig, nopkacepuH, MeTgOpMiH), iHribITop aueTunxoniHecTepasu (Hanpuknag, AoHenesun,
pvBacTUrMiH, ranaHTaMiH, 3aHaneswn, igebeHOH, TaKpuWH), areHT MpoTW JAeMeHuii (Hanpuknag,
MEMaHTUH), iHrbITOp NPOAYKYBaHHS, CEKPETYBaHHS, akyMyIntoBaHHs, arperauii Ta/abo genoHyBaHHS
B-aminoigHoro npoTeiHy, iHribiTop B-cekpeTasn (Hanpuknag, 6-(4-6icdpeninin)meTtokcmn-2-[2-(N,N-
AvMeTunamiHo)etunireTpanif, 6-(4-6ideHinin)metokcu-2-(N,N-gumeTunamiHo)metunteTpaniy, 6-(4-
BideHinin)metokcu-2-(N,N-dinponinamiHo)meTunteTpaniH, 2-(N,N-gnmeTtumnamiHo)meTtun-6-(4'-
MeTOKCMBideHiN-4-in)MeTokcUTETPaniH, 6-(4-6icpeninin)meTokcmn-2-[2-(N,N-
gieTvnamiHo)eTun]TeTpaniH, 2-[2-(N,N-gnmeTunamiHo)etun]-6-(4’-metnnbideHin-4-
in)metokcuteTpani, 2-[2-(N,N-gumeTnnamiHo)etun]-6-(4’-meTokcmbideHin-4-in)metokcuteTpanif, 6-
(2',4’-gumeTokcunbiceHin-4-in)metoken-2-[2-(N,N-aumeTunamiHo)etnnjreTpaniu, 6-[4-(1,3-
©eH3opiokcon-5-in)deHin]meTtoken-2-[2-(N,N-gumeTunamiHo)eTun]reTpani, 6-(3,4'-
AMMeToKcnOidbeHrin-4-in)meTokeun-2-[2-(N,N-gumeTunamiHo)etTun]teTpaniH, HeobOB'A3KOBO X akTMBHA
dopma, ix cinb Ta ix rigpat, OM99-2 (WO01/00663)), iHribiTop y-cekpeTasm, iHribiTop arperauii B-
aminoigHoro npoteiHy (Hanpuknag, PTI-00703, ALZHEMED (NC-531), PPI-368 (HauioHanbHa
nybnikauis mikHapogHoi naTteHTHoi 3asBkum No. 11-514333), PPI-558 (HauioHanbHa nybnikauis
MikHapoaHoi nateHTHol 3asaBku No. 2001-500852), SKF-74652 (Biochem. J. (1999), 340(1), 283-
289)), B-aminoigHa BakuMHa, depMeEHT, SKu po3knagae B-aminoig Ta nofibHi, nigcmnoBay yHKLUIN
MO3Ky (Hanpuknag, adipaueTram, HiueproniH), TepaneBTWYHWA fikapcbkui 3acid npu xBopoOi
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MapkiHcoHa [(Hanpuknag, aroHicT godamiHoBux peuenTopie (Hanpuknag, L-DOPA, 6pOoMOKpUNTUH,
nepronig, Taninekcon, npaminekcon, kabeproniH, amaHTaguH), iHribiTOp depmeHTy
MoHoamiHokeraasm (MAO) (Hanpuknag, genpeHin, cenerinid, pemawuemis, puny3on), aHTUXoniHeprivHi
areHTn (Hanpuknag, TtpurekcudeHigun, OinepuaeH), iHribitop COMT (Hanpuknaa, eHTakamoH)],
TepaneBTUYHUIA nikapcbkuin 3acib npu GiyHoMy amioTpocbiyHOMY ckneposi (Hanmpuknag, pwunyson
TOLWO, HEMpOTPOodiYHUIN hakTop), TepaneBTUYHUIA NiKAPCbKMIA 3acib NpyM aHOManbHIM NoBeAiHLi, LWo
CYNpOBOMKYE MNPOrpecyBaHHA AeMeHuii, 6nykaHHa Ta noAibHi (Hanpuknag, 3acnokinnuveuin 3acib,
npenapaTt npoTu TpuBoru), iHribitop anontody (Hanpuknag, CPI-1189, IDN-6556, CEP-1347),
npomoTop AudepeHuialii-pereHepauii HEMPOHIB (Hanpuknag, netenpuHiM, kcaninpogeH; SR-57746-
A), SB-216763, Y-128, VX-853, npocantug, 5,6-gumetokcu-2-[2,2,4,6,7-neHtametun-3-(4-
MeTundgenin)-2,3-gurigpo-1-6eH3odypaH-5-injisoiHaoniH, 5,6-anmeTokci-2-[3-(4-isonponindeHin)-
2,2,4,6,7-neHTameTun-2,3-aurigpo-1-6eHsodypaH-5-injisoingoniH, 6-[3-(4-isonponindeHin)-2,2,4,6,7-
neHtameTun-2,3-aurigpo-1-6eHsodypan-5-in]-6,7-gurigpo-5H-[1,3]aiokcono[4,5-flisoingon Ta
HeobOoB'sI3KOBO MOro akTMBHa opma, Cinb abo rigpaT), HeCTepoifHi NpoTM3ananbHi nikapcbki 3acobu
(mMenokcukam, TeHOKCMKaM, iHOOMEeTauuH, ibynpodeH, uenekokenb, podekokcub, acnipuH,
iHOOMeTauumH Ta noAibHi), cTepoigHi nikapcbki 3acobu (oekcameTasoH, rekCcecTpori, KOPTU3oHyY aueTtar
Ta noaibHi), TepaneBTMYHWI nikapcbkui 3acid gna  nikysaHHa pesBmaTtuamy (DMARD),
aHTULUMTOKIHOBMMA  nikapcbku  3aci6  (Hanpuknag, iHribitop TNF, iHribitop MAP-kiHa3wn),
TepaneBTUYHWUI areHT Mpu HEeTPMMaHHi Cedi, 4YacToMy Cce4vyoBuNyckaHHi (Hanpwvknag, dnasokcaTy
rigpoxnopua, OKCUBYTWHIHY rigpoxnopua, MponiBepuHy rigpoxnopua), iHribitop docdogiectepasu
(Hanpuknag, cungeHadpin (uutpaT)), aroHicT godamiHy (Hampuknag, anoMopdiH), MPOTUAPUTMIYHI
nikapcbki 3acobu (Hanpuknag, MEeKCWNeTWH), cTaTeBui ropMoH abo 1oro noxigHa (Hanpuknag,
nporecTepoH, ecTpagion, ectpagiony 6eH3oar), TepaneBTUYHUIA areHT Npy ocTeonoposi (Hanpuknag,
anbdakanbUMaos, KanbUMTPUON, efIKaTOHIH, KanbLMTOHIH 10COCs, eCTpuor, inpidbnaBoH, namigpoHaT
AVHaTpito, aneHgpoHaT HaTpilo rigpart, iHkagpoHaT AuHaTpil), napaTupoigHuin ropmoH (PTH),
aHTaroHiCTU KanbLi€eBOro peuenTtopa, TepaneBTUYHWIA NikapCbkui 3acib npwu iHCOMHIT (Hanpwuknag,
BeHsopiaseniHoBi nikapcbki 3acobu, HebeHsodiaseniHoBiI Nikapcbki 3acobw, aroHICT MenaToHiHY,
a@HTaroHiCTM OpPEeKCUMHOBOro peuenTopa), TepaneBTUYHWUA JiKapCbkui 3acid npu  WK3odpeHii
(Hanpuknag, TUNOBI @HTUMNCUXOTUYHI areHTK, Taki SK ranonepiaon Ta NogibHi; aTMnoBi aHTUNCUXOTUYHI
areHTun, Taki dK KnosaniH, onaHsaniH, pucnepuaoH, apvninpason Ta noAibHi; nikapcbkuii 3acib, Akun
Jie Ha MeTaboTponHUI peuenTop rnytTamaty abo peuenTop rnyramaTty KOH''OroBaHOro TuMy iOHHOMoO
kaHany; iHribitop cdocdogiectepasn), (xnopgiasenokcua, diasenam, knopasenaT kanito, fiopasenam,
KroHasenam, annpasonam, Towo), iHribiTop kanbuieBux kaHanie L-tuny (nperabaniH, TowWO),
TPULMKIiIYHMA  abo  TeTpauukniyHUA aHTuaenpecaHT (iMinpamMiHy rigpoxnopua, amiTpunTuniHy
rigpoxnopva, gesunpaminy rigpoxmnopug, KrominpamiHy rigpoxmnopug, TOLWO), CENEKTUBHUIA iHriBITOp
3BOPOTHOIO  3axoMfieHHs CepOTOHiIHY (dpnyBokcamiHy Maneat, ryoKCeTUMHY rigpoxnopug,
uutanonpamy rigpobpomig, cepTpaniHy rigpoxnopug, napokceTWHy rigpoxnopug, ecuutanonpamy
oKkcanar, TOLLO), iHriBiTOp 3BOPOTHOIO 3axOMNSIEHHS CEPOTOHiIHY-HOopaapeHaniHy (BeHnadakcuHy
rigpoxnopua, AynoKCeTUHy rigpoxnopua, AecBeHnadakCuHy rigpoxnopug, Towo), iHribiTop
3BOPOTHOIO 3axOMSIeHHs1 HopagpeHaniHy (pebokceTiHy MesinaTt, Towo), MipTasaniH, Tpa3ogoHy
rigpoxnopwva, HedasodoHy rigpoxnopug, 6ynponioHy rigpoxnopua, ceTUnTUNiHy mManeaT, aroHicT 5-
HT1a, (BycnipoHy rigpoxnopug, TaHOoCnipoHy LMTpaT, 0CEMO30TaHy riapoxnopua, TOWOo), aHTaroHicT
5-HT2a, 3BOPOTHUIN aroHicT 5-HT2a, aHTaroHicT 5-HT3 (LiamemasunH, ToLo), HekapaiocenekTuBHUn B-
©rnokaTtop (nponpaHonony rigpoxnopua, OKCNPEHOoNy rigpoXopua TOLWO), aHTaroHIicT rictamiHy Hi
(rmopokcuauHa rigpoxnopua Towo), aHTaroHictT CRF, iHWWA 3acnokinnueui nikapcbkuii  3acid
(menpobamart, Towlo), TaxikiHiHoBUI aHTaroHicT (MK-869, capegyTaHT, TOLWO), NiKapcbkui 3acib, ski
JitoTb Ha MeTaboTponHi rmytamaTHi peuentopu, aHTaroHictT CCK, aHTaroHict agpeHaniHy {3
(amiberpoHy rigpoxnopug, Towo), iHribitop GAT-1 (rigpoxnopugy TiarabiHy, TowWO), iHriGiTOp
kanbuieBux kaHaniB N-tuny, iHribiTop kap6oaHrigpasu Il, aroHict rmiumHoBoro dparmeHta NMDA,
aHtaroHict NMDA (memaHTiH, TOWO), nepudepudHun aroHict 6eH3ogia3eniHOBUX peLenTopis,
aHTaroHiCT Ba30MpPEeCcuHy, aHTaroHicT BasonpecuHy V1b, aHTaroHict BasonpecwHy V1a, iHribiTop
docoaiectepasmn, aHTaroHICT onioigHMX PeuenTopiB, aroHICT ONioIAHMX PeLenTopiB, YpUavH, aroHicT
peuenTopa HiKOTUHOBOI KMCIOTW, FOPMOHU WMTOBUAHOI 3ano3u (T3, T4), TSH, TRH, ixricitop MAO
(dbeHensuHy cynbdart, TpaHinuMnpoMiHy cynbdar, Moknobemin, TOLWo), TEpaneBTUYHUIA NiKapCbKUI
3acid ans GinonsipHoro poanagy (niTito kapboHaT, HaTpito BannpoaTy, NaMOTPUAXMH, Piny3on,
denbamart, ToLlo), aHTaroHicT kaHabiHoigHMX peuenTopiB CB1 (pumoHabaHT, Towo), iHribitop FAAH,
iHribiTop HaTpieBMx KaHaniB, aHTU-ADHD nikapcbkun 3acidé (meTundeHupaTy rigpoxnopug,
MeTamdeTaMiHy rigpoxnopug ToLlo), TepaneBTUYHWUIA NiKapCbkui 3acid ons nikyBaHHSA ankorosibHoi
3anexHOCTi, TepaneBTUYHMI npenapaT ANnsa niKyBaHHs ayTuaMy, TepaneBTUYHWIA npenapaTt Ans
NiKyBaHHSA CMHAPOMY XPOHIYHOI BTOMW, TepaneBTUYHWIA MiKapCbKUi 3acib npu cnasmi, TepaneBTUYHUIA
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nikapcbkun 3acié ansa nikyBaHHSA cuMHApOMY diOpomianrii, TepaneBTUYHUIA fikapCcbkni 3acid ans
nikyBaHHa ronoBHOro 6o0n, TepaneBTUYMHUA TiKapCcbkuiA 3acid ans  BiAMOBM  Bif  KypiHHS,
TepaneBTUYHWUI NikapCbkMi 3acib Ans nikyBaHHS MiacTeHii rpasic, TepaneBTUYHUIA NikapCcbkuii 3acio
ANdA nikyBaHHS iHapPKTy roNoBHOr0 MO3Ky, TEpaneBTUYHUIA MiKapCbkuin 3acib Ans nikyBaHHS Maii,
TepaneBTUYHWUI NikapCbkMi 3acib Ang nikyBaHHS rinepCOMHIl, TepaneBTUYHMIA NikapCbkui 3acib ons
nikyBaHHa 6onto, TepaneBTUYHWA nikapCbkui 3acib Ana nikyBaHHA AUCTUMIT, TepaneBTUYHUN
nikapcbkun 3acidé gns nikyBaHHA BereTaTMBHOI aTtakcil, TepaneBTUYHWUIA nikapcbkui 3acib ans
niKyBaHHS 4OJIOBIYOI Ta XIiHOYOI cTaTteBOi AMCAYHKUii, TepaneBTUYHWUIA nikapCbkui 3acib ans
niKyBaHHS MirpeHi, TepaneBTUYHUI TiKapCbKniA 3acib npu NaTtonoriyHoMy NOTA3i 4O Py B a3apTHI irpu,
TepaneBTUYHUA JiKapCbKkniA 3acid Ons nikyBaHHS CUMHOPOMY HECMOKIMHUX Hir, TepaneBTUYHUN
nikapcbkui 3acid ans nikyBaHHS 3aneXHOCTi Bi4 MCUXOAKTUBHUX PEYOBUH, TEPANeBTUYHNI JiKapCbKnii
3acib ans nikyBaHHsi CTaHiB MOB'A3aHWX 3 asikororieM, TepaneBTUYHWMIA Jfikapcbkui 3acib ans
niKyBaHHA CUHOPOMY MOAPAa3HEHOI TOBCTOI KULLKW, TepaneBTUYHUI NiKapCcbkuin 3acid ons nikyBaHHS
ninigHoi aHomanii, TakMh sK Nikapcbkn 3acib AN 3HWXKEHHS piBHA XOonecTepuHy (npenapat cepii
CTaTuHIB (NpaBacTaTvH HaTpilo, aTtopBacTaTWH, CUMBACTaTWH, po3yBacTaTWH, TOLWO), ibpaTu
(knogibpaT TOLWO), iHriBITOp CKBaneHCMHTETasn), TepaneBTUYHUIA NiKapCbKWMA 3acib Anga nikyBaHHA
aHomarnbHOI noBefiHkn abo MpUrHiYeHHs APOMOMaHii BHacnigok AeMeHuii (cegaTuBHi 3acobw,
3aCnoKiNnMBMIA NikapCbkni 3acib ToLo), TepaneBTUYHUI NiKapCbKMn 3acib ond nikysaHHA giabety,
TepaneBTUYHWI NikapCbkni 3acib Ans NikyBaHHS yCcKknagHeHb Big giabeTty, TepaneBTUYHUIA NiKapCbKuii
3acib gna nikyBaHHA TrinepTeHsii, TepaneBTUYHWA nikapCbkU 3aci® Ans nikyBaHHS TrinOTeHsii,
OiypeTukn, XimioTepaneBTUYHWMIA 3acib, iMyHOTepaneBTUYHUI 3acib, aHTUTPOMOOTMYHMIA 3aciO,
npoTMpakoBuii 3acid Ta nofibHi.

[Ba abo Oinblie BMAIB 32 3a3HAYEHWM BULLE MYHKTOM CYMYTHBOMO JiKapCbKOro 3acoby MOXYTb
BUKPUCTOBYBATMCA B CyMillli Y Bi4NOBIAHOMY CMiBBIAHOLLEHHI.

Konu cnonyka 3a npeactaBneHnM BMHAXOAOM 3aCTOCOBYETHCS OO KOXHOrO 3 BuLle3a3Ha4YeHux
3axXBOpPIOBaHb, il TaKOX MOXHa 3acTocoByBaTM B koMOiHauii 3 6ionorivHumu npenaparamm
(Hanpuknag, aHTUTINIOM, HYKIEIHOBOK KMCNOTOK abo MOXigHMM HYKMNEIHOBOI KUCMOTWU, anTamMepom,
BakUMHHUM npenapatom), abo MoxHa noegHatu 3i cnocobom reHoTepanii i nogibHuMm Ta
3acTocoByBaTW y BUrnsdi koMbGiHOBaHOI Tepanii, abo ii TakoXX MOXYTb 3aCTOCOBYBaTU B KOMOiHALT 3
niKyBaHHAM Yy nNcuxiaTpuyHin cdepi 6e3 BxXMBaHHA nikapcbkux 3acobis.

Mpuknagn nikapcbkoro 3acoby aHTUTina Ta BaKUWHHOIO npenapaTty BKMYalTb BaKUMHUN
npenapaT NpoTu aHrioteH3uHy ll, BakunHuin npenapat npotn CETP, CETP aHTuTino, aHTuTiNno npotn
aHTuTina TNFa Ta iHWK1X LMTOKIHIB, BaKLMHUIA NpenapaT Ha OCHOBI aminoigy B, BakuuHa ans giadety
Tvny 1 (Hanpuknag, DIAPEP-277 Big Peptor), aHtutino npotu BlJ1 Ta BakumHui npenapat npotu BIJT,
a TakoX aHTuTIna abo BaKUMHHI NpenapaTu NPOTU UWTOKIHIB, (PEPMEHTIB TUMY PEHIH-aHroTEH3UH Ta iX
NPOAYKTIB, aHTUTINa abo BaKUWHHI npenapaTu npoTn ¢epmeHTiB abo MpoTeiHiB, WO 3any4yeHi B
MeTaboniam ninigie KpoBi, aHTWUTINa abo BakuwuHW, MOB'A3aHi 3 epMeHTamMu Ta MNpoTeiHaMmK, LWo
OepyTb yyacTb y cucTemMa 3roptaHHs KpoBi abo @ibpuHonisy, aHTuTina abo BakuuHHi NpenapaTu
NpoTU NPOTEIHIB, 3any4yeHnx y Metaboniami Lykpy Ta pPe3nCTEeHTHICTb A0 iHCYniHy, Towo. Kpim Toro,
crnonyka 3a npeacTaBneHMM BUHAxodoM MoOxe OyTu BukopucTaHa y noegHaHHi 3 6ionoriHumm
npenapaTtamu, Wo BiAHOCATLCS A0 hakTopis pocTy, Takmx Sk GH, IGF Towo.

Mpuknagm cnoco®y reHoTepanii BKMAYaTb CNOCIO NiKyBaHHA, SIKMA BUKOPUCTOBYE TFEH, LO
BiJHOCUTLCA 00 UUTOKIHY, (DEePMEeHTY TWUMYy pPeHiH-aHroTeH3nH Ta Knoro npoaykTy, G-npoTeiHa,
peuenTopa, 3B'A3aHOro 3 G-MpoTeiHoM, Ta 1oro ocdopumnoYoro eH3mmy, cnocoby rikyBaHHSA 3
BukopucTaHHsaM OHK nacTku, Takoi sk NFKB nactka Ta nogibHa, cnocib nikyBaHHsi 3 BUKOPUCTAHHAM
aHTUCEHCY, cnocib NikyBaHHS 3 BUKOPUCTAHHAM TeHY, IO BigHOCUMTbCS OO0 depMeHTy abo npoTteiHa,
Wo 3anydeHi B meTaboniam ninigiB KpoBi (Hampuknag, reH, WO BiAHOCUMTbCSA OO MeTaboniamy,
eKkckpeuii Ta abcopbuii xonectepuHy abo Tpurniuepugy abo HDL-xonectepuHy abo docdoninigy
KpOBi), cnocib mnikyBaHHA 3 BUKOPUCTAHHAM reHy, WO BiAHOCMTbCS A0 hepmeHTy abo npoTeiHa, wo
3anyy4yeHUin B Tepani aHrioreHesdy Ansi nepudgepuyHoi CyaMHHOI ODCTpyKUii TOWOo (Hanpuknag,
dakTopm pocTy, Taki sk HGF, VEGF Tow0), cnocid nikyBaHHS 3 BAKOPUCTAHHSIM FeHy, L0 BigHOCUTLCS
00 MnpoTeiHa, AKMI 3anyvyeHuin B MeTaborni3Mmi roKO3M Ta PE3UCTEHTHICTb A0 iHCYNiHY, aHTUCEHC
NPOTU LUMTOKIHIB, Takux sik TNF Ta iHwWi, Ta nogibHi.

Mpuknagm cnocoby nikyBaHHA B ncuxiaTpuuHin cdepi 6e3 3acTtocyBaHHA nikapcbkux 3acobis
BKITIOYAOTb MOAMMIKOBaHY €MneKTPOCYAOMHY Tepanito, rmMboKy CTUMYNsUito MO3KY, MOBTOPHOBaHY
TpaHcKpaHianbHy MarHiTHy CTUMynsLilo, NcuxoTepanito, BKMOYao4M KOTHITUBHY MOBEAIHKOBY Tepanito
TOLWO.

Cronyka 3a npeAcTaBNeHUM BUHAxXOL4OM TaKOX MOXe 3acTOCOBYBaTUCHA B KOMOiHAUii 3 pisHUMM
cnocobamu pereHepadii opraHis, TakKMMKN K pereHepauisi cepusl, pereHepauisi HAPOK, pereHepadis
NigWnyHKOBOI 3anosu, peBacKynspu3auis Towo, KNiTMHHOK TpaHCMaHTauiiHo Tepanielo 3
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BUKOPUCTAHHAM KIiTMH KiCTKOBOrO MO3KY (MOHOHYKMeapHa KIiTMHa, OTpUMaHa 3 KiCTKOBOrO MO3KY,
MienoreHHa ctosBbypoBa KkniTuHa), abo LITY4HUM OpPraHoM, LIO BMKOPUCTOBYE TKAHWHHY iHXEHEPIto
(Hanpwvknag, WTy4yHY KPOBOHOCHY CYAMHY, KapAiOMiOLMTHUIA NNCT).

Mpuknagu

MpenctaBneHnn BUHaxXiO MNOSACHIOETbCA AeTanbHO Aani, nocunatumcb Ha [Mpuknagwy,
EkcnepumeHTanbHi lMpuknagn Ta [lpuknagn komno3uuin. [MpoTe, npuknagM He OOMeXylTb
npeacTaBneHun BuHaxig, Ta npuknagn MoOXyTb Oyt  MoaudikoBaHMMKM B Mexax obcsary
NpeacTaBnNeHoro BUHaxoay.

"KimHaTHa TemnepaTtypa" B HacTymHUX NpuKnagax 3aranomMm CTaHoBWTb Big npubnmsHo 10 °C go
npnbnuaHo 35 °C. CniBBigHOWEHHA ANs 3MilLaHOro pPO3YMHHMKA, SIKWO He 3asHadeHe iHuwe,
npegcTtaensie cobolo CniBBiAHOLWEHHS 3MillyBaHHA 06'emy, Ta % o3Ha4vae Mac. %, SKWO He 3a3HayeHo
iHWe.

EntooBaHHSA B KOSMOHOYHIM XxpomaTorpadpii B npuknagax BWKOHYBanu nig KOHTponem 3
BukopuctaHHam TLIX (ToHkowapoBa xpomaTorpadisi), SKWO He 3a3HayeHo iHwe. [Ana KOHTpono 3
BukopuctaHHam TLUX ak TWX nnactuHmn Bukopuctosysanu 60 F2s4, BUrotoBneHun komnaxieto Merck,
SK ertoeHT BUKOPWUCTOBYBaNM PO3YMHHUK, SKUA BUKOPUCTOBYBABCH $K EMIOIOIOYUA PO3YMHHUK B
KOMOHOYHIN xpomartorpacdii, a Ana BUSABMEHHS BUKOPUCTOBYBanuM Y®d-geTektop. Y KOMOHOYHIN
xpomaTtorpadii Ha cwunikareni, nosHadeHHs NH o3Havae BUKOPUCTAHHA amiHOMPOMINCMITAaHOBOrO
cunikarento, a NO3Ha4YeHHs Oion O3Havae BUKOPUCTaHHS 3-(2,3-
AVTiAPOKCUMPOMNOKCU)NPOMINICUNaHoBoro cunikarento. Y npenapatuBHii BEPX (BucokoedekTuBHa
piouHHa xpomatorpadis) mno3HayeHHss C18 o03Hayae BUKOPUCTAHHSA OKTagewuwn-3B's3aHOro
cunikarento. CniBBiAHOLIEHHS EOIIYMX PO3YMHHUKIB, SKLWO HE 3a3Ha4yeHo iHWe, npeacTaBrise
coboto cniBBiAHOLWEHHS 3MilLlyBaHHS 3a 00'eMOM.

Ona ananisy 'H AMP BukopuctoByBanu nporpamHe 3abesneveHHss ACD/SpecManager
(TopriBenbHa Mapka) Ta iHwe. [ikv rigpoKCUNbHOI rpynn, aMiHO rpynu Ta NOAIGHMX, AKi MatoTb Oyxe
cnabki nikv NPOTOHIB, IHOAI HE OMUCYIOTLCS.

MC (maccnekTtp) BuMiptoBanu 3 BukopucTaHHaMm PX/MC. Ak cnoci® ioHisauii BMkopucToByBanum
cnoci6 ECI (enektpocnpen ioHisauisd), abo cnoci6 APCI (ximiyHa ioHi3auis npu aTomactepHomy
TncKy). [aHi BkasaHi sk bakTuyHi AaHi BUMIpIOBaHHA (3HanmgeHi). Xoya 3asBuyalm CrnocTepiraeTbes
MONEKYNSAPHUA MK iOHIB, iHOAI CNoOCTepiraeTbCa parMeHTHU ioOH. Y BMNagky coni 3assuyamn
crnocTepiraeTbes Nik MONEKYNSIPHOro ioHy abo IOHHUI pparMeHT BiNbHOI hopMu.

OpaunHMUS KoHUEeHTpauii 3paska (c) ans ontuyHoro odepTaHHs ([a]o) cTaHoBWTL /100 Mn.

3HayeHHs enemMeHTHOro aHanisy (AHan.) onucyeTbCcs K po3paxoBaHe 3HadeHHs (Pospax.) Ta
daKkTUYHe 3HaYeHHs BUMiptoBaHHS (3HanaeHo).

Yac ytpumaHHs B [puknagax BuMiptoBanu 3a crnocobomM piguHHOT xpomaTtorpadii. YmoBwu
BMMIpPIOBAHHS € HACTYMHUMMU, SKLLO HE 3a3HA4YeHO iHLLe.

konoHka: YMC PackPro C18 2,0 mm B.A4. X 75 MM (3 MKM)

pyxoma asa: po34uH, MNpUroToBneHuMn wnaxom pogasaHHsa 0,04 M 6GydepHoro posunHy
BpitToHa-PobiH3oHa (pH 6,5) Ao meTaHony (5:2), Ta rapHOro nepemiwyBaHHs iX, Ta peryniosaHHs pH
A0 7,4 3 BukopuctaHHam 0,2 M po3umnHy rigpokcmay HaTpito.

Mikn nopoLKoBOi peHTreHiBCbkoi Audpakuii B [lMpuknagax o3HayalTb MikA, BUMIPSHI Npu
KiMHaTHIN TemnepaTypi 3 BukopuctaHHaM yctaHoBku Ultima IV (Rigaku Corporation, Japan),
BMKOPUCTOBYIOUM BUNPOMIiHIOBaHHS Cu Ka, sk mxepeno BMNPOMiHIOBaHHSA. YMOBM BUMIpIOBaHHS Bynu
HaCTyMHUMU.

EnektpuyHa Hanpyra/EnektpnyHum ctpym: 40 kB/50 mA

LLBMAakKiCTb CkaHyBaHHS: 6 rpagycis/xB.

Hiana3oH ckaHyBaHHS 2 TeTa: 2-35 rpagycis

CTyniHb KpUCTaniYHOCTI NOPOLLKOBOI PEHTreHiBCbKOi Andpakuii B MNpuknagax 6yB po3paxoBaHui
3a metogom NepmaHa.

B HacTynHux lNMpurknagax BUKOPUCTOBYOTLCA HACTYMHI CKOPOYEHHS.

mp: TemnepaTypa nnaBrneHHs

MC: mac-cnekTp

M: MmonsapHa KoHUeHTpaLis

H.: HOpManbHiCTb

CDCls: gertepoxnopodopm

OMCO-de: gentepoanmeTnncynbokeuns

1H AMP: npoTOHHUI SOepPHO-MarHiTHUIA pe3oHaHC

PX/MC: piguHHa xpomaTorpadisi — Mmac-CnekTpoMeTpisi

ECI: enekTpocnpei ioHi3auis

APCI: ximiyHa ioHi3aLis npu atMocepHOMY TUCKY
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HATU:  (ammetmnamiHo)-N,N-aumetnn(3H-[1,2,3]Tpnasonol4,5-blnipnanH-3-inokcm)metaHimiHito
rekcadtopdocdar

PPhs: TpudenindocdiH

T®O: TpudptopouToBa KUCNOTa

DMAP: N,N-gumeTtunn-4-amiHonipnguH

CPME: unknoneHTUnNnMeTunoBunmn npoctum edip

WSC: N-(3-(aumeTtunamino)nponin)-N'-etunkapéogiimig

IPE: 2-i3onponokcunponaH

DIPEA: N-etun-N-izonponinnponaH-2-amiH

OM®: N,N-gumetmnndopmamisg

HOBt: 1H-6eH3oTpurason-1-on

Tr®: TetparigpodypaH

DME: 1,2-gumeToKkcieTaH

MeOH: meTtaHon

WSC- HCI: N-(3-(gumeTtunamino)nponin)-N'-etunkapbogiimigy rigpoxnopug (1:1)

EtOH: etaHon

Boc20: gi-tpeTt-6yTnngnkapbonat

TEA: TpuetunamiH

Et20: eTokcieTaH

EtOAc: eTunaueTtat

CH3sCN: aueToHiTpun

TMSCI: TpumeTuncuninxnopug

XPhos Pd G3: MeTaHcynbdoHaTo(2-amumknorekcundocdgivo-2',4’,6’-tpuisonponin-1,1’-
OideHin)(2’-amiHo-1,1-6ideHin-2-in)nanagito(ll)

PdClz(dppf): [1,1'-6ic(andenindocdiHo)depouer]nanaaito(ll) auxnopna

Mpuknag 1

N-[(2S,3R)-2-[(2,3-andTop[1,1'-BicbeHin]-3-in)metnn]-4,4-gndTop-1-((2R)-okceTaH-2-
KapboHin)niponianH-3-injeTaHcynsoHamig

A) 3-xnop-2-cTopdeHinanaHiHy rigpoxnopug

o cymiwi 3 1-(6pommeTnn)-3-xnop-2-pTopbeHsony (55,0 r), gietn auetamigomanoHat (56,1 r)
Ta EtOH (400 mn) pogasanu 20 % eTaHonNbHUIM Po34MH HaTpito eTokemay (88 r) npm 0 °C. Cymiw
KMN'aTmnun 3i 3BOPOTHMM XonoaurnbHUKoOM npotaroMm 2 rogd. 30 xB., Ta OXONo4XyBanu OO KiMHATHOI
TemnepaTypu. [Jomiwku Buaansanu inbTpyBaHHAM, DiNnbTpaT KOHUEHTPYBanu nNpu 3HWXEHOMY TUCKY,
Ta cymiw i3 3anuMwky Ta 6 M rigpoxnopuaHoi kucnotu (500 Mn) KMN'aTUNU 3 3BOPOTHUM
XONoaunbHUKOM MpoTarom 15 rof. PeakuiiHUn po3YnH KOHUEHTpYBanu npu 3HWXKEHOMY TUCKY, Ta
OTPUMaHUI 3anuLIOK NPOMMBAaNM CyMILLLLIO i30NponaHorn/aiisonponinosui NpocTuii edip, OTPUMYUU
HasBaHy crnonyky (67,1 ).

MC: [M+H]* 217,8.

B) N-(TpeT-6yTokcnkapboHin)-3-xnop-2-pTopdeHinanaHi

Ho cymiwi 3 3-xnop-2-propdeHinananiny rigpoxnopugy (67,1 r), 1 M BogHOro po34ymHy HaTpito
rigpokcmay (528 mn) Ta DME (480 mn) gogasanu Boc20 (63,4 1) npu kimMHaTHI Temnepatypi. Cymiw
nepemillysanu npu KiMHaTHIA Temnepatypi npotaroMm 2 rog. 30 XB., Ta BUNMBanNu B KpuXaHy BOAY.
Cymiw nignyxHioBanu 1 M BOOHMM PO3YMHOM HaTpilO rigpokcuay, Ta BOOHWW Liap npoMusBanu
aieTunosumM ecdpipom. BogHun wap nigkucnosanu 1 M rigpoxnopuaHo KMCIOTO, Ta eKkcTparysanu
EtOAc. OpraHiyHui Wwap BigokpemstoBanu, NpoOMMBanuM BoAOK Ta HAaCUYEHUM COSTbOBUM PO3YMHOM,
cywunu Hag 6e3BoOHUM MarHito cynbdatoM, Ta KOHLEHTPYBanu npu 3HMWKEHOMY TUCKy. OTpumaHy
TBEPOY PEeYOBUHY NMPOMMBANM CyMILLLLIIO Aii30NponinoBui NpoCcTuin edip/rekcaH, OTpPUMYUM HasBaHy
cnonyky (63,8 r).

MC: [M-H]- 316,0.

C) TpeT-0yTnn{3-(3-xnop-2-pTopdeHin)-1-[meTokcu(meTnn)amiHol-1-okconponaH-2-intkapbamar

Oo cymiwi 3  N-(TpeT-6yTOKCUKapOOHIn)-3-xnop-2-ptopdeHinanaHivy (63,8 r), N-
MeToKkcMMeTaHaMiHy rigpoxnopuay (21,5 r), HOBt (29,8 r), TEA (44,7 r) Ta OM® (425 mn) gogasanu
WSC- HCI (46,2 r) npu 0 °C. Cymiw nepemMiwyBanv npu KiMHaTHi TemnepaTypi npotarom 15 roa., Ta
4O peakuifHoi cymiwi JogaBanu BOOHWA pPO34YMH  HaTpilo rigpokapboHaTy, Ta ekcTparyBanu
EtOAc/TI®. OpraHiyHuin Wwap BigOKpeMBann, nNpoMmMBann BOAOK Ta HACUYEHMM CONbOBUM
PO34YMHOM, CYLIMNN Hag 6e3BOAHUM MarHito cynbdaTtoM, Ta KOHLEHTPYBAnu Npu 3HMKEHOMY TUCKY.
OTpumaHy TBepAy pPeYOoBMHY NpoMUBaNM CyMmillL0 Aii30nponinoBuin npoctun edpip/rekcaH,
OTpUMYyouKn HassaHy crnonyky (70,0 r).

MC, sHangeHo: 260,9.
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D) TpeT-6yTun{3-(3-xnop-2-cdropdeHin)-1-[meTokcn(MeTun)amiHo]-1-okconponaH-2-in}(4-
MeTokcubeHsun)kapbamat

HOo cymiwi 3 T1peT-6yTMn{3-(3-xnop-2-gpropdeHin)-1-[MeTokcu(meTnn)amiHo]-1-okconponaH-2-
injkapbamary (70,0 r) Ta AM® (390 mn) pogasanu 60 % HaTpito rigpma (10,1 r) npu 0 °C. Cymiw
nepemiwysanu npu 0 °C npoTtarom 5 xB., Ta NOTIM Npu KiMHaTHIN TemnepaTtypi npoTtarom 10 xB., Ta Ao
peakuinHoi cymiwi gogasanu 1-(xnopmeTun)-4-metokcnbeHson (60,7 r) Ta TeTpabyTunamoHio noama
(7,16 r) npu 0 °C. Cymiw nepemiwyBanu npu KiMHaTHin TemnepaTypi npotarom 2 roa. 30 xB.,
BUNMMBanu B KpwpkaHy Body, Ta ekctparysanu EtOAc. OpraHiyHun wap BigokpemnoBanu, npoMvMeanm
BOAOK Ta HACUYEHUM COMbOBUM PO3YMHOM, Cywmnnu Hag 6e3BogHMM MarHito cynbgaTtom, Ta
KOHUEHTpYBann Mpu 3HWKEHOMY TUCKY. 3anuvoK YWCTUIM 3 BUKOPWUCTAHHAM  CuIlikareneBoi
KonoHkoBoi xpomaTtorpadii (EtOAc/rekcaH), oTpumMytoum Ha3BaHy cnonyky (90,7 r).

MC: [M+H]* 481,1.

E) TpeT-6yTnn[1-(3-xnop-2-cdpropdeHin)-3-okconponaH-2-in][(4-meTokcudeHin)meTunlkapdamar

HOo cymiwi 3 T1peT-6yTMn{3-(3-xnop-2-gpropdeHin)-1-[MeTokcu(meTnn)amiHo]-1-okconponaH-2-
in}(4-metokcnbensun)kapbamaty (90,7 r) Ta Et20 (500 mn) popasanu nitito anomorigpug (9,30 r)
HeBenvkumu nopuismu npu -78 °C. Cymiw nepemiwysanu npu -15 °C npotarom 1 rog. 30 xB., Ta o
peakuinHoi cymiwi no kpannam gogasanu nocnigoBHo EtOAc T1a 10 % BOAHMI pPO34YMH Kanmito
rigpocynbdiTy npu -78 °C. Cymiw nepemiwyBanu npu KiMHaTHIn Temnepatypi npotdarom 15 xB., Ta oo
cymiwi gogasanu Boay. Hepo3unHHy peyoBuHy BUAansanu (inbTpyBaHHAM Yepes ueniT, Ta ginstpaT
ekctparyBann EtOAc. OpraHidyHMi LWwap BigokpemsoBanu, MNpoMuBanyM BOAOK Ta HaCUYEHUM
CONMbOBUM pPO34YMHOM, CYWMnM Hag 06e3BogHMM MarHito cynbdaTtoM, Ta KOHLEHTpyBanu mnpu
3HWKEHOMY TUCKY. 3anulLoK YMCTUNN 3 BMKOPUCTAHHSIM CuIlikareneBoi KOJNMOHKOBOI Xpomatorpadii
(EtOAc/rekcaH), oTpumyto4M HasBaHy crnonyky (74,7 r).

MC: [M-H]- 420,0.

F) etun 4-{(tpeT-6yTokcukapboHin)[(4-meTokcudeHrin)metunlamiHo}-5-(3-xnop-2-propdeHin)-
2,4,5-Tpuaesokcn-2,2-audTtopneHToHaT

o cymiwi 3 umHky (37,0 r) Ta TT® (500 mn) gogasanu TMSCI (3,85 r) B aTmocdepi aproHy npu
KiMHaTHIN TemnepaTypi. Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTtypi npotdarom 15 xB., Ta
etunépom(gudptoplavetar (71,9 r) pgogaBanM no  kpannaMm A0 CyMiwi 3 iHTEHCUBHUM
nepemilwyBaHHAM MpW KiIMHaTHIN TemnepaTypi nNpyv UbOMY MiATPUMYIOYM TemnepaTtypy BcepeauHi
npmnbnusHo 50 °C. Cymiw nepemiwyBanu npu KiMHaTHIA TemnepaTtypi NpoTsarom 15 xB., Ta 40 CyMmilui
no kpannam AogaBanu cymiw 3 TpeT-0yTun[1-(3-xnop-2-dpropdeHin)-3-okconponaH-2-in][(4-
MeTokcudeHin)meTunlkapbamary (74,7 r) Ta TT® (100 mn), Npy LUbOMY MiATPUMYOYM TEMNepaTypy
BcepeauHi npubnusHo 40 °C. Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi NpoTsrom 2 roAd., 1a
ponasany 0o 5 % BOAHOro po3yumH Kanito rigpocynbdiTy Npy OXONOKEHHI KpUroto, Ta ekcTparysanm
EtOAc. OpraHiyHui Wwap BigokpemstoBanu, NpoOMMBanM BOAOK Ta HAaCUYEHUM COSIbOBUM PO3YMHOM,
cywunun Hag 6e3BOAHUM MarHito CynbdaTtoM, Ta KOHUEHTpyBanu Npu 3HMWKEHOMY TUCKY. 3anuiiok
YNCTUMM 3 BUKOPUCTaHHSM cunikareneBoi KOnoHkoBoi xpomaTtorpadii (EtOAc/rekcaH), oTpumyoun
Ha3BaHy crnonyky (61,6 r).

MC, sHangeHo: 490,0.

G) 5-[(3-xnop-2-cTopdeHin)metnn]-3,3-audTop-4-rigpokcn-1-[(4-
MeToKcUeHin)MeTnniniponiamH-2-oH

HOo cymiwi 3 etun 4-{(TpeT-OyTOKCUKaAPOOHIN)[(4-MeTOoKCUeHin)meTunlamiHo}-5-(3-xnop-2-
dTOopheHin)-2,4,5-Tpugesokcn-2,2-gudtopneHtoHary (61,6 r) ta EtOH (160 mn) pogasanmn 4 M
rinpoxnopugHnin CPME posunH (282 mn) npu kiMHaTHIA TemnepaTypi. Cymiw nepemiwysanu npwu
KiMHaTHI TemnepaTypi NPOTAroM 2 rofd., Ta peakuilHUin po3dnMH KoHUeHTpysanu. [1o oTpumaHoro
3anuuwky gogasanu EtOH (360 mn) ta DIPEA (43,8 r). Cymiw nepemiwysanu npu 70 °C npoTtarom 1
rog. 30 xB., Ta peakuiiHy CyMill BUnNuBanu B KpwxkaHy Boay, Ta ekctparyBanm EtOAc. OpraHiyHum
Wwap BigokpemnoBanu, NpPoMMBanu BOOOK Ta HACWYEHMM COJIbOBUM PO3YUHOM, CYLUIMNW Hag
6e3BogHUM MarHito cynb@aTtoM, Ta KOHUEHTPYBanu Mpu 3HWKEHOMY TWUCKY. 3anuvLIOK 4vMCcTuUiun 3
BMKOPUCTAHHAM cuIlikareneBoi KosnoHkoBoi xpomaTtorpadii (EtOAc/rekcaH), Ta oTpumaHy TBepny
pPEeYoBMHY NPOMMBANM CyMILLLLIKO Aii30NPOMNifoBuA NpocTui edip/rekca, OTPMMYYN Ha3BaHy Crosyky
(36,171).

MC: [M+H]* 399,9.

H) 5-[(3-xnop-2-propdeHin)meTtnn]-3,3-gudTop-4-rigpokcnniponiamH-2-oH

o CyMiLLi 3 5-[(3-xnop-2-dpTopdeHin)meTunn]-3,3-andTop-4-rinpokcu-1-[(4-
MeToKcudeHin)MeTuniniponiamH-2-oxy (36,1 r), CHsCN (315 mn) ta Boan (105 mn) goaasany amoHito
rekcaHiTpatouepat(lV) (99 r) npn kimHaTHIK Temnepatypi. Cymiw nepemiwlyBanu npu KiMHaTHIA
TemnepaTypi NpoTsarom 4 rof., BUNMBanu B KpmxaHy Boay, Ta ekctparysanu EtOAc. OpraHiyHui wap
BiJOKpeMIoBanu, NpoM1MBanu BOAOK Ta HaCMYEHUM CONbOBMM PO3YMHOM, Cywnnu Hag 6e3BogHUM
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MarHito cynbgaTtom, Ta KOHLEHTPYBanu npu 3HWKEHOMY TUCKY. 3arnuLioK YUCTUNN 3 BUKOPUCTAHHAM
cunikareneBoi KonoHkoBoi xpomaTtorpacdpii (EtOAc/rekcaH), Ta noTiM cunikareneBoi KONMOHKOBOI
xpomaTtorpadii (NH, metanon/EtOAC), oTpumytoun HasBaHy cnonyky (22,7 r).

MC: [M-H]- 278,0.

1) TpeT-0yTnn2-[(3-xnop-2-propdeHin)meTun]-4,4-gudtop-3-rigpokcuniponianH-1-kapbokcunat

Jo cymiwi 3 5-[(3-xnop-2-dbTopdeHin)meTtun]-3,3-audTop-4-rigpokcuniponianH-2-oHy (22,7 r) ta
Tro (350 mn) gpogasanu no kpannsm 1 M posunH B TI'® komnnekcy 6opaH-TI® (284 mn) npu
KiMHaTHI Temnepatypi. Cymiw noinbHO HarpiBanu go 60 °C, Ta nepemiwyBanu npotsarom 4 rog. Io
KpannsMm gogasanu Bogy o cymiwi npu 0 °C, Ta cymiw nepemillyBanu npu KiMHaTHIA TeMmnepaTypi
npotarom 10 XxB., Ta KOHUEHTpPyBann Mpu 3HWXKEHoMy Tucky. [o 3anuwky pgogasamm 1 M
rigpoxnopugHy kncnoty (500 mn), Ta cyMiw iHTeHCMBHO nepemiwysanu npy 60 °C npotdarom 1 rog. 30
xB. Cymiw noBinbHO gogaBanv Ao 1 M BOAHOrO pO34YMHY HATPIlO TiAPOKCUMAY MNPU OXONOOKEHHI
KpUroko, MianykHoBanu kKanito kapOoHaToM, HacuyeHum cinmo, Ta ekcTtparyBanm EtOAc/TI®.
OpraHiyHni Wwap BigoKpemmoBanu, NpoOMuBany BoAOK Ta HACUYEHUM CONbOBMM PO3YMHOM, CYLUUMN
Hag 6e3BogHVMM MarHito cynbaTom, Ta KOHUEHTpyBanu npu 3HWKEHOMY Tucky. [o cymiwi 3
OTPMMAaHOro 3anuLlky, HaTpito rigpokapboHaty (6,83 r) Ta TI® (190 mn)/Boga (210 mn) gogasanu
po3unH Boc20 (19,5 1) B TT® (20 mMn) npu KimHaTHIM TemnepaTypi. CyMmill iHTEHCMBHO nepemillyBanm
npu KiMHaTHIW TemnepaTypi npotarom 15 rog., BunuBanuM y Bogy, Ta ekctparyBann EtOAc.
OpraHiyHni Wwap Bigokpemnosanu, NPOMmMBanu Bo4OK Ta HACMYEHUM COMNbOBMM PO3YMHOM, CYLUUMN
Hag ©6e3BOAHMM MarHito cynbdaTtoM, Ta KOHLEHTPYBaNM Npu 3HWKEHOMY TUCKY. 3anuwoK YnCTun 3
BMKOPUCTaHHAM cunikarenesoi konoHkoBoi xpomaTorpadii (EtOAc/rekcaH), oTpuMMykouM HasBaHy
crnonyky (22,2 ).

MC, sHangeHo: 265,9.

J) rac-TpeT-0yTun(2S,3S)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-andpTop-3-
[(TpudpTopmeTaHcynbdoHin)okcu]niponignH-1-kapbokcunat

o cymiwi 3 TpeT-ByTmun2-[(3-xnop-2-pTopdeHin)metnn]-4,4-audTop-3-rigpokcmniponiamH-1-
kapbokcnnaty (22,1 r), nipyauHy (96 r) Ta Et2O (355 wmn) pomaBanvM no  kpannam
TpudpTopmeTaHcynbdoHoBumn aHrigpug (51,2 r) B atmocdepi aproHy npu 0 °C. Cymiw nepemiwysanm
npu KiMHaTHIA Temnepatypi npotarom 2 rod. 30 xB., BUNMBaNu B KpwXaHy BOAY, Ta ekcTparysanmu
EtOAc/rekcaH. OpraHiyHmi wap sigokpemnosanu, npommeanm 10 % BOAHWM PO3YMHOM FMMOHHOI
KMCMOTK, BOOHMM PO34YMHOM HATpil0 rigpokapboHaTy, BOOOK Ta HACWYEHMM COJNIbOBUM PO3YMHOM,
cywunu Hag 6e3BOAHUM MarHito cynbdaTtoM, Ta KOHUEHTpyBanu Npu 3HMWKEHOMY TUCKY. 3anuiiok
YUCTUNU 3 BUKOPUCTAHHAM curikareneBoi KornoHkoBoi xpomaTtorpadii (EtOAc/rekcaH), oTpumyouun
HasBaHy crnonyky (22,4 r).

MC, sHangeHo: 397,9.

K) rac-TpeT-6yTun(2S,3R)-3-a3ngo-2-[(3-xnop-2-gpropdeHin)metun]-4,4-gudTopniponignH-1-
Kapbokcunat

Oo CyMiLli 3 rac-TpeT-0yTnn(2S,3S)-2-[(3-xnop-2-TopcheHin)metnn]-4,4-ancTop-3-
[(TpudpTopmeTaHcynbdoHin)okem]niponiguH-1-kapbokcunaty (22,4 r) Ta CH3CN (265 mn) gogasanu
TeTpa-H-6yTunamoHito asug (38,3 r) npu kimHaTHIN TemnepaTypi. Cymiw nosinbHO HarpiBanu go 80
°C, nepewmiwysanu npoTarom 1 rod., BUNnuBanu B KpuxkaHy Bogy, Ta ekctparysanu EtOAc. OpraHiyHun
Wwap BigOKpemnoBanu, MpPoMMBaNIM BOAOK Ta HACUYEHMM COSMbOBUM PO3YMHOM, CYLUUAM Hag
0e3BogHUM MarHito cynbgaTtoM, Ta KOHUEHTPYBanu Mpu 3HWKEHOMY TUCKY. 3anuvLIOK YMCTUIun 3
BUKOPUCTaHHAM cunikarenesBoi KonoHkoBol Xxpomatorpadii (EtOAc/rekcaH), oTpumyloun Ha3sBaHy
cnonyky (16,2 r).

MC, sHangeHo: 290,9.

L) rac-TpeT-6yTnn(2S,3R)-3-amiHo-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-agucTopniponignH-1-
kapbokcunat
Ho cymiLi 3 rac-TpeT-0yTnn(2S,3R)-3-a3nago-2-[(3-xnop-2-propdeHrin)meTtun]-4,4-

andropniponigunH-1-kap6okeunaty (16,2 r) Ta TIT® (200 mn)/Bogn (5 mn) gogasanun PPhs (13,1 1) B
aTmocdpepi aproHy npwv KiMHaTHIn TemnepaTypi. Cymiw nepemiwysanu npu 55 °C npotsrom 18 rog,.,
AofdaBanv 40 BOAHOIO pO34MHy HaTpilo rigpokapboHaTy Mpu OXOMNOMAXEHHI KPUrol, Ta ekcTparysanu
EtOAc/TI®. OpraHiyHuiAi wap BigOKpeMntoBanu, MpoMMBanuM BOAOK Ta HACUYEHUM COJIbOBUM
pO34MHOM, cywnnu Hag 6e3BOAHMM MarHito cynbdartom, Ta KOHLEHTPYBanu npu 3HWKEHOMY TUCKY.
3anuLoKk YnCTUNM 3 BUKOPUCTaHHAM curnikarenesoi konoHkosol xpomaTtorpadii (NH, EtOAc/rekcaH),
OTPMMYIOHKM Ha3BaHy CMosyky Ta NobiYHUA NpoayKT, BianoBigHo. [o cymiwi 3 oTpumaHoro nobiyHoro
npoaykta ta TI® (100 mn)/Boga (10 mn) gogasanun 40 % BOAHMI PO34nH MeTaHamiHy (3,22 r) npu
KiMHaTHIN Temnepatypi. Cymiw nepemiwysanu npu 70 °C npotarom 15 rog., Bunueanu y soay, Ta
ekctparyBann EtOAc. OpraHiyHui Lwap BigokpemmnoBanu, npoMuBany BOOOK Ta HaCUYEHUM
CONMbOBUM pO34YMHOM, CyWMnM Hag 06e3BogHMM MarHito cynbgaTtoM, Ta KOHUEHTpyBanu mnpwu
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3HWKEHOMY TUCKY. 3anuioK YNCTUNN 3 BUMKOPUCTAHHSIM CuUMiKareneBoi KOJIOHKOBOI Xpomartorpadoii
(NH, EtOAc/rekcaH), oTpumytoum HasBaHy crnonyky (14,6 r), o6'eaHaHyBanu 3 Ha3BaHOK CMOMYKOLO,
OTPVMMaHOI0 BULLE.

MC, sHangeHo: 308,9.

M) TpeT-6yTnn(2S,3R)-3-amiHo-2-[(3-xnop-2-dpTopheHin)metnn]-4,4-gudtopniponignH-1-
kapbokcunat

rac-tpeT-6yTnn(2S,3R)-3-amiHo-2-[(3-xnop-2-cpTopheHin)meTnn]-4,4-andTopniponianH-1-
kapbokcmnar (14,6 r) po3ginanu 3 BukopuctaHHsam BEPX (konoHka: CHIRALPAK 1A, 50 mm B.4. X500
mmn, 20 MKM, pyxomMa ¢asa: rekcaH/etaHon/gietunamin =800/200/1), oTpMMyrOUN Ha3BaHY CMOMyKY
(6,84 1) 3 MeHWMM 4Yacom yTpuMaHHs (koroHka: CHIRALPAK 1A, 4,6 mm B.A. X250 mmn, 5 MKm,
pyxoma hasa: rekcaH/etaHon/gietnnamin =800/200/1).

MC, sHangeHo: 309,1.

N) TpeT-6yTUn(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-3-[(eTaHCynbgoHin)amiHo]-4,4-
andpropniponignH-1-kapbokcunaT

Jo cymiwi 3 TpeT-6yTUn(2S,3R)-3-amiHo-2-[(3-xnop-2-pTopdeHin)meTnn]-4,4-gudTopniponignH-
1-kapbokcunatr (1,04 r), TEA (0,577 r), DMAP (0,174 r) ta Tre® (30 mn) popasanu
eTtaHcynbdoHinxnopma (0,550 r) npm 0 °C. Cymiw nepemiwyBanu npu KiMHaTHI TemnepaTypi
npotdarom 5 rog., 4O CyMmiwi gogaBanv BoAdy Mpv KiMHaTHIM TemnepaTtypi, Ta CyMill ekcTparysanm
EtOAc. OpraHiyHui wap BigokpemnioBanu, NpoMMBany BoAOK Ta HAaCUYEHUM COMbOBUM PO3YMHOM,
cywunu Hag 6e3BOgHUM HaTpilo cynbdaTtoM, Ta KOHLUEHTpyBanu Mpu 3HWXKEHOMY TUCKY. 3anuiiok
YACTUMM 3 BUKOPWUCTAHHAM cunikareneBoi KomnoHkoBoi xpomatorpadpii  (NH, EtOAc/rekcan),
OTpMMYyIO4M Ha3BaHy cnonyky (1,25 r).

MC: [M-H]- 455,1.

0) N-{(2S,3R)-2-[(2,3"-gndTop[1,1'-6icheHin]-3-in)meTnn]-4,4-gudTopniponignH-3-
in}etaHcynbdoHamigy rigpoxnopug

Cymiww 3  TpeT-6yTnn(2S,3R)-2-[(3-xnop-2-dTopdeHin)metnn]-3-[(eTaHCynbdoHINn)amiHo]-4,4-
andTopniponignH-1-kapbokeunaty (24,9 wr), (3-dpTopdeHin)6opoHosoi kucnotn (15,3 mr), XPhos Pd
G3 (4,61 mr), 1 M BogHoro posuuHy kanito cpocdaty (0,163 mn) Ta DME (0,6 mn) nepemiwysanu npu
80 °C npotsarom 2 rof. PeakuinHui po3ynH KOHLEHTpYBanu, Ta 3anuwoK YUCTUIM 3 BUKOPUCTAHHAM
cunikarenesoi konoHkoBoi xpomatorpacdii (NH, EtOAc/rekcaH). Cymiw 3 OTprMaHoro 3anuiuky (27 mr)
Ta 4 M rigpoxnopugHoro CPME po3unHy (2 M) nepemiwyBanu npy KiMHaTHIn TeMnepaTtypi NpoTsirom
4 rof. Hepo3unHHy peyoBurHYy 36mnpanu inbTpyBaHHAM, OTPUMYIOYM Ha3BaHy crnonyky (17 mr).

MC: [M+H]*417,1.

P) N-[(2S,3R)-2-[(2,3"-gndTop[1,1'-6icbeHin]-3-in)metnn]-4,4-andTop-1-((2R)-okceTaH-2-
KapOoHin)niponianH-3-injeTaHcynbgoHamig

HOo cymiwi 3 N-{(2S,3R)-2-[(2,3-gudTop[1,1'-6icpeHin]-3-in)meTnn]-4,4-gucTopniponignH-3-
injfetaHcynbdoHamigy rigpoxnopuay (250 mr), okceTaH-2-kapOoHOBOi kucnotu (67,6 mr) Ta M (2
mn) gogasanu HATU (315 mr) Ta DIPEA (357 mr) npw kiMHaTHi Temnepatypi. Cymiw nepemiwysanu
NPOTAroM HOYi MpW KiIMHaTHIW TemnepaTypi, 40 CyMili JodaBany Hacu4YeHUin BOOHUA PO3YNH aMOHito
xnopuvay, Ta cymiw ekctparysanm EtOAc. OpraHiyHni Wwap BigokpemroBanu, NpoM1MBany Bodow Ta
HaCM4YeHVM COMbOBUM PO3YMHOM, CyLUIMNWM Hag 6e3BodHVMM HaTpito CynbdaTtoM, Ta KOHLEHTpyBamnu
Npu 3HWXKEHOMY TWUCKY. 3anuwoK YUCTUIM 3  BUKOPUCTAHHAM  cunikareneBol  KOMOHKOBOI
xpomatorpadii  (NH, EtOAc/rekcaH), Ta oTpumaHy TBepay pPeYoBUHY KpucTanisysanu 3
EtOAc/rekcaHy, oTpuUMyoun Ha3BaHy Cnomnyky (66 Mr) 3 MEHLLIMM YacoM YyTPUMaHHS.

H AMP (400 Mlu, CDCls) & 1,27-1,47 (3H, m), 2,68-5,20 (14H, m), 7,03-7,13 (1H, m), 7,16-7,45
(6H, m).

Mpuknag 2

N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcu-2-meTnnnponaHoin)-2-[(2,3',5'-tpudptop[1,1'-6icpeHin]-3-
in)metun]niponiguH-3-in}meTaHcynbgoHamig

A) TpeT-6yTnn(2S,3R)-2-(3-xnop-2-gpTopdeH3unn)-4,4-gudtop-3-(MeTuncynbsdoHamigo)niponiguH-
1-kapbokcunat

MeTtaHcynbdoHoBui avrigpug (143 mr) gogasanu o cymiwi 3 Tpet-0ytun(2S,3R)-3-amiHo-2-(3-
xnop-2-cptopbeHsun)-4,4-gudtopniponianH-1-kapbokecunaty (200 mr), TEA (0,229 mn) Ta TT® (5 mn)
npw KiMHaTHIn TemnepaTtypi. Cymill nepemillyBanu NpoTAroM Houi Npu KiMHaTHIN Temnepatypi. Cymiw
KOHUEHTpYBanM npu 3HWKEHOMY TUCKY. 3anuwiok 4YUCTUIM 3  BUKOPUCTAHHAM  KOFIOHKOBOI
xpomatorpadii (cunikareneoi, EtOAc/rekcaH), 0OTpMMytouM Ha3BaHy Cnonyky (244 wr).

MC: [M-H] 441,1.

B) Ttpet-6yTun(2S,3R)-4,4-andpTop-3-(MeTuncynbgoHamigo)-2-((2,3',5'-tpudTop-[1,1'-6icpeHin]-3-
in)meTun)niponiguH-1-kap6okcunat
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CymiL 3 TpeT-6yTnn(2S,3R)-2-(3-xnop-2-chTopodeH3unn)-4,4-gudTop-3-
(meTuncynbdoHamigo)niponignH-1-kapbokeunaty (4,52 r), (3,5-andTopdeHin)bopoHOBOI KMCNOTK
(3,22 1), XPhos Pd G3 (0,432 r) Ta 1 M BogHoro po3uuHy kanito ¢ocdaty (30,6 mn) 8 DME (100 mn)
nepewmiwysanu npu 80 °C npotarom 3 rof. B atmocdepi a3oty. CyMill Ynctnnm 3 BUKOPUCTAHHAM
KOMNoHkoBoI xpomatorpadii (cunikarenesoi, EtOAc/rekcaH, notim NH cunikarenesoi, EtOAc/rekcaH),
OTPUMYOYM Ha3BaHy cnonyky (5,30 r).

MC: [M-H]- 519,1.

C) N-{(2S,3R)-4,4-andTop-2-[(2,3',5'-TpndTop[1,1'-6icdbeHin]-3-in)meTun]niponignH-3-
injMeTaHcynbdoHamigy rigpoxnopug

Cymiw 3  T1peT-6yTMN(2S,3R)-4,4-gndTop-3-(MeTuncynbgoHamigo)-2-((2,3',5'-tpudptop-[1,1'-
OicbeHin]-3-in)meTun)niponignH-1-kapbokeunaty (73 wmr) ta 4 M posunmHy HCI/CPME (1 wmn)
nepemillyBann NpoTAroM Houi Npwu KiMHaTHIM TemnepaTtypi. Cymiw posbaBnsnu EtOAc, Ta ocapg
30upanu ginbTpyBaHHAM, OTPUMYHOUM Ha3BaHy crnonyky (50,0 mr).

MC: [M+H]* 421,0.

D) N-{(2S,3R)-4,4-gndptop-1-(2-rigppokcu-2-metTunnponaxoin)-2-[(2,3",5'-tpudTtop[1,1'-6icdeHin]-3-
in)metTun]niponianH-3-in}metaHcynbgoHamig

Oo cymiwi 3 N-{(2S,3R)-4,4-gudpTtop-2-[(2,3',5'-Tpudptop[1,1'-6ideHin]-3-in)meTnniniponignH-3-
in}metaHcynbdoHamigy rigpoxnopugy (4,3 r) Ta DIPEA (8,14 mn) B TI'® (60 mn) gogasanu anbda-
aueTokci-isobytupunxnopug (1,64 mn) npym 0 °C, Ta cymiw nepemiwysanu npu Takin camin
Temnepatypi npotsarom 10 xB. [Jo cymiwi gogasanu Bogy (20 mn) Ta 4 M po3uuH niTito rigpokcuay
(23,5 mn), Ta cymiw nepemilyBanu NpoTAromM HouYi NpW KiMHaTHIN Temnepatypi. Cymiw po3basnsanm
HacM4YeHVM CONbOBUM PO34MHOM Ta ekcTparyBanu EtOAc. EkcTpakT cywmnu Hag marHito cynbgartom
Ta KOHLEHTPYyBanu Mpu 3HWKEHOMY TWUCKY. 3anuwioK YUCTUIM 3 BUKOPUCTAHHAM  KOJTOHKOBOI
xpomaTorpadii (cunikarenesoi, EtOAc/rekcaH), oTpumytoun HassaHy cnonyky (4,40 r).

H AMP (400 MrI'u, CDCI3) & 1,31-1,47 (6H, m), 2,25-2,60 (1H, m), 2,88-3,02 (4H, m), 3,10 (1H, aa,
J=14,2, 7,5 T'w), 4,01-4,49 (3H, m), 4,92-5,17 (2H, m), 6,75-6,87 (1H, m), 7,01-7,11 (2H, m), 7,16-7,23
(1H, m), 7,26-7,32 (1H, m), 7,36-7,46 (1H, m).

Mpuknag 3

N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcu-2-meTnnnponaHoin)-2-[(2,3',5'-tpudptop[1,1'-6idpeHin]-3-
in)metun]niponigmH-3-injetTaHcynsoHamig

A)  TpeT-6yTun(2S,3R)-3-(eTnncynbdoHamino)-4,4-andpTtop-2-((2,3',5'-1pndTop-[1,1'-6icbeHin]-3-
in)metunn)niponiguH-1-kap6okcunat

Jo cymiLLi 3 TpeT-6yTun(2S,3R)-2-(3-xnop-2-gpTopbeH3un)-3-(eTuncynedoHamigo)-4,4-
andTopniponignh-1-kapbokeunaty (3,70 1), (3,5-andTopdeHin)dopoHoBoi kucnotn (2,56 r) ta 1 M
BOAHOro po3ynHy kanito doccaty (24,3 mn) B8 DME (50 mn) pogasanu XPhos Pd G3 (0,343 r) npu
KiMHaTHIN Temnepatypi. Cymiw nepemiwysanu npu 90 °C B atmocdepi asoty npotsarom 15 rog.
PeakuinHy cymiw BunmBanu y Bogy Ta ekctparysanun EtOAc. OpraHiyHui wap npommsanu Hacu4eHuM
COMbOBUM PO3YMHOM, CYLUMAM Hag MarHito cynbaTtom Ta KOHLEHTpPyBamnum npu 3HWXKEHOMY TUCKY.
3anuwoK 4YnCTUNM 3 BUKOPUCTaHHSAM KOJIOHKOBOI xpomartorpadii (cunikarenesoi, EOAc/rekcaH),
OTpPUMYyHYMN Ha3BaHy crnonyky (3,30 r).

MC: [M-H] 533,2.

B) N-((2S,3R)-4,4-gndTop-2-((2,3',5'-TpndTOp-[1,1'-BicbeHrin]-3-in)meTmn)niponignH-3-
in)eTaHcynboHamiay rigpoxnopua

Cymiw 3 TpeT-6yTun(2S,3R)-3-(eTnncynsdoHamino)-4,4-gudptop-2-((2,3',5'-1pudbtop-[1,1'-
OideHin]-3-in)meTun)niponiamH-1-kapbokcunaty (3,30 r) ta 4 M posunHy HCI/CPME (30 wmn)
nepemillysanu MNpoTAroM Houi NpW KiMHaTHIK TemnepaTtypi. PinbTpyBaHHSAM OTpuUMyBanu HasBaHy
crnonyky (2,86 r).

MC: [M+H]* 435,1.

C) N-{(2S,3R)-4,4-gudptop-1-(2-rigpokcu-2-meTunnponaHoin)-2-[(2,3',5'-tpudtop[1,1'-6icbeHin]-3-
in)metun]niponiguH-3-injetTaHcynsoHamig

Ho cymiwi 3 N-((2S,3R)-4,4-gudTop-2-((2,3',5'-Tpudtop-[1,1'-6icdeHin]-3-in)meTmn)niponignH-3-
in)eTaHcynbdoHamigy rigpoxnopugy (200 mr) tTa DIPEA (0,367 mn) B TI® (3 mn) gogasanu anbda-
aueTtokci-isobytupunxnopug (0,074 mn) nmpu 0 °C, Ta cymiw nepemiwyBanyM npu Takin camin
TemnepaTtypi npotarom 10 xB. o cymiwi gogasanu sogy (1 mn) t1a 4 M posuuH niTito rigpokenay (1,06
M), Ta CyMill nepemiwyBany MNpOTArOM HOYi Npu KiMHaTHIM TemnepaTypi. Cymiw po3basnanu
HacuM4yeHMM COMbOBUM PO34YMHOM Ta ekcTparyBanu EtOAc. EkcTpakT cylwumnm Hag marHito cynbcatom
Ta KOHLEHTPYBanu MpuU 3HWKEHOMY TWUCKY. 3anuwioK YWCTUIIM 3 BMKOPUCTAHHAM  KOJTOHKOBOI
xpomatorpadii  (cunikarenesoi, EtOAc/rekcaH) Ta nepekpuctanisosysanu 3 EtOAc/rekcaHy,
OTPUMYHOUUN Ha3BaHy crnonyky (154 mr).
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'H AMP (400 MI'y, CDCls) & 1,32-1,40 (9H, ™), 2,27-2,54 (1H, m), 2,88-3,16 (4H, m), 4,02-4,49
(3H, m), 4,86-5,20 (2H, ™), 6,78-6,86 (1H, m), 7,02-7,10 (2H, m), 7,16-7,22 (1H, m), 7,27-7,31 (1H, m),
7,35-7,43 (1H, m).

Mpuknag 4

N-[(2S,3R)-4,4-ancpTtop-2-[(2-dbTop[1,1'-6ideHin]-3-in)meTnn]-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injMetaHcynbgoHamig,

A) 2-amiHo-3-(3-6pom-2-pTopheHin)nponaHoBOi KUCNOTW rigpoxnopua

Hartpito etokeug (121 r) gogasanu go po3unHy 1-6pom-3-(6pommeTun)-2-cptopbeHsony (91 r) Ta
aieTun 2-auetamigomanoHaty (77 r) B EtOH (566 mn) npu kKiMHaTHIn TeMnepatypi. [icna kun'aTiHHA 3i
3BOPOTHMUM XONOAUMBbHUKOM MPOTArOM 2 roAd., peakuiiHy CyMmill OXOono4KyBann [0 KiMHATHOI
TemnepaTtypu, Ta HEPO3YMHHY pevyoBUHY BigdinbTpoByBanu. PinbTpaT KoOHUEHTpyBanu npu
3HWKEHOMY TUCKY, Ta 3anuuok po3daenanu 8 M rigpoxnopugHow kucnotow (849 mn), Ta cymiw
KMN'aTmnun 3i 3BOPOTHUM XONOAUSTbHUKOM npoTsarom 17 rog. PeakuiiHy cymiwl KOHUEHTpyBanu npu
3HUXKEHOMY TUCKY, OTPUMYIOUM KpUCTanu, siki 3bupanu pinbTpyBaHHAM, Ta NPOMMBANU CyMmiLlwW0O 2-
nponaHorn/IPE, oTpumytoumn HassaHy crnionyky (100 r).

MC: [M+H]* 261,9.

B) 3-(3-6pom-2-dhTopdeHin)-2-((TpeT-6yTokcnkapboHin)amiHO)nponaHoBa KucnoTta

Boc2O (92 mn) pogasanu A0 pO34dMHy 2-amiHO-3-(3-6poM-2-dpTopdeHin)nponaHoBoi KMCNOTK
rigpoxnopwuay (100 r) Ta 0,75 M po3uumH HaTpito rigpokengy (893 mn) B8 DME (918 mn) npu 0 °C. Micns
TOro, K IHTEHCMBHO NepeMmillyBanu npu KiMHaTHIiN TemnepaTypi npoTarom 16 rog., peakuiiHy cymill
BUNMBaNM B KpwkaHy Boay, nianyxHioBanu 1 M BogHum posdunHom NaOH ta npomueanu Et20.
BogHuin wap nigkmucnoanm go pH 3 1 M rigpoxnopugHooto kucnoToto Ta ekctparyBanu EtOAc.
OpraHiyHni Wwap cywunu Hag MarHito cynbgaTom Ta KOHLEHTPyBanu Mnpu 3HMKEHOMY TUCKY,
OTpMMYyI04M Ha3BaHy cnonyky (105 r).

MC, sHangeHo: 261,8.

C) TpeT-6yTun(3-(2-drop-[1,1'-6ideHin]-3-in)-1-(MeToKCM(METMI)aMiHO)-1-0kconponaH-2-
in)kapbamat

o cymiwi 3 3-(3-6pom-2-pTopdeHin)-2-((TpeT-6yTokcnkapboHin)amiHo)nponaHoBoi knucnotu (250
r) B 1,4-giokcani (1,2 n) pogasanu deHinbopoHosy kncnoty (101 r) Ta Pd(dppf)Cl2.CH2Cl2 (28,2 r) npu
15 °C B aTmocdepi asoTy. llicna nepemiwyBaHHA npotarom 15 xB., 4O HLOrO AoAaBany PO34YWH
K2CO3 (191 1) B H20 (600 mn). PeakuiHy cymiw nepemiwysanv npu 100 °C npotarom 16 rog.
PeakuivHy cymiw BunmBann y Bogy Ta pH perynioBanu o 2, BUAKOPUCTOBYOUM 2 M rigpoxnopuaHy
kncnoty Ta noTim ekcTparyBanm EtOAc. O6G'egHaHui oOpraHiyHMI Wwap npoMMBan HacU4YeHUM
CONMbOBUM PO3YMHOM, Cywunu Hag ©0e3BOOHUM HaTpilo cynbdaTtoM Ta KOHUEHTpyBanu mnpwu
3HWKEHOMY Tucky. [lo nepemilyBaHOro po3ymHy oOTpumMaHoro 3anuwky (250 r) ta N, O-
anveTtunrigpokcunaminy (71,3 r) B JM® (2 n) gogasanu HATU (250 r) Ta noTiMm 4o HbOro gogasanu
DIPEA (331 r) npu 0 °C. PeakuinHy cymiw nepemiwysanu npu 15 °C B atmocdepi a3oTty npotsarom 16
rog. PeakuinHy cymiw BunuBanu y BoAy, Ta OpraHiyHWin wap BigokpemnoBanui. BogHui wap
ekctparyBanu EtOAc. O6G'egHaHui opraHiyHMin Wwap NpoMuBanyM HacM4YeHUM COMbOBMM PO3YUNHOM,
cywunn Hag 6e3BogHMM HaTpilo CynbdaTtoM Ta KOHUEHTPyBamnu Npu 3HWKEHOMY TUCKY. 3anuLiok
36upanu inbTpyBaHHSAM Ta NMPOMUBANM Cymilwwio neTponenHuii edip/EtOAC, OTpUMyOUM Ha3BaHy
cnonyky (180 r).

H AMP (400 MI'u, CDCIs) 6 1,38 (9H, c), 3,00-3,18 (2H, m), 3,20 (3H, c), 3,77 (3H, c), 4,91-5,09
(1H, m), 5,17-5,30 (1H, m), 7,09-7,19 (2H, m), 7,28-7,48 (4H, m), 7,50-7,57 (2H, m).

D) etun 4-((TpeT-byTOKCUKAPOOHIN)amiHo)-2,2-andTop-5-(2-dpTop-[1,1'-6idpeHin]-3-in)-3-
rigpokcuneHTaHoat

o nepemilyBaHoro pPO34nHY TpeT-6yTun(3-(2-cdTop-[1,1'-6ideHin]-3-in)-1-
(meTokcn(meTun)amiHo)-1-okconponaH-2-in)kapbamary (40,0 r) B TId (1,2 n) nopuismmn gogasanm
niTito antomorigpva (4,53 r) npu -78 °C, Ta peakuiiHy cymiw nepemiwysanu npu -10 °C B atmocdepi
a3oTy npotarom 3 rod. PeakuiHy cymiwl BunvMBanuM B OXONOMXEHWA BOOHUM HaCUYeHUA PO34MH
aMoHiIl0 xropugy, Ta cymiw dinsTpyBanu. BigdinetpoBaHui kopx npomusanu EtOAc, Ta dinbTpat
ekctparyBanu EtOAc. O6'egHanuii opraHiyHum wap npomuBany 1 M rigpoOXnopuaHO KUCMOTOH,
HacM4YeHVM BOAHMM PO34YMHOM HaTpIlO rigpokapboHaTy Ta HacUYeHWM COMbOBMM PO3YMHOM, CYLLUIN
Hag 6e3BogHMM HaTpilo cynbdaToM Ta KOHUEHTpyBanu Mpu 3HWKEHOMY TWUCKY, OTPUMYKYM TpeT-
oytun(1-(2-cdTop-[1,1'-6idbeHin]-3-in)-3-okconponaH-2-in)kapbamar (40,0 r). [do cymiwi 3
akTnBoBaHoro umHky (56,8 r) B TF® (300 mn) popgasanu TMSCI (4,43 r) npu 20 °C, Ta oTpumaHy B
pesynbTati cymiw nepemiwysanu npu 20 °C npotarom 15 xB. B armocdepi asoty. [loTim o
3a3HaYeHoi BULLE CyMilLi NO Kpannsm gofdaBanv po3yunH etun 2-6pom-2,2-gudptopauetaty (82,8 r) B
Tro (500 mn) npu 40 °C, Ta nepemiwysanu npu 40 °C npotsarom gogatkosux 1,5 rog. B atmocdepi
asoty, otpumytoum 0,51 M (2-eTokeun-1,1-gndptop-2-okcoeTnn)umHky(ll) 6pomig/Tr® posumnH (800 mn).
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o nepemillyBaHoro PO34MHYy TpeT-6yTun(1-(2-dpT1op-[1,1'-6icheHin]-3-in)-3-okconponaH-2-
in)kapbamary (27,0 r) B Tr® (150 mn) pgopasamm 0,51 M posumH (2-eTokcu-1,1-andTop-2-
okcoeTun)umHk(Il) 6pomigy/TTr® (385 mn) npu 15 °C, Ta peakuinHy cymiw nepemiwysanu npu 15 °C B
aTtmocdepi asoty npotsrom 20 xB. [oTim nepemiwysanu npu 55 °C npotarom gopatkoBux 20 xB.
PeakuinHy cymill BunuBanu y BOAHMI pO34nH aMOHito xropuay Tta ekctparysanu EtOAc. O6'eagHaHum
OpraHiyHMi Wap NpoMMBanNM HaCUYEHUMM COMbOBUM PO3YMHOM, CyLIMnM Hag 6e3BOAHMM HaTpito
cynbhatoM Ta KOHUEHTPyBanmu nNpW 3HWKEHOMY TUCKY. 3anuwioK YUCTUAM 3 BUKOPUCTAHHAM
KOnoHkoBoi xpoMaTorpadii (cunikarenesoi, EtOAc/neTponenHun egip), oTpUMyroun Ha3BaHy CNoOsyKy
(12,0r).

'H AMP (400 MI'u, CDCIs) & 1,30-1,54 (12H, m), 3,00-3,35 (2H, m), 3,70-4,55 (3H, m), 4,74-5,19
(1H, m), 7,08-7,25 (2H, m), 7,35-7,57 (7H, m).

E) eTtun 4-amiHo-2,2-gudptop-5-(2-ptop-[1,1'-6ideHin]-3-in)-3-rigpokcuneHTaHoaTy rigpoxmnopua

[o nepeMilwyBaHoro po3umHy etun 4-((Tpet-6yTokcmkapboHin)amiHo)-2,2-gudptop-5-(2-dTop-[1,1'-
BicpeHin]-3-in)-3-rigpokcuneHtaHoaty (39,0 r) B 1,4-giokcaHi (80 mn) gogasanun 4 M posunH HCI/1,4-
giokcaH (250 mn), Ta peakuinHy cymiw nepemiwysanu npu 15 °C npotarom 3 rog. Cymiw
KOHLIEHTPYBarnu nNpu 3HWKEHOMY TUCKY, OTPMMYIOUM Ha3BaHy cnonyky (34,0 r).

MC: [M+H]* 368, 1.

F) 3,3-gudTop-5-((2-pT10op-[1,1'-6icheHin]-3-in)meTnn)-4-rigpokcmniponiguH-2-oH

[o nepewmiwyBaHOro po3unHy etun 4-amiHo-2,2-audTop-5-(2-ptop-[1,1'-6iceHin]-3-in)-3-
rigpokcuneHTaHoarty rigpoxnopuay (66,0 r) B EtOH (850 mn) gogasanu DIPEA (66,0 r), Ta peakuininy
cymiw nepemiwyeanu npu 80 °C B atmocdepi asoty npotarom 0,5 roa. PeakuiiHy cymiw
KOHUEHTpYBanM nNpu 3HWKEHOMY TMCKY. 3anuwiok 4YMCTUM 3 BUKOPUCTAHHAM  KOFIOHKOBOI
xpomaTorpadii (cunikarenesoi, EtOAc/neTponeiHui eqip), oTpuMyoumn Ha3BaHy crnonyky (35,0 r).

MC: [M+H]*322,0.

G) 4,4-andpTop-2-((2-dpTop-[1,1'-bicbeHin]-3-in)meTun)niponignH-3-on

o nepemiyBaHoro PO3YNHY 3,3-andTop-5-((2-dpTop-[1,1'-6iceHin]-3-in)meTnn)-4-
rigpokcuniponignH-2-oxy (36,0 r) B TT® (400 mn) gogasanm 1 M posunH komnnekcy BHs-TIo/TTd
(336 mn) npu 15 °C, Ta peakuinHy cymiw nepemiwysanu npu 70 °C npotarom 16 rog. B aTmocdepi
asoTy. lNoTimM peakuinHy cymiw racunu no kpannam sogoto npu 0 °C, Ta noTim go Hboro gogasanv 1 M
rigpoxnopvaHy KucroTay, Ta nepemiwysanu npu 66 °C npotdarom 2 rog. PeakuinHy cymiw
peryntoBanu oo pH 8 HacMyeHMM BOAHMM PO34YMHOM HaTpito rigpokapboHaTy Ta ekcTparyBanun EtOAc.
O0G'egHaHMn opraHiYyHUI Wap NpoMMBanM BOAOK, CyWWNU Hag 6e3BoAHMM HaTpilo cynbdatom Ta
KOHLIEHTpYBarnu npu 3HWXEHOMY TUCKY, OTPUMYIOYM Ha3BaHy cnonyky (35,0 r).

MC: [M+H]* 308, 1.

H) rac-TpeT-6yTnn(2S,3S)-4,4-gudtop-2-((2-dTop-[1,1'-6icdeHin]-3-in)meTnn)-3-
rigpokcuniponianH-1-kapdokcunar

Ho 4,4-gndTop-2-((2-dTop-[1,1'-BicbeHin]-3-in)meTun)niponignH-3-ony (37,0 r) gogasanu TpeT-
byTokcukapboHin-tTpeT-6yTnnkapboHat (26,3 r) B TI® (300 mn), Ta cymiw nignyxHiosanu go pH 8
Hacn4YeHVM BOOHMM PO34YMHOM HaTpito rigpokapboHaTy, Ta peakuiiHy cymiw nepemiwysanu npun 15 °C
npotarom 2 rod. PeakuinHy cymiw BunmBanu y Bogy T1a ekctparysanu EtOAc. O6'egHaHuin opraHivyHui
lwap NpoMmBanyu HacU4YEeHUM COMbOBMM PO3YMHOM, CyLIMnM Hag 6e3BogHMM HaTpilo cynbdaTom Ta
KOHUEHTpYBanM nNpU 3HWKEHOMY TUCKY. 3anuwioK YUCTUAM 3  BUKOPUCTAHHAM  KOFIOHKOBOI
xpomatorpadii (cunikarenesoi, EtOAc/netponenHun edip), Ta NOTIM YMUCTUAU 3 BUKOPUCTAHHAM
npenapaTtusHoi BEPX (konoHka: C18, pyxoma dasza: CHsCN/Boga (ska mictute 10 MM amoHito
OikapboHaTy)), oTpUMyHUM Ha3BaHy crnonyky (9 r).

H AMP (400 MI'y, CDCls) © 1,48 (9H, c), 2,14-2,28 (1H, m), 2,78-3,00 (1H, m), 3,24-3,40 (1H, m),
3,69-4,00 (2H, m), 4,00-4,08 (1H, m), 4,14-4,20 (1H, ™), 7,13-7,24 (2H, m), 7,32-7,50 (4H, m), 7,52-
7,59 (2H, m).

1) rac-tpeT-6ytnn(2S,3S)-4,4-gudtop-2-((2-dprop-[1,1'-6icpeHin]-3-in)meTun)-3-
(((TpudpTopmeTrn)cynbdOHin)okcu)niponiamH-1-kapbokecnnat

[o nepemiwyBaHOro po3unHy rac-TpeT-6yTnn(2S,3S)-4,4-gudptop-2-((2-prop-[1,1'-6ideHin]-3-
in)metun)-3-rigpokcuniponignH-1-kapookcunaty (9,00 r) B guxnopmeTtaHi (150 mn) gogasanu nipugunH
(8,74 ), Ta NOTIM 0O HBLOrO NO KpannsiM AogasBany Po3ynH TpUdTopMeTaHCyNbOHOBOrO aHriapuay
(15,6 r) B amuxnopmetaHni (50 mn) npu -10 °C, Ta peakuiiHy cymiw nepemiwysanu npu -10 °C B
atMoccpepi asoty npotarom 1 roa. PeakuinHy cymiwl BunuBanuM y BoAy Ta eKcTparysanu
anxnopmMmeTtaHoMm. OO0'egHaHu opraHiyHui wap npomuBanun 5 % BOAHMM PO3YUHOM JIMMOHHOI
KACMOTM Ta HaCWMYEHUM CONbOBUM PO3YMHOM, Cywmnu Hag 0e3BogHUM HaTpitlo cynbdatom Ta
KOHLIEHTpYBarnu npu 3HWXEHOMY TUCKY, OTPUMYtOUM Ha3BaHy cnonyky (11,0 r).

H AMP (400 MI'y, CDCIs) © 1,51 (9H, c¢), 2,76-2,97 (1H, m), 3,34-3,52 (1H, m), 3,84-3,99 (2H, m),
4,32-4,51 (1H, m), 4,89-5,05 (1H, m), 7,10-7,25 (2H, m), 7,34-7,56 (6H, m).
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J) rac-tpeT-6yTun(2S,3R)-3-amiHo-4,4-gudpTop-2-((2-dpTop-[1,1'-6idheHin]-3-in)meTmun)niponignH-1-
kapbokcmnat

[o nepemiwyBaHOro po3umHy rac-TpeT-6yTnn(2S,3S)-4,4-audpTtop-2-((2-ptop-[1,1'-6icdeHin]-3-
in)metnn)-3-(((TpudTopmeTun)cynsdoHin)oken)niponignH-1-kapbokcunatry (11,0 r) B N,N-
anvetunauetamigi (450 mn) gogasanu HaTpito a3ug, (5,30 r), Ta peakuiiHy CyMill nepeMillyBanuy npu
130 °C npotsrom 3 rog. Cymiw posbasnsanu sogoto, Ta pH peryniosanun go 9-10 BogHUM poO34MHOM
HaTpito rigpokapboHaty Ta ekcTtparyBsanu EtOAc. O6'egHaHi opraHiuHi Wwapu npomMuBanu BOAOM,
cywunu Hag 6e3BogHMM HaTpito CynbdaTtomM Ta KOHLEHTPYBanu npu 3HWKEHOMY TUCKY, OTPUMYHOYM
rac-tpeT-6yTnn(2S,3R)-3-a3ngo-4,4-andtop-2-((2-dbTop-[1,1'-6ideHin]-3-in)meTnn)niponignH-1-
kapbokcunat (9,00 r). [Jo nepemiwyBaHOro posymnHy rac-tpeT-0ytnn(2S,3R)-3-a3ngo-4,4-andTop-2-
((2-dbTop-[1,1'-6idpeHin]-3-in)meTnn)niponigun-1-kapéokcunarty (1,00 r) B8 MeOH (30 mn) gogaeanu
10 % Pd Ha Byrinni (100 mr), Ta cymiw gerasyBanu npu 3HMWKEHOMY TUCKY Ta 6apboTyBany BogHEM
Aekinbka pasie Ta noTiM nepemiwysanu npu 25 °C B atMocdepi BoAaH (15 QyHT/KB.AOAM) NPOTArom
16 rog. PeakuinHy cymiw ginbTpyBanu 4vepes wwap Uenity, Ta BigdinbTpoOBaHUA KOPX NpomMuBanu
MeOH, Ta o6'eaHaHnii iNbTpaT KOHUEHTPYBaNu npu 3HWKEHOMY TUCKY, OTPUMYKOUYN CUPUIN NPOAYKT
ak 1w naprito. [Jo nepemiwyBaHoro po3yunHy rac-tpeT-6ytun(2S,3S)-4,4-gucdbtop-2-((2-cpTop-1,1'-
BiceHin]-3-in)metun)-3-(((TpudTopmeTnn)cynbdoHin)okem)niponignH-1-kapbokennaty (8,00 r) B
MeOH (200 mn) gogasanu 10 % Pd Ha Byrinni (800 mr), Ta cymiw gerasysBanu npu 3HWXEHOMY TUCKY,
Ta bapboTyBanu BogHeM Aekinbka pasis, Ta noTim nepemiwysanu npu 25 °C B atmocdepi BogHio (15
dyHT/kB.AOKMM) npoTaAroMm 3 rod. PeakuinHy cymiw  QinbTpyBanu 4epe3 wap Uenity, Ta
BiadinbTpoBaHMn kopx npommBanu MeOH. O6'egHaHuin dinbTpaT KOHLEHTPYBanu Mpu 3HWKEHOMY
TUCKY. 3anuLLOK Ta CUPUIA NPOAYKT 3 1w napTil YNCTUNKN 3 BUKOPUCTAHHAM KONOHKOBOI XpomaTtorpadii
(cvnikareneoi, EtOAc/neTponenHunii edip), oTpMMyouMn Ha3BaHy cnonyky (6,04 r).

H AMP (400 MI'u, AMCO-de) © 0,89-1,32 (9H, m), 1,86-2,01 (2H, m), 2,53-2,78 (1H, m), 2,94-3,13
(1H, m), 3,63-3,95 (3H, m), 4,11-4,36 (1H, m), 7,13-7,55 (8H, m).

K) TpeT-6yTun(2S,3R)-3-amiHo-4,4-audptop-2-((2-ptop-[1,1'-6icheHin]-3-in)meTun)niponigmH-1-
Kapbokcunat

OntnyHe posgineHHs rac-tpeT-6ytun(2S,3R)-3-amiHo-4,4-gudptop-2-((2-pTop-[1,1'-6idbeHin]-3-
in)metun)niponignH-1-kapbokeunaty (6,03 r) sgincHoBanu 3 BUKOPUCTaHHAM npenapatueHoi BEPX
(KonoHka: CHIRALPAK AD, pyxoma ¢a3sa: rekcaH/EtOH =900/100 (06./06.)), oTpumytoum HasBaHy
crnonyky (3,09 r) 3 meHwnm yacom yTpumaHHs (KonoHka: CHIRALPAK AD-H, enoiioBaHa CymillLLO
rekcaH/EtOH =900/100(06./06.)).

MC, sHangeHo: 351,1.

L) TpeT-6yTun(2S,3R)-4,4-gudtop-2-((2-dpTop-[1,1'-6ideHin]-3-in)meTnn)-3-
(meTuncynbgoHamigo)niponignH-1-kapbokcunat

MeTtaHcynbcoHoBUA aHrigpug (292 wmr) pogaBann [0 NepeMillyBaHOrO  PoO3YMHY TpeT-
oyTun(2S,3R)-3-amiHo-4,4-audptop-2-((2-ptop-[1,1'-6ideHin]-3-in)meTun)niponiamH-1-kapbokcmnaTy
(355 mr) Ta TEA (0,365 mn) B TT'® (8 mn) npu kimMHaTHIA Temnepatypi. Yepes 0,5 rog., peakuiiiHy
CYMiLll KOHLIEHTPYBanu npu 3HWKEHOMY TUCKY, Ta 3anuOK YMCTUAN 3 BMKOPUCTAHHAM KONOHKOBOI
xpomaTtorpadii (cunikarenesoi, entonoBaHoi cymiwwo EtOAc/rekcaH), OTpUMYyHOYM Ha3BaHy CMOMyKy
(427 wr).

MC, sHangeHo: 385,0.

M) N-((2S,3R)-4,4-gndTop-2-((2-dTOpP-[1,1'-6icheHin]-3-in)meTnn)niponignH-3-
in)MeTaHcynbdoHamigy rigpoxnopug

Cymiw 3 TpeT-0yTun(2S,3R)-4,4-andTop-2-((2-dpTop-[1,1'-6icheHin]-3-in)meTnn)-3-
(meTuncynbgoHamigo)niponignH-1-kapbokeunaty (427 mr) B 4 M posuuHi HCI/CPME (12 wmn)
nepemiwyBanM npu KiMHaATHIA TemnepaTypi npoTtsarom 2 rog. Teepdy pevyoBuHy 30uvpanu
iNbTPyBaHHAM, OTPUMYHOYM Ha3BaHy cnonyky (340 mr).

MC: [M+H]* 385,0.

N) N-[(2S,3R)-4,4-gudptop-2-[(2-dbTop[1,1'-6icheHin]-3-in)meTun]-1-(2-rigpokcn-2-
MEeTUANPONaHoiN)NiponianH-3-inJMetaHcynbgoHamig
Cymiw 3 N-((2S,3R)-4,4-gndTop-2-((2-dpTOpP-[1,1'-6idpeHin]-3-in)meTnn)niponignH-3-

in)metaHcynbgoHamigy rigpoxnopugy (45 mr) Ta DIPEA (0,092 mn) B TP (1,28 mn) nepemiwiysanu
npu kiMHaTHIN TemnepaTypi npotarom 30 xB. [Jo cycneHsii No kpannam gofaBanu anbga-aLeToKCi-
i306yTupunxnopug (0,0186 mn) npu 0 °C, Ta cymiw nepemiwyBany NpOTSroM HOYi MpuW Taki camin
TemnepaTtypi. o cymiwi pogasanu Bogy (0,855 mn) Ta 4M posuuH niTito rigpokemay (0,267 mn), Ta
CyMiLL nepeMillyBanu NpOoTAroM Houi Npu KiMHaTHIA TemnepaTypi. Cymill racunm Hacu4eHUM BOAHUM
pO34MHOM HaTpito rigpokapboHaTy Ta ekctparyBanu EtOAc. EkcTpakT npomuBanyn HacU4YeHUM
CONMbOBUM PO34YMHOM, CYLUMMM Hag MarHito cynbgaTomM Ta KOHLEHTpyBanu Mnpu 3HWKEHOMY TUCKY.
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3anuwoK 4McTMnM 3 BUMKOPUCTAHHAM KOMOHKOBOI xpomartorpadii (cunikarenesoi, EtOAc/rekcan),
OTPVMYIOUUN Ha3BaHy Cronyky (45 wmr).

1H AMP (400 MI'u, AMCO-ds) © 0,91-1,26 (6H, m), 2,62-2,72 (1H, m), 2,97-3,07 (4H, m), 4,09-4,44
(2H, m), 4,59-4,81 (1H, m), 4,82-5,02 (1H, m), 5,27 (1H, c), 7,07-7,17 (1H, m), 7,25-7,34 (2H, m), 7,34-
7,41 (1H, m), 7,42-7,49 (2H, m), 7,49-7,56 (2H, m), 8,09-8,19 (1H, m).

Mpuknag 5

N-[(2S,3R)-4,4-andpTtop-2-[(2-dbTop[1,1'-6ideHin]-3-in)meTnn]-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injeTaHcynbgoHamia

A) TpeT-6yTnn(2S,3R)-3-(eTuncynbdoHamigo)-4,4-andtop-2-((2-dpTop-[1,1'-6ideHin]-3-
in)MeTun)niponianH-1-kapbokcunat

EtaHncynbdoHinxnopmua (0,233 mn) pgopmaBanu o posdmHy TpeT-0yTmn(2S,3R)-3-amiHo-4,4-
androp-2-((2-ptop-[1,1'-6icdeHin]-3-in)meTnn)niponiguH-1-kapbokcmunaty (500 mr), TEA (0,514 mn) Ta
DMAP (75 wmr) B TI'® (5 mn) npu kiMHaTHin Temnepatypi. [licna Toro, dk npoTarom 2 rop.
nepemiwyBanu nNpu KiMHaTHIW TemnepaTtypi, peakuinHy CyMmill BWNMBanu y Body Ta ekcTparysanwu
EtOAc. OpraHiyHui Wwap npoMMBaNM HaCUYEHUM COSbOBMM PO3YMHOM, CYLUUNM HaA MarHito
cynbdaTtoM Ta KOHLEHTPYBamnu npu 3HMWKEHOMY TUCKY. 3anuLLKOBY OJit0 YNCTUNN 3 BMKOPUCTAHHSAM
KONMOHKOBOI xpomatorpadii (cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH), oTpumyoun
HasBaHy crnonyky (441 wmr).

MC, sHangeHo: 399,1.

B) N-((2S,3R)-4,4-gndTop-2-((2-dTOpP-[1,1'-6icheHin]-3-in)meTnn)niponignH-3-
in)eTaHcynbgoHamigy rigpoxnopug

Cymiw 3 T1peT-0yTMn(2S,3R)-3-(eTuncynbdoHamigo)-4,4-gucptop-2-((2-ptop-[1,1'-6idpeHin]-3-
in)metun)niponignH-1-kapookcunary (441 mr) Ta 4 M HCI/CPME (5 mn) nepemiwyBanu npy KiMHaTHIn
TemnepaTypi npotarom 2 rog. Cymill KOHLUEHTPyBanu Mpu 3HWKEHOMY TUCKY, OTPMMYIOYN Ha3BaHy
cnonyky (360 wr).

MC: [M+H]* 399,1.

C) N-[(2S,3R)-4,4-gncpTtop-2-[(2-dpTop[1,1'-6ideHin]-3-in)meTnn]-1-(2-rigpokcun-2-
MEeTUANPONaHoin)niponianH-3-injeTaHcynsoHamig
CymiLu 3 N-((2S,3R)-4,4-gndT1op-2-((2-bTOp-[1,1'-6idheHin]-3-in)meTnn)niponignH-3-

in)etaHcynbdoHamigy rigpoxnopuay (60 mr) Ta DIPEA (0,119 mn) B TI'® (1,66 mn) nepemiwysanu
npu KiMHaTHIN Temnepatypi npotarom 30 xB. [Jo cycneHsii no kpannsm gogasanu anbga-aLeToKCi-
i3obyTupunxnopug (0,024 mn) npu 0 °C, Ta cymiw nepemiyBanu NpOTSAroM Houi Mpu Takin camin
TemnepaTtypi. o cymiwi gogasanu sogy (1,10 mn) ta 4 M posunH niTito rigpokenay (0,345 mn), Ta
CyMiLLl nepeMillyBany NpOoTAroM Houi Npu KiMHaTHIA TemnepaTypi. CyMmill racunm Hacu4YeHUM BOAHUM
pO34YMHOM HaTpito rigpokapboHaTy Ta ekctparyBanmu EtOAc. EkcTpakT npomuBanu HacudeHum
COMbOBMM PO3YMHOM, CYLUUIMM Ha[ MarHito cyrnbgaTtoM Ta KOHLEHTpyBanu Mpu 3HMKEHOMY TUCKY.
3anvoK YnMCTUNM 3 BUKOPUCTAHHSAM KONOHKOBOI Xpomatorpadii (cunikarenesoi, entonoBaHoi
cymiwwo EtOAc/rekcaH), oTpumytodn HassaHy cnonyky (42,0 mr).

H AMP (400 MI'y, AMCO-ds) 6 0,95-1,36 (9H, m), 2,60-2,73 (1H, m), 2,99-3,15 (3H, m), 4,09-4,51
(2H, m), 4,58-4,98 (2H, m), 5,26 (1H, c), 7,07-7,18 (1H, m), 7,24-7,33 (2H, m), 7,34-7,42 (1H, m), 7,42-
7,56 (4H, m), 8,13 (1H, w c).

Mpuknag 7

N-[(2S,3R)-2-[(2,3-andTop[1,1'-6ideHin]-3-in)metun]-4,4-andpTop-1-(2-rigpokcun-2-
MeTunnponaHoin)niponiguH-3-injMetaHcynbgoHamig

A) TpeT-6yTUNn(3-(2,3'-audtop-[1,1'-6ideHin]-3-in)-1-(meTokcu(meTun)amiHo)-1-okconponaH-2-
in)kapbamat

WSC (63,7 Mn)  godasanu o CyMmiLLi 3 3-(3-6pom-2-cpropdpeHin)-2-((TpeT-
byTokcukapboHin)amiHo)nponaHoBoi kucnotu (105 r), N, O-gumeTtunrigpokcunamin rigpoxnopug (31,1
r), HOBt (43,1 r), TEA (48,5 mn) Ta AM® (580 mn) npu 0 °C. Micna Toro, sik npotsrom 15 roga.
nepemilysanu npu KiMHaTHIn TemnepaTypi, peakuinHy cymiw BUnuBanu B Hanis-HacM4YeHWin BOOHUN
po3uMH HaTpilo rigpokapboHaTy Ta nepemiwyBanu npu KiMHaTHIM TemnepaTypi npotsrom 20 xB.,
OTPMMYIOHYM KpucCTanu, ki 30vpanu QiNnbTpyBaHHAM Ta MpPOMMBaNM MOCMIAOBHO BOAOW, 2-
nponaHornom Ta IPE. Cymiw 3 oTpumMaHoi TBepaoi pevoBuHu, (3-dpTtopdeHin)bopoHoBoi kncnotu (48,7
r), XPhos Pd G3 (2,45 r), 2 M BogHoro posuuHy kanito docdaty (435 mn) ta TIrd (537 mn)
nepemiwysanu npu 70 °C npotarom 1 rog. B atMocdepi aproHy. PeakuiiHy cymilw BunnBanu B Hanis-
Hacu4eHWn BOOHMI PO34YMH HaTpito rigpokapboHaTy Ta ekctparyBanu EtOAc. OpraHidHun wap
npoMuBany BOAOK Ta HACUYEHWM COMNbOBUM PO3YMHOM, CYLUUAW HaL MarHito cynbgatom,
nponyckanu Yepe3 NH cunikarenesuii wap (entornosarHnii EtOAC) Ta KOHLEHTpyBanu npu 3HWKeHOMY
TUCKY, OTPMMYKOYM KpUCTanu, siki 3dvpann insTpyBaHHsaM Ta npomuBanu IPE, oTpumMytoun Ha3BaHy
cnonyky (92,8 r).
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MC, sHanpgeHo: 321,0.

B) TpeT-6yTun{3-(2,3'-andTop[1,1'-6icdeHin]-3-in)-1-[meTokcn(MmeTmn)amiHo]-1-okconponaH-2-
in}[(4-meTokcndeHin)metunlkapbamat
Jo nepemillyBaHoi cycneHsii TpeT-6yTun(3-(2,3'-gudTop-[1,1'-6ideHin]-3-in)-1-

(meTokcun(meTun)amiHo)-1-okconponan-2-in)kapbamary (77,0 r) 8 AM® (366 mn) gopasanu NaH
(60 % B onii) (9,52 r) npu 0 °C. lMicna Toro, sk npotsarom 10 xB. nepemiwlyBanu nNpu KiMHaTHIN
TemnepaTypi, 4O HbOro Aodasanu anbga-xnop-4-metokcutonyon (49,7 mn) Ta TeTpabyTunamoHito
nogug (6,76 r) npu 0 °C. Yepes 1,5 roa. npu KiMHaTHIA TeMmnepaTypi, peakuifiHy CyMill BUIMBanu B
nepemiwyBaHy cymiw 3 EtOAc Tta 5 % BogHoro posunHy KHSOs npu 0 °C, Ta opraHiyHui wap
BigokpemnoBanu. OpraHiyHuA Wwap MNpOMUBaNM HAaCUYEHUM COSIbOBUM PO3YMHOM, CYLUWAM Hag
HaTpilo cynbdatoM, iNbTpyBanu Ta KOHUEHTPYBanu Mpu 3HWKEHOMY TUCKY. 3anuvLoK YuCTuMin 3
BMKOPUCTaAHHAM KOJTOHKOBOI XpomaTtorpadii (cunikareneBoi, entonoBaHoi cymiwwio EtOAc/rekcaH),
OTPUMYHOUM Ha3BaHy crnonyky (83 r).

MC, 3HanpeHo: 441,2.

C) TpeT-6yTUn[1-(2,3'-andTop[1,1'-6icdpeHin]-3-in)-3-okconponaH-2-in][(4-
MeTokcudeHin)metunlkapbamar

Jlitio amowmorigpna (0,983 r) gopaBann OO0 nepemilyBaHOro po3ynHy TpeT-6yTun{3-(2,3'-
andTop[1,1'-6ideHin]-3-in)-1-[MmeTokcm(meTunn)amiHo]- 1-okconponaH-2-in}[(4-
meTokcudeHin)metunlkapbamary (10 r) B EtzO (83 mn) npu -78 °C. Cymiw Harpisanu ax go 0 °C.
Yepes 0,5 roa., peakuiiHy cymiw racunu EtOAc (3,61 mn), nigTpymytoum TemnepaTtypy peakuinHoi
cymiwi Hmwkye 10 °C, Ta go cymiwi gogaBany po3ynH kanito Bicynbdaty (6,30 r) y Bogi (83 mn).
Cymiw ekctparyBanm Et20. OpraHiyHuni wap BigokpemnioBanu, nNpoMyBany BOAOK Ta CyMiw 3
HaCMYEHOro COMIbOBOIO PO34MHY Ta BOOHOIO PO34MHY HaTpilo rigpokapOboHaTty, Ta nponyckanu yepes
cunikarenesun wap (entorioBaHun cymiwiwio EtOAc/rekcaH), oTpyMytoumn HassaHy cnonyky (8,43 r).

MC, sHangeHo: 426,0.

D) etun 4-{(tpeT-6yToKcuKkapBoHin)[(4-meTokcndeHin)metunlamiHo}-2,4,5-tpugesokcn-5-(2,3'-
andTop[1,1'-6ideHin]-3-in)-2,2-gudTopneHToHaT

Xnoptpumetuncunad (0,305 mn) gogasanu 4o nepemillyBaHoi CycneHsii uuHky (2,75r1) B TT® (24
M) Npuy KiMHaTHIN TemnepaTypi. Yepes 10 xB., 40 cyMiwi gogasanu etun 2-6pom-2,2-gudpTopaverar
(3,08 mn) Ha BoAsHIM OXxOno4XKyroYin BaHi, NiATPUMYOYM TemnepaTypy peakuiiHoi cymiwi Huk4ve 40
°C. Yepes 10 xB., 4o cymiwi pogasanu po3yuH TpeT-6yTnn[1-(2,3-andTop[l,1'-6ideHin]-3-in)-3-
okconponaH-2-in][(4-meTokcudpeHnin)metunlkapbamaty (5,78 r) B TId (6 mn) npu KiMHaTHIA
TemnepaTypi. Yepes 1,5 roa., peakuinHy cymiw Bunusanu B nepemiwysaHy cymiw 3 10 % BogHoro
po3umHy KHSO4 (60 mn) 1a EtOAc (120 mn). OpraHiyHui Wwap BigokpemntoBanu, npomMuBanu
HaCM4YeHVM CONbOBUM PO3YMHOM, CYLUUMW Had HaTpilo cynbdaTom, dinbTpyBanu, Ta KOHLUEHTpyBanu
npu  3HWKEHOMY TWUCKY. 3anuliOK YUCTUIM 3 BUKOPUCTAHHAM KOMOHKOBOI  Xpomatorpadii
(cvnikareneBoi, enoroBaHoi cymiwwio EtOAc/rekcaH), oTpuMyoumn Ha3BaHy cnonyky (6,71 r).

MC, sHangeHo: 550,1

E) 5-[(2,3"-gudpTop[1,1'-6icpenin]-3-in)meTnn]-3,3-gndTop-4-rigpokcn-1-[(4-
MEeTOKCMEeHiNn)MeTUn]niponiamH-2-oH

4 M HCI/ICPME (30,1 wmn) pogasanm p[o posdnHy eTtun 4-{(TpeT-byTokcukapboHin)[(4-
MeTokcudeHin)meTnnlamino}-2,4,5-Tpuagesokcu-5-(2,3'-gndtop[1,1'-6ideHin]-3-in)-2,2-
andpropneHtoHaty (7,28 r) B EtOH (3,8 mn) npu «kimHaTHin TemnepaTtypi. [licna Toro, 4K
nepemillysanu nNpu KiMHaTHIn TemnepaTtypi npotsaroMm 1 rofd., peakuiHy Cymill KOHLEeHTpyBanu npu
3HWXKEHOMY TUCKY. 3anuiukoBy onito po3umHanu B EtOH (38 mn), Ta oo Heoro gopasanu DIPEA (6,28
M) npu KiMHaTHIn Temnepatypi. lNicna Toro, gk npotarom 0,5 roa. nepemiwysann npu 80 °C,
peakuinHy CyMill KOHLEHTpyBanu npu 3HWXEHOMY TUCKY. 3anuok BuAvMBanu y Bogdy, Ta CyMill
ekctparyBanu EtOAc. OpraHiyHui wap KOHUEHTPYBanu Npu 3HWKEHOMY TUCKY, Ta 3armLIOoK YUCTUNN 3
BMKOPUCTaHHSM KOJTOHKOBOI XpomaTtorpadii (cunikarenesoi, enorioBaHoi cymiwwo EtOAc/rekcaH),
OTPUMYHUMN Ha3BaHy crnonyky (5,00 r).

MC: [M+H]* 460,2.

F) 5-[(2,3"-audpTop[1,1'-6idpeHin]-3-in)meTtnn]-3,3-audtop-4-rigpokcuniponignH-2-oH

LlepieBun amonito HiTpaT (14,0 1) y Boai (15,9 mn) gogaBanu o posuunHy 5-[(2,3-audTop[1,1'-
OideHin]-3-in)meTtun]-3,3-andTop-4-rigpokcu-1-[(4-meTokcudpeHin)metun]niponigmH-2-ody (5,85 r) B
CHs3CN (47,7 mn) npu kiMHaTHIW Temnepatypi. Cymill nepemillyBanu npu KiMHaTHIA Temnepatypi
npotaroM 2 rog. Cymiw HenTpanisyBanu Hacu4yeHMM BOAHMM PO34YMHOM HaTpito rigpokapboHaTty Ta
po3baensanu EtOAc. Hepo3unHHMIN MaTepian Bugansanu ginbTpyBaHHAM, Ta (inbTpaT ekcTparysanu
EtOAc. OpraHiyHui Wap BigokpeMmmnoBanu, NpoOMMBaNM HaCUYEeHUM CONbOBUM PO3UYMHOM, CYLLUAU
Hag MarHito cynbaTomM Ta KOHLUEHTPYBanu MpuU 3HMKEHOMY TMCKY. 3anuwok 4uctmnm 3
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BMKOPUCTAHHAM KOJTOHKOBOI XpomaTtorpadii (cunikareneBoi, entonosaHoi cymiwwio EtOAc/rekcaH),
OTpUMYyOYM HaseaHy crnonyky (3,80 r).

MC: [M-H]- 338,2.

G) TpeT-6yTun2-[(2,3'-andTop[1,1'-6icpenin]-3-in)meTtnn]-4,4-gudptop-3-rigpokcuniponigmH-1-
kapbokcmnat

0,9 M Komnnekc 6opan-TI® (37,3 mn) gogasanu no kpannsMm o po3unHy 5-[(2,3'-andTtop[1,1'-
BicbeHin]-3-in)metun]-3,3-andTop-4-rigpokcuniponianH-2-oxy (3,80 r) B TI® (37,3 Mn) npu KiMHaTHIN
Temnepatypi. Nicna Toro, sik npotarom 3 rog. nepemiwysanu npu 60 °C, peakuiiHy cymiw racunm
wnaxom gopaBaHHst no kpannsim Bogu npu 0 °C. Cymiw nepemiwyBanu npu KiMHaTHIA TeMnepaTypi
npotsirom 10 XB. Ta KOHUEHTPYBanu Npu 3HMWKEHOMY TUCKY. 3anuwok posbasnsanu EtOH (25 mn) Tta 1
M rigpoxnopugHoto kucnototo (125 mn), Ta cymiw nepemiwyBanu npu 60 °C npotarom 1 rog.
PeakuinHy cymiw BunMBanM OOEPEXHO Y KPWKaHUA HaCUYEeHUM BOAHWUA PO3YMH  HATPIlO
rinpokapboHaty (250 mn) Ta ekctparyBanu EtOAc. OpraHidyHMi Wwap npomMmBanyM BOAOK Ta
HaCWM4YeHWM COMbOBMM PO3YMHOM, CYLIMAW Had MarHilo cynbdaTtoM Ta KOHUEHTpyBanu npwu
3HWKEHOMY TUCKY. 3anuwok 3miwysanu 3 HaTtpito rigpokapborHatom (0,941 r), TId (28,0 mn) Ta
Bogot (28,0 mn), Ta go cymiwi gogasanu Boc20O (2,83 mn) npu kiMHaTHIiM Temnepatypi. Cymiw
nepemiwyBanu npv KiMHaTHIN TemnepaTypi B atMocdepi a3oTy npoTtdrom 3 roa. Cymiw BunmBanm y
BOAy Mpwu KiMHaTHIN TemnepaTtypi Ta ekcTtparyBanu EtOAc. OpraHiyHuin wap Bigokpemniosanu,
NpOMMBanM HacU4EeHUM CONbOBMM PO3YMHOM, CYLUMNW HaA MarHito cynbaTom Ta KOHUEHTpyBamnu
Nnpu 3HWKEHOMY TUCKY. 3anuLLIKOBY Oflit0 YMCTMIIM 3 BUKOPUCTAHHSAM KOJIOHKOBOI XpomaTorpadii
(cvnikareneBoi, entooBaHoi cymiwwio EtOAc/rekcaH), oTpuMytoumn Ha3BaHy cnonyky (4,00 r).

MC, sHangeHo: 326,2.

H) rac-TpeT-0yTnn(2S,3S)-2-[(2,3-andTop[1,1'-6ideHin]-3-in)metun]-4,4-andpTop-3-
[(TpudpTopmeTaHcynbgoHin)okcu]niponignH-1-kapbokcunat

TpudTopmeTaHcynbdoHoBui aHrigpng (3,16 mn) gogaBanuM A0 po3yvHy TpeT-6ytun2-[(2,3'-
andTop[1,1'-6ideHin]-3-in)metun]-4,4-andTop-3-rigpokcuniponiamH-1-kapbokcunaty (4,0 r) Ta
nipnanny (3,80 mn) B Et20 (47,0 mn) npu 0 °C. MNicns Toro, sk npotarom 20 roa. nepemiwysany npu
KIMHaTHIA TemnepaTypi, CyMmill racunu BOLOI MNPV KiMHATHIM Temnepatypi Ta ekctparyBanm EtOAc.
OpraHiyHni Wwap BigoKpemnoBanu, NpoMMBanyM HaCMYEHUM COSbOBUM PO3YMHOM, CYLLIMNN Hag
MarHito CcynbdaTtomM Ta KOHUEHTpyBanmu Mpu 3HWXEHOMY Tucky. OpraHiyHum wap uuctunm 3
BMKOPUCTaHHSIM KOJTOHKOBOI XpomaTtorpadii (cunikarenesoi, enorioBaHoi cymiwwo EtOAc/rekcaH),
OTPMMYIOYK Ha3BaHy cnonyky (3,22 r).

H AMP (400 MI'y, CDCIs) © 1,50 (9H, c), 2,74-2,99 (1H, m), 3,33-3,51 (1H, m), 3,72-4,02 (2H, m),
4,33-4,49 (1H, m), 4,86-5,02 (1H, m), 7,03-7,13 (1H, m), 7,17-7,32 (4H, m), 7,33-7,47 (2H, m).

1) rac-TpeT-6yTnn(2S,3R)-3-a3ngo-2-[(2,3"-gnudtop[1,1'-6icbeHin]-3-in)meTtunl-4,4-
andtopniponignH-1-kapbokcunaT

TeTtpa-H-byTunamonito asug (24,9 r) gopgaBanm OO pPO34mHy rac-tpeT-6yTtun(2S,3S)-2-[(2,3'-
andTop[1,1'-6ideHin]-3-in)metun]-4,4-andpTop-3-[(TpudTopmeTaHcynboHin)okeum]niponiguH-1-
kapbokcunaty (24,4 r) B CH3CN (292 mn) npu kimHaTHIn TemnepaTypi. [icnsa Toro, gk npotarom 1 roa.
nepemiwysanu npu 80 °C, peakuinHy Cymill BUNUBanu y KpwxkaHy Bogy Ta ekctparyBanu EtOAc.
OpraHiyHni Wwap npommBanu BOOOK Ta HACUMYEHUM COMbOBMM PO3YMHOM, CYLUMAWM HaA MarHito
cynbaTtoM Ta KOHLEHTPYBanu npu 3HMKEHOMY TUCKY. 3anuLLKOBY OJlil0 YUCTUNN 3 BUKOPUCTAHHAM
KOMnoHkoBoI xpomatorpadii (cunikarenesol, enwonosaHoi cymiwwo EtOAc/rekcaH), OTpuMyum
HasBaHy crnonyky (19,5 r).

MC, sHangeHo: 351,0.

J) rac-TpeT-6yTnn(2S,3R)-3-amiHo-2-[(2,3'-andTop[1,1'-6icpeHin]-3-in)meTtnn]-4,4-
andTopniponignH-1-kapbokcunaT
Po3unH rac-tpeT-6yTun(2S,3R)-3-asngo-2-[(2,3'-andTop[1,1'-6ideHin]-3-in)meTtun]-4,4-

andTopniponignH-1-kapbokcunaTty (19,5 r) B MeOH (433 mn) rigporeHidyBanu B npucyTHocTi 20 %
Pd(OH)2 Ha Byrinni (50 %Bonor.) (1,95 r) npu KiMHaTHIn TemnepaTypi Mpu 3BMYAWHOMY TUCKY
npotarom 1 rog. licna BMaaneHHA kaTanisatopa inbTpyBaHHAM, inbTpaT KOHUEHTpyBanu npwu
3HWKEHOMY TUCKY. 3anuiKOBY OJlil0 YUCTUNN 3 BUKOPUCTAHHSIM KOJOHKOBOI Xpomartorpadii
(cunikarenesoi, enooBaHoi cyMmiwwio EtOAc/rekcaH), oTpuMyro4M Ha3BaHy cnonyky (16,5 r).

MC, sHangeHo: 369,0.

K) TpeT-6yTnn(2S,3R)-3-amiHo-2-[(2,3'-gudptop[1,1'-6idbeHin]-3-in)meTtnn]-4,4-gudpTopniponignH-1-
kapbokcmnat

OnTnyHe po3gineHHs rac-tpet-6yTun(2S,3R)-3-amiHo-2-[(2,3'-andTop[1,1'-6ideHin]-3-in)metun]-
4,4-pndpTopniponignH-1-kapbokcunaty (16,5 r) 3gincHioBanu 3 BUKOPUCTaHHAM npenapaTuBHoi BEPX
(KonoHka: CHIRALPAK AD, pyxoma dasa: rekcaH/EtOH/gieTnnamiH=900/100/1(06./06./06.)),
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OTPUMYHOUMN Ha3BaHy cnonyky (7,32 r) 3 meHwum 4vacom ytpumanHs (KonoHka: CHIRALPAK AD-H,
pyxoma cpasa: rekcaH/EtOH/gieTunamiH=900/100/1(06./06./06.)).

MC, sHangeHo: 369,1.

L) TpeT-6yTnNn(2S,3R)-2-[(2,3-andtop[1,1'-6ideHin]-3-in)metnn]-4,4-andpTop-3-
[(meTaHcynboHiIn)amiHo]niponigmH-1-kapbokecunat

MeTtaHcynbcoHoBu  aHrigpug (185 wmr) pgopaBanu [0 nepemillyBaHOl  Cymiwli 3 TpeT-
oytnn(2S,3R)-3-amiHo-2-[(2,3'-audTop[1,1'-6idbeHin]-3-in)metnn]-4,4-andTopniponianH-1-
kapbokcmnaty (300 mr) Ta TEA (0,296 mn) B TI'® (5 mn) npu KiMHaTHIA TemnepaTypi, Ta cymiwl
nepemiwyBann npoTaAroMm Houi. PeakuinHy cymiw ©6e3nocepegHbO YUCTUNUM 3 BUKOPUCTAHHSAM
KONOHKOBOI xpomaTtorpadii (cunikarenepoi, enwonoBaHoi cymiwwio EtOAc/rekcaH), OTpuMyoYm
Ha3BaHy crnonyky (309 mr).

MC: [M-H] 501,1.

M) N-{(2S,3R)-2-[(2,3"-anudpTop[1,1'-6ideHin]-3-in)meTnn]-4,4-gudTopniponignH-3-
injMeTaHcynbdoHamigy rigpoxnopug
CymiLu 3 TpeT-6yTnNn(2S,3R)-2-[(2,3-andtop[1,1'-6ideHin]-3-in)metnn]-4,4-andpTop-3-

[(meTaHcynbdoHiIn)amiHolniponiguH-1-kapbokcunaty (309 wmr) ta 4 M HCIEtOAc (3 wmn)
nepemiwysanu npu KiMHaTHIN Temnepatypi npotarom 1 rog. Cymiw posbasnsanu EtOAc. OTpumaHy B
pes3ynbTaTi TBepAy peyoBuHy 36mpanu inbTpyBaHHAM, OTPMMYOUN Ha3BaHy cnonyky (230 wmr).

MC: [M-H]- 401,0.

N) N-[(2S,3R)-2-[(2,3'-andTop[1,1'-BicbeHin]-3-in)metnn]-4,4-andTop-1-(2-rigpokcun-2-
MEeTUNPONaHoin)MiponianH-3-injMetaHcynbgoHamig

CymiL 3 N-{(2S,3R)-2-[(2,3"-gnudTop[1,1'-6icbeHin]-3-in)meTnn]-4,4-gudbTopniponignH-3-
in}metaHcynbgoHamigy rigpoxnopugy (40 mr) Ta DIPEA (0,079 mn) B TI'® (1,09 mn) nepemiwysanu
npu KimHaTHIM TemnepaTypi npotarom 30 xB. [Jo cycneHsii no Kpannsm godaBanu anba-aueTokcu-
i306yTupunxnopug (0,159 mn) npu 0 °C, Ta cymiw nepemiwyBanu npoTAroM HOYi NpW Takih camin
Temnepatypi. o cymiwi gogasanu sogy (0,729 mn) ta 4 M BogHui po3uunH niTito rigpokengy (0,228
MIT), Ta CyMmilW nepemillyBany NPOTAroM HOYi Npu KiMHaTHIN TemnepaTypi. CyMmill racunm HacMyeHuUm
BOAHMM PO34YMHOM HaTpito rigpokapboHaTty Ta ekctparyBanu EtOAc. EkcTpakT npoMmBany Hacu4eHnm
COMbOBUM PO3YMHOM, CYLUMIAM Hag MarHito cynbaTtom Ta KOHUEHTPYBanu npu 3HWXKEHOMY TUCKY.
3anvwoK 4ncTUnM 3 BUKOPUCTAHHSAM KOMOHKOBOI Xpomatorpadii (cunikarenesoi, entonoBaHoi
cymiwwo EtOAc/rekcaH), oTpumyroum HasBaHy crnonyky (41 mr).

'H AMP (400 MI'u, AMCO-ds) 6 0,95-1,34 (6H, m), 2,61-2,75 (1H, m), 2,96-3,10 (4H, m), 4,10-4,47
(2H, m), 4,60-4,81 (1H, m), 4,84-5,01 (1H, m), 5,28 (1H, c), 7,08-7,18 (1H, m), 7,20-7,28 (1H, m), 7,31-
7,41 (4H, m), 7,47-7,56 (1H, m), 8,14 (1H, w c).

Mpuknag 8

N-[(2S,3R)-2-[(2,3-andTop[1,1'-6ideHin]-3-in)metun]-4,4-andpTop-1-(2-rigpokcun-2-
MEeTUANPONaHoin)niponianH-3-injeTaHcynehoHamig

Oo cymiwi 3 N-((2S,3R)-2-((2,3"-gudptop-[1,1'-6icbeHin]-3-in)meTtun)-4,4-gudptopniponignH-3-
in)etaHcynbdoHamigy rigpoxnopugy (57 mr) ta DIPEA (81 mr) B TT® (2 mn) gogasanu 1-xnop-2-
meTun-1-okconponaH-2-inauetat (31,1 mr) npu kimHaTHIn TemnepaTtypi. Cymiw nepemiwysanu npu
KiMHaTHI Temnepatypi npotarom 1 rod. Ao cymiwi gogasanu sogy (1 mn) Ta 4 M BOgHWIA PO34YMH
niTito rigpokenay (0,314 mn) npu KiMHaTHIN TemnepaTypi. Cymiw nepemiwlysanu npu KiMHaTHiA
Temnepartypi npotarom 1 roA. llicna azeoTponHOro BMNapoBYBaHHS TOMYONOM, 3afMLLOK YUCTUAM 3
BMKOPUCTaHHAM KOJTOHKOBOI xpomaTtorpadil (cunikarenesoi, entonosaHol cymiwo EtOAc/rekcaH),
OTPUMYOUKN Ha3BaHy crnonyky (17,0 mr).

'H AMP (300 MI'y, AMCO-ds) 6 0,87-1,43 (9H, m), 2,60-2,77 (1H, m), 2,97-3,17 (3H, m), 4,07-5,01
(3H, m), 5,27 (1H, c), 7,03-7,62 (8H, m), 8,14 (1H, w c).

Mpuknag 13

N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6ideHin]-3-in)meTnn]-4,4-andTop-1-(1-rigpokcmumknobytaH-1-
kapboHin)niponignH-3-injmeTaHcynedoHamig

o pPO34nHYy N-{(2S,3R)-2-[(2,3"-andTop[1,1'-6icheHin]-3-in)meTnn]-4,4-gudbTopniponignH-3-
in}metaHcynbdoHamigy rigpoxnopugy (29 wmr), DIPEA (42,7 wmr) Ta l-rigpokcnumknobyraH-1-
kapboHoBoi kucnotu (9,21 mr) B TI® (4 mn) gogasann HATU (37,7 mr) npu KiMHaTHIA Temneparypi.
Cymiw nepemiwyBanu npu kiMHaTHIM TemnepaTypi npotarom 15 rog. Cymiw racunm HacuyeHuwm
BOOHMM  pO34YMHOM HaTpito rigpokapboHaty Ta ekctparyBanu EtOAc. OpraHiyHmin  wap
BigokpemnioBanu, NPoOMUBaNM HaCWYEHUM COMbOBUM pPO3YMHOM (5 M), CyWwWnM Hag MarHio
cynbaTtoM Ta KOHLEHTpYBanmu Mpu 3HWKEHOMY TWUCKY. 3arnuwoK YUCTUNW 3 BUKOPUCTaHHSM
KOMNoHKoBOI xpomatorpadii (cunikarenesol, enwonoBaHoi cyMmiwwo EtOAc/rekcaH), OTpuMyoum
HasBaHy cnonyky (29,0 mr).
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H AMP (300 MI'y, AMCO-ds) 6 1,02-1,17 (1H, m), 1,44-1,66 (1H, m), 1,79-2,04 (2H, m), 2,16-2,42
(2H, m), 2,65-2,84 (1H, m), 2,95-3,10 (4H, m), 3,91-4,11 (1H, m), 4,25-4,53 (2H, m), 4,82-4,96 (1H, m),
5,95 (1H, c), 7,09-7,42 (6H, m), 7,45-7,59 (1H, m), 8,19 (1H, w c).

Mpuknapg 21

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTan-1-kapboHin)-4,4-ancTop-2-[(3'-dTop[1,1'-6icbeHin]-3-
in)meTunjniponianH-3-in}metaHcynbgoHamig

A) TpeT-6yTnn(S)-(3-(3-xnopdeHin)-1-(MeTokcu(mMeTunn)amiHo)-1-okconponaH-2-in)kapbamat

Ho cymiwi 3 (S)-2-((TpeT-6yToKcmkapboHin)amiHo)-3-(3-xnopdeHin)nponaHoBoi kucnotn (25,3 r),
DIPEA (27,3 1) Ta HATU (353 r) B TI® (250 mn) pomaeanu N, O-gumeTtunrigpokcunamiHy
rigpoxnopug (12,4 r) npu KimHaTHIN Temnepatypi. Cymiw nepemilyBany npu KiMHaTHIN Temnepatypi
npotsirom 15 rog. Cymiw posbaesnsnu EtOAc (250 mn). CyMilw racunu HacM4eHNmM BOOHUM PO3YMHOM
HaTpito rigpokapboHaTty (200 mn) npu kiMHaTHIn TemnepaTtypi. OpraHiyHMI LWap BigOKpemIiloBanu,
NPOMUBaNM HaCUYEHUM CONbOBMM po3dunHom (100 M), cywunu Hag MarHito cynbgaTom Ta
KOHLIEHTpYBanu npu 3HWKEHOMY TUCKY. 3anuwiok YUCTUNU 3  BUKOPUCTAHHAM  KONOHKOBOI
xpomaTtorpadii (cunikarenesoi, enonoBaHoi cymiwwo EtOAc/rekcaH), OTpUMYHOYM Ha3BaHy CrOmMyKy

(28,51).
MC, sHangeHo: 243,0.
B) TpeT-6yTun(S)-(3-(3-xnopdeHin)-1-(MeTokcu(meTu)amiHo)-1-okconponaH-2-in)(4-

MeTokcubeHsun)kapbamat

HOo cymiwi 3  TpeT-6yTUN(S)-(3-(3-xnopdeHin)-1-(meTokcu(meTun)amiHo)-1-okconponaH-2-
in)kapbamary (13,7 r) 8 AM® (80 mn) gogasanu HaTpito rigpug (2,08 r) npn 0 °C. lMicna Toro, sk
npotaroMm 10 xB. nepeMiwyBany npu KiMHaTHI TeMnepaTypi, 40 HbOro AgofdaBanu 1-(xnopmeTtun)-4-
mMeTokcmbeHson (12,5 r) Ta TeTpabytunamodito noamg (1,48 r) npm 0 °C. [Micna Toro, sk npoTsarom 1,5
rof. nepemiwysanu npu KiMHaTHIN TemnepaTypi, peakuiHy Cymill BUNMBanu B nepemilyBaHy CyMiLll
3 EtOAc (200 mn) Ta 5 % BogHoro po3unHy KHSO4 (100 mn) npm O °C, Ta opraHiyHuMi Lwap
BigokpemnioBanu. OpraHiyHMi Wwap npomMmsanyu BOAOK Ta HACUYEHUM COMNbOBMM PO3YMHOM, CYLUUMN
Hag MarHito cynbdatoM, QinbTpyBanu Ta KOHUEHTPYBaNM Npu 3HMKEHOMY TUCKY. 3anuLwoK YACTUMK 3
BMKOPUCTaHHAM KOJTOHKOBOI XxpomaTtorpadii (cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcan),
OTPUMYHOYM Ha3BaHy crnonyky (18,3 r).

MC: [M+H]* 463,1.

C) TpeT-6yTnn[(2S)-1-(3-xnopdeHin)-3-okconponan-2-in][(4-meTokcudeHin)metunlkapbamat

Jlitio anmomo(lll) rigpua (2,10 r) gogaBanu 4O nepemilyBaHOro po3unHy TpeT-0yTun(S)-(3-(3-
xnopdeHin)-1-(meTokcn(MmeTun)amiHo)-1-okconponaH-2-in)(4-metokcnbeHaun)kapbamaty (18,3 r) B
Et2O (150 mn) npwu -78 °C. Cymiw Harpisanu ax o 0 °C. Yepes 0,5 roa., peakuinHy cymil racunm
EtOAc (6,97 r) Ta po3unHoM Kanito rigpocynbdarty (13,5 r) y soai (150 mn). Ta notim gogasanu EtOAc
Ta Bogy. OpraHiyHui LWap BigokpemnoBanu, npoMmBany BOAOK Ta CYMILIWIO 3 HaCUYEeHOro
COMbOBOr0 PO34YMHY Ta BOOHOrO PO34YMHY HATpito rigpokapboHaTy, Cylmnu Hag MarHito cynbcaTtom,
QinbTpyBanu Ta KOHUEHTPYBanM MNpu 3HWKEHOMY TUCKY. 3anuwoK YUCTUNN 3 BUKOPUCTaHHAM
KONMOHKOBOI xpomaTtorpadii (cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH), oOTpumMyo4m
Ha3BaHy crnonyky (12,8 r).

MC: [M-H] 402,1.

D) etun (4S)-4-((TpeT-0yTOKCUKAPOOHIN)(4-MeToKCMOEH3MIT)aMiHO)-5-(3-xnopdeHin)-2,2-andTop-
3-rigpokcuneHTaHoaTt

[o nepewmiwyBaHoi cymii 3 unHky (0,456 r) B TT® (6 mn) gogasanu xnopTtpumeTtuncunad (0,051
r) Npu KiMHaTHi TemnepaTtypi. Yepes 5 xB., eTun 2-6pom-2,2-audrtopauetat (0,945 r) gpogasanu oo
CyMiLLi Ha BOASHIA oxonomxytodin 6aHi. Yepes 10 xB., 4O CyMilwi gogaBanu po3ynH TpeT-0yTun[(2S)-
1-(3-xnopdeHin)-3-okconponaH-2-in][(4-meTokcudpeHin)metnnlkapbamaty (0,94 r) B TIP (2 mn) npu
KiMHaTHIn TemnepaTtypi. Cymiw nepemiwyBanu npu KiMHaTHIW TemnepaTypi B atmocdepi asoTy
npotdarom 2 rod. PeakuinHy cymiw BunvMBanu B nepemiwyBaHy cymiw 3 10 % BOAHOIO pPO34MHY
nMoHHoI kncnotu T1a EtOAc. OpraHiyHui wap BigoKpemnoBanv, NpoM1MBani HaCU4EHNM COMNbOBUM
PO34YMHOM, CYLUUNWN HaA MarHito cynbdaTom, inbTpyBanu, Ta KOHUEHTPYBanu npu 3HWKeHOMY TUCKY.
3anvWwoK YncTunM 3 BUKOPUCTAHHAM KOJOHKOBOI Xpomatorpadii (cunikareneBoi, entonoBaHol
cymiwwo EtOAc/rekcaH), oTpumytodn HassaHy cnonyky (1,11 r).

MC, sHangeHo:472,1.

E) etun (4S)-5-(3-xnopdeHin)-2,2-agudptop-3-rigpokcu-4-((4-meTokcmbeHs3unn)amiHo)neHTaHoaTy
rigpoxnopug

Ho cymiwi 3 etun (4S)-4-((TpeT-0yTOKCUKAPOOHIN)(4-MeToKCMBEH3MM)amiHo)-5-(3-xnopdeHin)-2,2-
andprop-3-rigpokcunentarnoarty (1,11 r) 8 EtOH (3 mn) gpogasanu 4 M posumH HCI/CPME (5,26 mn)
npu KiMHaTHIn Temnepatypi. Cymiwl nepemiwlyBanu npu KiMHaTHIA TemnepaTypi npoTdarom 2 roA.
BunapoByBaHHs gasano Ha3BaHy cnonyky (0,976 r).
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MC: [M+H]* 428,0.

F) (5S)-5-[(3-xnopdeHin)metun]-3,3-andtop-4-rignpokcu-1-[(4-meTokcudeHin)meTnn]niponianH-2-
OH

o CyMiLLi 3 etun (4S)-5-(3-xnopdeHin)-2,2-gudTop-3-rigpokcn-4-((4-
MeToKcmbeHsun)amiHo)neHTaHoaTy rigpoxnopuay (0,976 r) B EtOH (5 mn) gogasanu DIPEA (2,72 1)
npw KimHaTHin Temnepatypi. Cymilw nepemiwyBanu npu KiMHaTHI TemnepaTtypi npotsarom 2 rog. lNicna
BMNApPOBYBaHHA PO3YMHHMKA, 3anvLWOK BUNMBanNu y Boay, Ta cymiw ekctparysanu EtOAc. OpraHiyHmn
wap BigOKpemsioBanu, MPOMUBaNM HACUYEHWM COMbOBUMM PO3YMHOM, CYLUIMIW HaL MarHito
cynbhaTtoM Ta KOHLEHTPyBanmu MNpPWU 3HWKEHOMY TUCKY. 3anulioK YWCTUIM 3 BUKOPUCTAHHAM
KONOHKOBOI xpomaTtorpaduii (cunikareneoi, enonoBaHoi cymiwwio EtOAc/rekcaH), oTpumyoum
Ha3BaHy cnonyky (0,770 r).

MC: [M-H]- 380,1.

G) (59)-5-[(3-xnopdeHin)meTun]-3,3-audTOp-4-rigpPoKCUNiponianH-2-oH

o CyMiLLi 3 (5S)-5-[(3-xnopdeHin)meTnn]-3,3-audtop-4-rinpoken-1-[(4-
MeToKcudeHin)meTuniniponianH-2-ony (0,77 r) B8 CHsCN (7 mn) Ta Boam (2,33 mn) gogasanu aMoHito
uepito(lV) HiTpaT (2,21 1) npu KiMHaTHIN TemnepaTtypi. Cymiw nepemiwyBanu npu KiMHaTHIR
TemnepaTtypi npotarom 2 rog. Cymiw racvnu HacMYeHUM BOAHWM PO3YMHOM HaTpito kapboHaTt Ta
ekctparyBanu EtOAc. OpraHiyHmn wap BigOKpemnioBanu, npoMmMBann HacUYeHUM COMbOBUM
PO3YMHOM, CYLUMMM Had MarHito CynbatoM Ta KOHLEHTPYBanM Npu 3HMXEHOMY TUCKY. 3anuiuok
YACTUMM 3 BUKOPUCTAHHSAM KONOHKOBOiI XpomaTtorpacdii (cunikareneBoi, enonoBaHOi CyMillLLI
EtOAc/rekcaH), oTpumyoun Ha3BaHy crnonyky (0,460 r).

MC: [M-H]- 260,0.

H) (2S)-2-[(3-xnopdeHin)meTtun]-4,4-gndTopniponianH-3-on

Ho cymiwi 3 (5S)-5-[(3-xnopdeHrin)meTun]-3,3-audTop-4-rigpokcuniponianH-2-oHy (3,45 r) B TFo
(40 mn) pogasanu 0,9 M po3uunH komnnekcy 6opan-TI®/TIP (44,0 mn) npu KiMHATHI TemnepaTypi.
Cywmiw nepewmiwysanu npu 60 °C B atmocepi azoTy npotarom 3 rog. Cymiw racunu sogoto npu 0 °C.
Cymiw nepewmiwysanu npu KiMHaTHI TemnepaTypi npotarom 10 xB. Ta KOHUEHTpyBanu mnpu
3HWXKeHoMy Tucky. 3anuwok posbasnsanu EtOH (10 mn) Ta 1 M rigpoxnopuaHooto kucnotot (50 mn),
Ta cymiw nepemiwysanu npu 60 °C npotsarom 1 roa. Hatpito rigpokapboHat obepexHo gogasanun 4o
peakuinHOi Cymili Ha KpwpkaHin 6aHi, perynotoun pH po3unHy oo 8. BunapoByBaHHA gaBano HassBaHy
cnonyky (3,27 r).

MC, sHangeHo: 247,9.

1) TpeT-6yTnn(2S)-2-[(3-xnopdeHin)metunl-4,4-gudTop-3-rigpokcuniponignH-1-kapbokcunat

Ho cupoi cymiwi 3 (2S)-2-[(3-xnopdeHin)meTun]-4,4-gudptopniponiguH-3-ony (2,27 r) Ta TEA
(2,86 1) B TT'® (30 mn) popasanu Boc20 (3,00 r) npu kimHaTHIA TemnepaTtypi. CyMmilw nepemillysanu
npu KiMHaTHIN TemnepaTypi B aTtmocdepi asoTy npoTtdarom 3 rof. [licna BunapoByBaHHS, CyMiLl
posbaBnsanu Bogow Ta ekcTparyBanu EtOAc. OpraHiyHui wap BigokpemnioBanu, npomMuBanu
HacM4YeHWM COMbOBMM PO3YMHOM, CYLIMIN HaA MarHilo cynbdaTtoM Ta KOHUEHTpyBanu mnpu
3HWKEHOMY TUCKY. 3anuLoOK YMCTUNN 3 BUKOPUCTAHHAM KOMOHKOBOI xpomaTtorpadii (cunikarenesor,
entorioBaHoi cymiwwo EtOAc/rekcaH), oTpumMytoum Ha3BaHy Cnonyky (2,84 r).

MC, 3HanpeHo: 247,9.

J) TpeT-6yTun(2S,3S)-2-[(3-xnopdeHin)metun]-4,4-audpTop-3-
[(TpudpTopmeTaHcynbgoHin)okcu]niponignH-1-kapbokcunat

TpudpTopMeTaHcynbgoHoBUIA aHrigpug (406 Mkn) gogasanu o0 po34vMHy TpeT-6yTunn(2S)-2-[(3-
xnopdeHin)metun]-4,4-andTop-3-rigpokcmniponignH-1-kapbokcunaTty (420 mr) Ta nipyanHy (488 mkrn)
B Et20 (6,04 mn) npu 0 °C. lMicna Toro, ik NpoTsAroM 2 rof. nepemiwysanu npu KiMHaTHIn Temnepartypi
Ta notim npotarom 2 rog. npu 40 °C, cymiw racvunu BOOOK MNpW KIMHATHIN TemnepaTtypi Ta
ekctparyBanu EtOAc. OpraHiyHui wap BigOKpemsoBanu, MNpoOMMBaNM HaCUYEHUM CONbOBUM
PO34YMHOM, CYLUMMM Haj MarHilo cynbaTom Ta KOHUEHTPyBanu Npu 3HMXEHOMY TUCKy. OpraHiyHun
lwap YMCTUNN 3 BUKOPUCTaHHSIM KOFIOHKOBOI Xxpomatorpadii (cvnikarenesoi, enonoBaHOi CyMiLLLLIO
EtOAc/rekcaH), oTpuMytoum Ha3BaHy crnonyky (410 mr).

MC, 3HangeHo: 379,9.

K) TpeT-6yTnn(2S,3R)-3-a3ngo-2-[(3-xnopdeHin)metnn]-4,4-gudprtopniponignH-1-kapbokcmnar

Jo CyMiLLi 3 TpeT-6yTun(2S,3S)-2-[(3-xnopdeHin)metun]-4,4-gndTop-3-
[(TpucbTopmeTaHcynbgoHin)okeu]niponiguH-1-kapbokcunaty (2,43 r) B CHsCN (20 mn) gopasanu
TeTpabyTunamoHito asug (2,16 r) npu kiMHaTHIN Temnepatypi. Cymiw nepemiwysanu npu 80 °C
npotarom 1 roa. Cymiw racunm Bogoto npu 0 °C Ta ekctparyBann EtOAc. OpraHiyHum wap
BiJOKpemnoBanu, NpoMuMBanu BOAOK Ta HACUYEHUM COMbOBMM PO3YMHOM, CYLUMIN Hag MarHito
cynbhaTtoM Ta KOHLIEHTPYBanu MNpPW 3HWKEHOMY TUCKY. 3anuvoK YACTUAM 3 BUKOPUCTAHHAM
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KONOHKOBOI xpomaTtorpadii (cunikarenepoi, entoroBaHoi cymiwwo EtOAc/rekcaH), OTpuMyoum
Ha3BaHy crnonyky (1,85 r).

MC, 3HanpeHo: 272,9.

L) TpeT-6yTnn(2S,3R)-3-amiHo-2-[(3-xnopdeHin)metnn]-4,4-gudptopniponiguH-1-kapbokcmnat

o cymiwi 3 TpeT-6yTnn(2S,3R)-3-a3ngo-2-[(3-xnopdeHrin)metnn]-4,4-ancdTopniponianH-1-
kapbokcunaty (1,57 r) B8 TT® (20 mn) gogasanun PPhs (1,33 r) npu kimHaTHIn TemnepaTtypi. Cymiw
nepemiwysann npu 50 °C npotarom 15 rog. [licnga BunNapoByBaHHA, 3anuLLOK 4YUCTUNKN 3
BMKOPUCTaAHHSAM KOJTOHKOBOI XpomaTtorpadii (cunikareneBoi, entonoBaHoi cymiwwto EtOAc/rekcan).
3anuwok 0oaaTKoBO YUCTUNKM 3 BUKOPUCTaHHSAM npenapatmBHoi BEPX (KomnoHnka: CHIRALPAK IA,
pyxoma ¢pasa: rekcan/EtOH/gietunamin =650/350/1(06./06./06.)), oTpumytoun Ha3BaHy crionyky (1,13
r) 3 MeHwum Yacom yTpumanHs (KonoHka: CHIRALPAK IA, pyxoma dasa: rekcan/EtOH/gieTunamiq
=650/350/1 (06./06./06.)).

MC, 3HanpgeHo: 291,1.

M) TpeT-6yTnn(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-gudtop-3-
[(meTaHcynboHin)amiHo]niponigmH-1-kapbokecunat

MeTtaHcynbcoHoBU  aHrigpug, (166 wMr) popjasanu [0 NEepeMillyBaHOrO  PO3YMHY TpeT-
ByTun(2S,3R)-3-amiHo-2-[(3-xnopdeHrin)meTun]-4,4-andTopniponianH-1-kapbokcunaty (165 wmr) Ta
TEA (0,199 mn) B TI® (3 mn) npu kKiMHaTHIn TemnepaTypi. Yepe3 0,5 roa., peakuivHy cymil
KOHLIEHTPYBanuM npu 3HMXEHOMY TUCKY, Ta 3anuoK YUCTUNN 3 BUKOPUCTAHHAM KOJTOHKOBOI
xpomaTtorpadii (cunikareneBoi, enonoBaHoi cymiwwio EtOAc/rekcaH), OTPUMYHOYM Ha3BaHy CMOMyKy
(186 wmr).

MC: [M-H]- 423,1.

N)TpeT-0yTnn(2S,3R)-4,4-gndTop-2-[(3'-pTop[1,1'-6icpeHin]-3-in)meTnn]-3-
[(meTaHcynbgoHin)amiHo]niponiguH-1-kapbokcunat

Cymiw 3 TpeT-6yTnn(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-gudtop-3-
[(meTaHcynbdoHIn)amiHo]niponiguH-1-kapbokcunaty (186 mr), (3-bTopdeHin)bopoHoBoi knucnota (92
mr), XPhos Pd G3 (37,1 mr) Ta 1 M BogHoro posuuny kanito doccaty (1,31 mn) 8 DME (1,46 mn)
nepemiwysanu npotarom Hodi npy 90 °C. Cymiw 4YMCTMRM 3 BUKOPUCTAHHAM  KONOHKOBOI
xpomatorpadii (NH cunikarenesoi, EtOAc/rekcaH), oTpumytoum HassaHy cnonyky (205 mr).

MC: [M-H]- 483,2.

0) N-{(2S,3R)-4,4-andpTop-2-[(3'-pTop[1,1'-bicheHnin]-3-in)meTnn]niponignH-3-
in}meTaHcynbgoHamigy rigpoxnopug
Cymiw 3 TpeT-6yTun(2S,3R)-4,4-gudTop-2-[(3'-cdTop[1,1'-6icbeHin]-3-in)meTnn]-3-

[(meTaHcynbdoHin)amiHo]niponiguH-1-kapbokcunaty (205 mr) ta 4 M poaumHy HCI/CPME (5 mn)
nepemiwyBanyM npu KiMHaTHIA TemnepaTtypi npoTtarom 2 rofg. Teepdy pevoBuHy 36upanu
iNbTPyBaHHAM, OTPUMYIOYM Ha3BaHy cnonyky (175 mr).

MC: [M+H]* 385,0.

P) N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-kapboHin)-4,4-andTop-2-[(3'-cpTop[1,1'-BicbeHin]-3-
in)meTun]niponiguH-3-in}metaHcynbgoHamig

HATU (43,4 wr) pgogpaBanu Ao posunHy N-{(2S,3R)-4,4-gndTop-2-[(3'-cpTop[1,1'-6icpeHin]-3-
in)metun]niponignu-3-in}metaHcynboHamigy rigpoxnopuagy (40 wmr), 6iumkno[1,1,1]neHTan-1-
kapboHoBoi kucnotu (12,8 mr) Ta TEA (0,066 mn) B AM® (1 mn) npu KiMHaTHIn TemnepaTtypi. CymiL
nepemilysanu npu KiMHaTHIN TemnepaTypi B cyxin atmocdepi npotarom 30 xB. Cymiw racunu
Hacu4YeHVM BOOHMM PO34YMHOM HaTpilo rigpokapboHaTy npw KiMHaTHIN TeMnepaTypi Ta ekcTparysanu
EtOAc. OpraHiyHuiA Wap BigokpemmoBanu, NpoMvMBanu HacUYeHUM COMbOBUM PO3YMHOM, CYLUUNU
Had MarHilo cynbaTtom Ta KOHUEHTpyBanu [Mpu 3HWKEHOMY TUCKY. 3anuwiok 4YucTunm 3
BMKOPUCTaAHHAM  KOMOHKOBOI  xpomatorpadpii  (NH  cunikarenesoi, enwoMoBaHOI  CyMiLLLLIO
EtOAc/rekcaH), oTpuMytoum Ha3BaHy crnonyky (32,0 mr).

'H AMP (400 MI'y, CDCls) 8 1,21-1,76 (3H, m), 1,98-3,18 (9H, m), 3,70-5,01 (5H, m), 6,97-7,53
(8H, m).

Mpuknag 25

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp-3'-MeTnn[1,1'-BicbeHin]-3-in)meTnn]-1-(2-rigpokcmn-2-
MEeTUANPONaHoiN)NiponianH-3-injMetaHcynbgoHamig

CymiLu 3 N-[(2S,3R)-2-[(3-xnop-2-dbTopdeHin)meTun]-4,4-audpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-injMmetaHcynbdgoHamigy (35 mr), m-ToninGopoHoBoi kucnotn (16,6 wmr),
XPhos Pd G3 (6,91 mr) Ta 1 M BogHoro posunHy kanito docdaty (245 mkn) B TId (408 mkn)
nepemiwysann npu 90 °C npotarom 1 rog. Cymiwl 4YUCTUNM 3 BUKOPUCTAHHSAM  KOJNOHKOBOI
xpomatorpadii (NH cunikarenesoi, entoioBaHoi cymiwwio EtOAc/rekcaH), oTpymyloun HasBaHy
cnonyky (33,0 mr).
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H AMP (400 My, AMCO-ds) & 0,97-1,23 (6H, m), 2,36 (3H, c), 2,61-2,71 (1H, m), 2,99 (3H, c),
3,00-3,08 (1H, m), 4,08-4,45 (2H, m), 4,58-5,02 (2H, m), 5,28 (1H, ¢), 7,05-7,15 (1H, m), 7,17-7,22 (1H,
M), 7,24-7,39 (5H, m), 8,05-8,23 (1H, m).

Mpuknag 26

N-{(2S,3R)-4,4-gndTop-2-[(3'-pTop[1,1'-6icperin]-3-in)meTnn]-1-[(2R)-okconaH-2-
kap6oHin]niponianH-3-in}meTaHcynbgoHamig

HATU (43,4 wmr) popasanu po posumHy N-{(2S,3R)-4,4-gudptop-2-[(3'-cpT1op[1,1'-6icbeHin]-3-
in)Metunniponigun-3-in}MeTtaHcynbgoHamigy rigpoxnopugy (40 wr), (R)-teTparigpodypaH-2-
kap6oHoBoi kncnotu (13,2 mr) Ta TEA (0,066 mn) B AM® (0,5 mn) npu KimHaTHin Temnepatypi. Cymil
nepemiwyBann npu KiMHaTHIN TemnepaTypi B cyxin atmocdepi npotarom 30 xB. Cymiw racunu
HacM4YeHMM BOAHMM PO3YMHOM HaTpito rigpokapboHaTy Npu KiMHATHIM TeMnepaTypi Ta ekcTparysanm
EtOAc. OpraHiyHnii Wwap BigokpemnioBanu, NPOMMBanyM HAacMYEHUM COMbOBUM PO3YMHOM, CYLUWAU
Hag MarHito cynbaTomM Ta KOHUEHTPYBanu Mpu 3HWKEHOMY TMCKY. 3anuwok uuctmnm 3
BMKOPUCTaHHAM KOMOHKOBOI XpomaTorpadii (cunikarenesoi, entoroBaHoi cymiwiwo EtOAc notim, NH
cunikarenesoi, entonosaHol cymiwwio EtOAc/rekcaH), otpumytodn HassaHy cnonyky (39,0 mr).

H AMP (400 MI'y, AMCO-ds) 6 1,54-1,81 (3H, m), 1,88-2,06 (1H, m), 2,62-3,14 (5H, m), 3,41-4,76
(7H, m), 7,12-7,23 (1H, m), 7,29-7,44 (2H, m),7,45-7,57 (4H, m), 7,59-7,76 (1H, m), 8,14-8,30 (1H, m).

Mpuknag 35

N-[(2S,3R)-2-[(3',5'-andTop[1,1'-BicbeHin]-3-in)metnn]-4,4-andTop-1-(2-
MEeTUNPONaHoin)NiponianH-3-injMetaHcynbgoHamig

A) TpeT-6yTnn(2S,3R)-2-[(3',5'-gudptop[1,1'-6icpeHin]-3-in)metnn]-4,4-ondTop-3-
[(meTaHcynbgoHin)amiHo]niponiguH-1-kapbokcunat
CymiL 3 TpeT-6yTun(2S,3R)-2-[(3-xnopdeHin)meTtnn]-4,4-audptop-3-

[(meTaHcynbdoHin)amiHo]niponignH-1-kapbokcunaty (90 wmr), (3,5-amdpTopdheHin)6opoHOBOI K1CoTa
(50,2 wr), XPhos Pd G3 (17,9 mr) Ta 1 M BogHOro po3uuHy kanito gocdarty (635 mkn) 8 DME (1,06
M) nepemiwysanu npoTtaroM Hodi npu 90 °C. Cymiw racunu Hacu4yeHMM BOOHWUM PO3YMHOM HaTpito
rinpokapboHaTy Ta ekctparysanu EtOAc. OpraHiyHui wap BigokpemMnoBany, MPOMUBan HaCU4EHNM
COMbOBUM PO3YMHOM, CYLUMIAM Hag MarHito cynbaTtom Ta KOHUEHTPYBamnum npu 3HWXKEHOMY TUCKY.
3anvwoK 4ncTUnM 3 BUKOPUCTAHHSAM KOMNOHKOBOI XpomaTorpadii (cunikarenesoi, entonoBaHoi
cymiwwo EtOAc/rekcaH), oTpumyroum HassaHy cnonyky (104 wmr).
MC, sHangeHo: 403,0.

B) N-{(2S,3R)-2-[(3',5"-andTop[1,1'-6icbeHin]-3-in)meTnn]-4,4-gudbTopniponignH-3-
injMeTaHcynbdoHamiay rigpoxmnopua
CymiL 3 TpeT-6yTun(2S,3R)-2-[(3',5'-audptop[1,1'-6icpeHin]-3-in)metnn]-4,4-oncdpTop-3-

[(meTaHcynbdoHin)amiHo]niponiguH-1-kapbokcunaty (104 mr) Ta 4 M posumHy HCI/CPME (2 mn)
nepemiwyBanuM npu KiMHaTHIA TemnepaTypi npotsrom 2 rog. Teepdy pevoBuHy 36upanu
PiNbTPyBaHHAM, OTPUMYHOYM Ha3BaHy cnonyky (85 mr).

MC: [M+H]* 403,0.

C) N-[(2S,3R)-2-[(3',5'-andTop[1,1'-BicbeHin]-3-in)meTnn]-4,4-andTop-1-(2-
MEeTUANPOoNaHoin)niponianH-3-inJMetaHcynbsdoHamig

o posunHy  N-{(2S,3R)-2-[(3',5'-aucTop[1,1'-6icpeHin]-3-in)meTnn]-4,4-anctopniponignH-3-
injMeTaHcynbdoHamigy rigpoxnopuay (20,0 mr) Ta isomacngaHoi kucrnotu (5,09 mkn) 8 AM® (1,5 mn)
popasanu HATU (26,0 mr) Ta DIPEA (0,032 mn) npu KiMHaTHIA TemnepaTtypi. Cymiw nepemiwysanu
NPOTAroM HouYi Npu KiMHaTHIM TemnepaTypi. CyMilw racunu HacMYeHUM BOLHUM PO3YMHOM HaTpIto
rigpokapboHaTy Ta ekctparyBanu EtOAc. OpraHiyHui Wwap BigokpemnoBanu, NpoMmnBanu BoAOK Ta
HaCM4YeHMM COSIbOBMM PO3YMHOM, CYLIMAW Had MarHilo cynbgatoM Ta KOHUeHTpyBanu npwu
3HWKEHOMY TUCKY. 3anuiok YUCTUNM 3  BUKOPUCTAHHAM  KOMOHKOBOI  xpomaTtorpadii  (NH
cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpuMyoumn HasBaHy cnonyky (19,7 mr).

H AMP (400 MI'y, AMCO-ds) 6 0,11-0,98 (6H, m), 1,82-1,91 (1H, m), 2,54-3,15 (5H, m), 3,81-4,25
(2H, m), 4,37-4,70 (2H, m), 7,16-7,84 (7H, m), 8,23 (1H, w c).

Mpuknapg 44

N-[(2S,3R)-2-[(3'-xnop-2-dpT0p[1,1"-6idpeHin]-3-in)metun]-4,4-audptop-1-(2-rigpokcmn-2-
MEeTUANPONaHoIN)NiponianH-3-inJMetaHcynbgoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-dbTopdeHin)meTun]-4,4-audpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injMetaHcynbgoHamig

Cymiw 3 N-((2S,3R)-2-(3-xnop-2-dpTopbeH3nn)-4,4-audTopniponignH-3-in)mMmetaHcynbgoHamigy
rinpoxnopuay (200 mr) ta DIPEA (456 mkn) B TI® (3,16 mn) nepemiwysBanu npu KiMHaTHIN
TemnepaTypi npotarom 30 xB. [o cycneHsii no kpannaMm gofaBanu  anbda-aueToKci-
i306yTupunxnopug (92 mkn) npu 0 °C, Ta cymiw nepemiwyBany MpoTSroM HOYi Npu Takin camin
Temnepatypi. [o cymiwi gogasanu sogy (2,11 mn) Ta 4 M BogHMM po34dmH niTito rigpokengy (1,32 mn),
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Ta CyMmill nepemiwyBanu MpoTAroM HOYi Mpu KiMHaATHIM Temnepatypi. Cymill racunm Hacu4eHUm
BOAHMM PO34YMHOM HaTpito rigpokapboHaTty Ta ekcTparyBanu EtOAc. EkcTpakT npoMmBanm HacMyeHnv
COMbOBUM PO3YMHOM, CYLUMIM HaA MarHito CynbgaTtoM Ta KOHLEHTPYBamnu Mpu 3HMWKEHOMY TUCKY.
3anuwoK 4YMcTMnM 3 BUKOPUCTAHHSIM KOIOHKOBOI Xpomatorpadii (cunikarenesoi, entonoBaHoi
cymiwwo EtOAc/rekcaH), oTpumyroum HassaHy cnonyky (184 wmr).

MC: [M+H]* 429,0.

B) N-[(2S,3R)-2-[(3'-xnop-2-dbTop[1,1'-6icbeHin]-3-in)meTun]-4,4-gudptop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injmetaHcynbgoHamig
CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-4,4-gudpTop-1-(2-rigpokcn-2-

MeTunnponaHoin)niponiguH-3-injmetaHcynogoHamigy (24 wmr), 4,4,4',4'5,5,5',5'-oktameTnn-2,2'-
0i(1,3,2-piokcaboponany) (17,1 mr), XPhos Pd G3 (9,47 wmr), kanito auetaTty (11,0 mr) Ta Tonyony (1
mMn) nepewmiwyBanu npu 80 °C B atmocdepi asoty npotdrom 4 rog. Cymiw racunm BOAOK Npwu
KiMHaTHIN TemnepaTypi Ta ekctparyBanu EtOAc. OpraHiyHui wap BigokpemnoBanu, nNpomMmuBanu
HaCWM4YeHWM COMbOBMM PO3YMHOM, CYLIMAW Had MarHilo cynbdaTtoM Ta KOHUEHTpyBanu npwu
3HMWXKEHOMY Tucky. Cymill OTpUMaHoOro 3anuuiky, Lesito kapboHaty (58,6 mr), 1-xnop-3-nogbeHsony
(0,011 mn), PdClx(dppf) (8,78 mr) Ta DME (1 mn)/Bogu (0,300 mn) nepewmiwysanu npn 80 °C B
aTmocdpepi asoTy npotarom 1 rod. 3anuwioK YMCTUNKN 3 BUKOPUCTaAHHSAM KOJTOHKOBOI XpomaTtorpadil
(cvnikarenesoi, entwroBaHoi cymiwwio EtOAc/rekcaH). OTpumaHy TBepay PeYOBMHY 4YMCTMRM 3
BMKOpPUCTaHHAM npenapatmeHoi BEPX, otpumytoun HassaHy cnonyky (7,50 wmr).

'H AMP (300 MI'y, AMCO-ds) & 0,93-1,28 (6H, m), 2,61-2,74 (1H, m), 2,93-3,12 (4H, m), 4,10-4,48
(2H, m), 4,57-4,81 (1H, m), 4,84-5,02 (1H, m), 5,29 (1H, c), 7,10-7,18 (1H, m), 7,29-7,39 (2H, m), 7,42-
7,53 (3H, m), 7,57 (1H, ¢), 8,16 (1H, w c).

Mpuknag 45

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-6icbeHin]-3-in)meTnn]-1-(okceTaH-2-kapOoHin)niponignH-3-
inJeTaHcynboHaMig 3 MEHLUMM YaCOM YyTPUMaHHS

o pO34nHy N-((2S,3R)-4,4-gndTop-2-((2-dbTOpP-[1,1'-6idpeHin]-3-in)meTnn)niponignH-3-
in)eTaHcynbdoHamigy rigpoxnopuay (40,4 mr) Ta okceTaH-2-kapboHoBoi kucrotu (9,33 mkn) 8 AM®
(3 mn) pogasann HATU (53,0 wmr) ta DIPEA (0,065 mn) npw kimHaTHin Temnepatypi. Cymiw
nepemiwysanyM nNPOTArOM HOYi Mpu KiMHaTHIM Temnepatypi. Cymiw racmnm HacU4eHUM BOAHUM
po34YnHOM HaTpilo rigpokapboHaTty Ta ekcTtparyBanu EtOAc. OpraHiyHui wap BigokpemnioBanu,
npommBanyM BOAOK Ta HACWYEHUM CONMbOBMM PO3YMHOM, CYLUMAW HaAd MarHilo cynbdaTtom Ta
KOHUEHTPYBanu Mpu  3HWKEHOMY TWUCKY. 3anuwoK YMCTUAW 3 BUKOPUCTAHHSAM  KOJIOHKOBOI
xpomatorpadii (NH cunikarenesoi, entoioBaHoi cymiwwio EtOAc/rekcaH), oTpymyloun HasBaHy
crnonyky (12,1 mr).

'H AMP (300 MI'y, AMCO-ds) 6 1,19-1,33 (3H, m), 2,20-2,44 (1H, m), 2,60-3,15 (5H, m), 3,80-5,22
(7H, m), 7,11-7,57 (8H, m), 8,09-8,29 (1H, m).

Mpuknag 46

N-[(2S,3R)-4,4-gudptop-2-[(2-cbTop[1,1'-6icheHin]-3-in)meTnn]-1-(okceTaH-2-kapOoHin)niponignH-3-
inJeTaHcynbdoHamig 3 BinbLWMM YacoM yTPUMaHHS

o pO34nHYy N-((2S,3R)-4,4-gndTop-2-((2-TOp-[1,1'-6idheHin]-3-in)meTnn)niponignH-3-
in)eTaHcynbdoHamigy rigpoxnopuay (40,4 mr) Ta okceTaH-2-kapboHoBoi kucrotu (9,33 mkn) 8 AM®
(3 mn) popasann HATU (53,0 mr) ta DIPEA (0,065 mn) npu kimMHaTHin TemnepaTypi. Cymiwl
nepemillysann nNpoTAroM HOYi Npu KiMHaTHIN Temnepatypi. Cymilw racnunu Hacu4eHUM BOOHUM
pO34YMHOM HaTpilo rigpokapboHaTy Ta ekcTparyBanu EtOAc. OpraHiyHui wap BigokpemnioBanu,
npommBanyM BOOOK Ta HACWYEHUM CONbOBMM PO3YMHOM, CYLUMAW HaAd MarHilo cynbdaTtom Ta
KOHUEHTPYBanM Mpu 3HWKEHOMY TWUCKY. 3arnuwoK YUCTUAM 3 BMKOPUCTAHHAM  KOJIOHKOBOI
xpomatorpadii (NH cunikarenesoi, entoioBaHoi cymiwwio EtOAc/rekcaH), oTpymyloun HasBaHy
cnonyky (13,3 mr).

H AMP (300 MI'y, AMCO-ds) 6 1,15-1,43 (3H, m), 1,95-2,41 (1H, m), 2,61-3,22 (5H, m), 3,76-5,13
(7H, m), 7,11-7,61 (8H, m), 8,13-8,38 (1H, m).

Mpuknag 50

N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTun]-4,4-andTop- 1-(oKceTaH-2-kapBoHin)niponigmH-3-
inJetaHcynbdoHaMmif 3 MEHLLMM YacoM YTPUMaHHS

A) TpeT-6yTUn(2S,3R)-2-[(3-xnopdeHin)meTtun]-3-[(eTaHcynbgoHin)amiHo]-4,4-gucpTopniponignH-
1-kapbokcmnat

EtaHcynbdoHinxnopug (0,065 mn) gopaBanu po cymiwi 3 TpeT-0yTmn(2S,3R)-3-amiHo-2-[(3-
xnopdeHin)metun]-4,4-gudTopniponignH-1-kapbokcunaty (158 mr), TEA (0,127 mn), DMAP (11,2 mr)
Ta TI® (5 mn) npu kiMHaTHIN TemnepaTtypi. llicna Toro, sk NpoTarom 2 rof. nepemiwysanu npu
KiMHaTHI TeMmnepaTypi, peakuiiHy CyMill racunu HacUYeHNM COMNbOBUM PO34YMHOM Ta KOHLEHTpYBanu
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npyv 3HWKEHOMY TUCKY. 3anuLIKOBY Oflil0 YMCTMIIM 3 BUKOPUCTAHHSAM KOJIOHKOBOI XxpomaTorpadii
(cvnikarenesoi, entoroBaHoi cymiwwwio EtOAc/rekcaH), oTpumMytoun HassaHy cnonyky (198 mr).
MC, sHangeHo: 338,9.

B) N-{(2S,3R)-2-[(3-xnopdeHin)meTtun]-4,4-audTopniponianH-3-injetaHcynsdoHamigy
rigpoxnopug
CymiLu 3 TpeT-6yTnn(2S,3R)-2-[(3-xnopdeHin)meTnn]-3-[(eTaHcynbdoHin)amiHo]-4,4-

andTopniponianH-1-kapbokeunaty (191 mr) Ta 4 M posunHy HCI/CPME (4 mn) nepemiwyBanu npwu
KiMHaTHIA TemnepaTypi npoTtarom 2 roa. TBepay peuqoBuHY 30upanun inbTpyBaHHAM, OTPUMYHOYM
Ha3BaHy crnonyky (149 wmr).

MC: [M+H]* 338,9.

C) N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-andtop-1-(okceTaH-2-kapboHin)niponignH-3-
inJeTaHcynbgoHamig

Ho po3umHy N-{(2S,3R)-2-[(3-xnopdeHin)metun]-4,4-gnctopniponignH-3-injetaHcynbgoHamigy
rigpoxnopwuay (145 Mr) Ta okceTaH-2-kapboHoBoi kucnotu (0,049 mn) B AM® (5 mn) gogasann HATU
(220 wr) Ta DIPEA (0,270 mn) npu kimHaTHin Temnepatypi. Cymilw nepemilysanu NnpoTsSroMm Hodi npu
KiMHaTHIN TemnepaTypi. Cymiw racunM BOAHMM HACUYEHMM pPO3YMHOM aMOHil0 Xxmopugy Ta
ekctparyBanu EtOAc. OpraHiyHmn wap BigoKpemmioBanu, MpoMUBanM BOAOK Ta HAaCUYEHUM
COMbOBUM PO3YMHOM, CYLUWAM HaA HaTpito CynbaToMm Ta KOHLEHTPYBanu Mpu 3HWXEHOMY TUCKY.
3anuoK YnucTunmM 3 BUKOPUCTaHHAM KONOHKOBOI xpomatorpaddii (NH cunikarenesoi, entonosaHoi
cymiwwo EtOAc/rekcaH), oTpumyroum HasBaHy cnonyky (125 wmr).

MC: [M+H]* 423,0.

D) N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTnn]-4,4-andTop- 1-(OKCeTaH-2-kapOoHin)niponianH-3-
injeTaHcynbgoHamig 3 MEHLLMM YacoM YyTPUMaHHS

Cymiw 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTtun]-4,4-andTop-1-(OKCeTaH-2-kapOoHin)niponiguH-3-
inJetaHcynbdoHamigy (52,7 mr), deHinéopoHosoi kucnota (30,4 mr), XPhos Pd G3 (10,6 mr) Ta 1 M
BOAHOrO po34umHy kanito docdaty (0,374 mn) 8 DME (1 mn) nepemiwysanu npotarom Hodi npu 90 °C.
lMicns oxonomKeHHs 3HOBY A0 KiMHATHOI TemnepaTypw, po3vmH posbasnsanu EtOAc Ta cywwmnu Hag
HaTpito cynbdatom. [licnd BMAANEHHS PO3YMHHMKA NPU 3HKEHOMY TUCKY, 3anuWOK 4YucTunu 3
BMKOPUCTaHHAM KOMNIOHKOBOT Xpomarorpadii (cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), Ta
noTiM 3 BUKOPUCTaHHAM npenapatueHoi BEPX, oTpumytoun HassaHy cnonyky (8,7 mr).

'H AMP (300 MI'y, AMCO-ds) & 1,01-1,29 (3H, m), 2,53-3,18 (6H, m), 3,75-5,29 (7H, m), 7,20-7,76
(9H, m), 8,18 (1H, g, J=9,8 'w).

Mpuknapg 51

N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTun]-4,4-andTop-1-(OKCeTaH-2-kapboHin)niponigmH-3-
inJeTaHcynbdoHamig 3 GinbLWMM YacoM YyTPUMaHHS

Cymiww 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-gucTop-1-(okceTaH-2-kapOoHin)niponignH-3-
inJetaHcynbdoHamigy (52,7 mr), deHinbopoHosoi knucnotu (30,4 mr), XPhos Pd G3 (10,6 mr) Ta 1 M
BOAHOrO po34umHy kanito docaty (0,374 mn) 8 DME (1 mn) nepemiwysanu npotarom Hodi npu 90 °C.
lMlicns oxonomKkeHHs 3HOBY A0 KiMHATHOI TemnepaTypu, po3yuH posbasnsnu EtOAc Ta cywwnnu Hag
HaTpito cynbdartom. [Micnsg BuMAaneHHa pPO3YMHHUKA MPU 3HUXKEHOMY TUCKY, 3anULLIOK YUCTUIM 3
BMKOPUCTaHHSM KOMIOHKOBOI Xpomatorpadii (cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), Ta
noTiM 3 BUKOPUCTaHHAM npenapaTtusHoi BEPX, oTpumMytoum HasBaHy cnonyky (11,4 mr).

'H AMP (300 MI'y, AMCO-ds) 6 1,01-1,32 (3H, m), 1,75-2,28 (1H, m), 2,52-3,23 (5H, m), 3,73-5,22
(7H, m), 7,18-7,71 (9H, m), 8,07-8,36 (1H, m).

Mpuknag 52

N-[(2S,3R)-4,4-gudptop-2-[(3'-dpTop[1,1'-6icheHin]-3-in)MeTnn]-1-(okceTaH-2-kapOoHin)niponignH-
3-inJeTaHcynboHaMig 3 MEHLIUM YacoM YTPUMaHHSA

Cymiww 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-gudtop-1-(okceTaH-2-kapOoHin)niponignH-3-
inJetaHcynbdoHamigy (50,9 mr), (3-pTopdeHin)bopoHoBoi knucnotu (33,7 mr), XPhos Pd G3 (10,2 mr)
Ta 1 M BogHoro posuduHy kanito pocaty (0,361 mn) 8 DME (1 mn) nepemiwyBanu npoTsrom Houi npwm
90 °C. lMicnsa oxonogXeHHsA 3HOBY A0 KiMHaTHOI TemnepaTypu, po3duH po3basnanu EtOAc Ta cywunm
Hag HaTpito cynbdartom. Micna BuaaneHHs Po3vYMHHUKA NPU 3HUXKEHOMY TUCKY, 3aruLIOK YUCTUMN 3
BUKOPUCTAHHAM KOJTOHKOBOi XpoMaTorpadii (cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcan), Ta
noTiM 3 BUKOPUCTaHHAM npenapaTtusHoi BEPX, oTpuMytoun Ha3BaHy cnonyky (9,6 mr).

H AMP (300 MI'y, AMCO-ds) 6 1,03-1,25 (3H, m), 2,52-3,19 (6H, m), 3,84-5,25 (7H, m), 7,11-7,82
(8H, m), 8,07-8,30 (1H, m).

Mpuknag 56

N-{(2S,3R)-4,4-gndTop-1-((2R)-0KCETaH-2-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-GideHin]-3-
in)MeTun]niponigun-3-injetaHcynbdoHamig
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A) N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gudtopniponiguH-3-injeTaHcynbdoHamigy
rigpoxnopug

Cymiww 3  TpeT-6yTINn(2S,3R)-2-[(3-xn0p-2-pTopdeHrin)metnn]-3-[(eTaHCynbdoHin)amiHo]-4,4-
andpropniponigunH-1-kapbokecunaty (580 mr) ta 4 M rigpoxnopuaHoro CPME posumHy (10 mn)
nepemillyBanu npoOTAroM HOYi Npu KiMHaTHIM TemnepaTypi. HeposuuMHHy peyoBuHy 36upanmu
PiNbTPYBaHHAM, OTPUMYIOYM Ha3BaHy cnonyky (464 wmr).

MC, sHangeHo: 356,9.

B) N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-4,4-gudpTop-1-(0KCeTaH-2-kapboHin)niponignH-3-
inJeTaHcynbgoHamig

o cyMmiLwi 3 N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gudTopniponignH-3-
injeTaHcynbdoHamigy rigpoxnopuay (200 mr), okceTaH-2-kapboHoBoi kucnotu (78 mr) Ta AM® (3 mn)
pogasann HATU (290 mr) ta DIPEA (263 mr) npu kimHaTHin Temnepatypi. Cymiw nepemiwysanu
NPOTArOM HOMi NPW KiMHATHIN TemnepaTypi, 40 CyMili gogaBanu HaCUYEeHUI BOLHUIA PO3YMH aMOHiIto
xnopugy, Ta cymiw ekctparyBsanu EtOAc. OpraHiyHui wap BigoKpemrioBanu, NpoMmBany BoAow Ta
HaCW4YeHUM COSbOBUM PO3YMHOM, CYLUMMNW Hag 6e3BOAHMM HaTpilo Cynb@daToMm, Ta KOHLEHTpyBanu
NPy  3HWKEHOMY TWUCKY. 3anuwioK YUCTUAW 3  BUKOPUCTAHHAM  CuIlikareneBol  KONOHKOBOI
xpomatorpadii (NH, EtOAc/rekcaH), oTpumMytoumn Ha3BaHy cnonyky (147 wr).

MC: [M+H]* 441,0.

C) N-{(2S,3R)-4,4-gndpTop-1-((2R)-0KCceTaH-2-kapboHin)-2-[(2,3',5'-TpucpTop[1,1'-6ideHin]-3-
in)metun]niponignu-3-in}eTaHcynbgoHamig
CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)meTnn]-4,4-ancdTop-1-(okceTaH-2-

kapOoHin)niponiauH-3-injetaHcynedoHamigy (147 wr), (3,5-andTopdeHin)dopoHoBoi kncnotn (105
mr), XPhos Pd G3 (28,2 wmr), 1 M BogHoro posuuHy kanito cpocdarty (1,00 mn) ta DME (2 mn)
nepemiwysanun npu 70 °C npotarom 1 roa. Cymiw oxonomxyBanu A0 KiMHaTHOI TemnepaTypu, Ta
YNCTUMM 3 BUKOPUCTAHHAM curikareneBoi KonoHkoBoi xpomatorpadii (EtOAc/rekcaH). Otpumany
TBepAy pedvoBuHy kpuctanisyBanum 3 EtOAc/rekcaHy, oTpumyroum HassaHy cnonyky (101 mMr) 3 MeHLWum
YaCoOM YTPUMaHHS.

H AMP (400 MTI'u, AMCO-ds) 61,18-1,33 (3H, m), 2,26-2,45 (1H, m), 2,58-2,83 (2H, m), 2,95-3,22
(3H, m), 3,74-5,20 (7H, m), 7,14-7,52 (6H, m), 8,21 (1H, w c).

Mpuknag 66

N-{(2S,3R)-4,4-gndT0op-1-(2-rigpokcn-2-meTnnnponaHoin)-2-[(2,2',3'-tpudptop[1,1'-6icpeHin]-3-
in)metun]niponiguH-3-injeTaHcynbgoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)meTun]-4,4-audpTop-1-(2-rigpokcu-2-
MeTurnnponaHoin)niponiguH-3-injetaHcynsgoHamig
o CcyMmiLLi 3 N-{(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4,4-gudTopniponignH-3-

injeTaHcynbdoHamigy rigpoxnopugy (160 mr) Ta DIPEA (0,352 mn) B TT® (2 mn) gogasanu anbda-
auetokci-isobytupunxnopug (0,071 mn) npu 0 °C, Ta cymiw nepemiwyBanuM Mpu Takii camin
Temnepatypi npotarom 10 xB. Jo cymiwi gogasanu Bogy (1 mn) Ta 4 M BogHWIA PO3YMH RiTitO
rigpokcmay (1,02 mn), Ta cymiw nepemiwyBanu NpOTArOM HOYi Npu KiMHaTHIA Temnepatypi. Cymiw
racunm HaCM4yeHUM BOOHMM PO34YMHOM HaTpito rigpokapboHaty Ta ekctparyBanu EtOAc. EkctpakT
NpOMMBanM HacCU4EeHUM CONbOBMM PO3YMHOM, CYLUWMAWM Hag MarHito cynbdaTtoMm Ta KOHLEeHTpyBanu
npu  3HWKEHOMY TUCKY. 3anuwIoK YUCTUAM 3 BUKOPUCTAHHAM  KOFOHKOBOI  XpomaTorpadii
(cunikarenesoi, entorioBaHol cymiwwo EtOAc/rekcaH), oTpumytodm HasBaHy cnonyky (172 wr).

MC: [M+H]* 443,0.

B) N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcu-2-meTnnnponaHoin)-2-[(2,2',3'-Tpudptop[1,1'-6icpeHin]-3-
in)MeTun]niponigun-3-injeTaHcynbdoHamig

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)meTun]-4,4-audpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injetaHcynsdonamigy (20 mr), (2,3-gudTopdeHin)bopoHOBOI KMCIOTU
(14,3 wmr), XPhos Pd G3 (7,64 mr) Ta 1 M BogHOro po3umHy kanito cgocdarty (0,135 mn) B TT® (0,5 mn)
nepemiwyBanm npu 90 °C B repmeTtu3oBaHin npobipui npotarom 6 rog. Cymiw 4ynctunm 3
BMKOPUCTAHHAM  KOMOHKOBOI  xpomatorpadpii  (NH  cunikareneBoi, enioBaHOI  CyMILLLLIO
EtOAc/rekcaH), oTpumMytoum Ha3BaHy cnonyky (19,2 mr).

H AMP (300 Mrl'u, CDCIs) 6 1,30-1,43 (9H, m), 2,05-3,25 (5H, m), 3,99-4,53 (3H, m), 4,87 (1H, g,
J=9,1"u), 4,99-5,33 (1H, m), 7,07-7,30 (5H, m), 7,35-7,48 (1H, m).

Mpuknag 67

N-{(2S,3R)-4,4-gndT0op-1-(2-rigpokcu-2-meTnnnponaHoin)-2-[(2,2',5'-tpucptop[1,1'-6icpeHin]-3-
in)MeTun]niponiguH-3-injetaHcynbdoHamig

CymiLu 3 N-[(2S,3R)-2-[(3-xnop-2-dbTopdeHin)meTun]-4,4-audpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-injetaHcynsgoHamigy (20 wr), (2,5-amdTopdeHin)6opoHOBOI KMCNOTK
(14,3 mr), XPhos Pd G3 (7,64 mr) Ta 1 M BogHoro po3uumHy kanito docdaty (0,135 mn) B TT® (0,5 mn)
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nepemiwyBann npu 90 °C B repmeTtusoBaHin npobipui npotsrom 6 rog. Cymiw udnctmnm 3
BMKOPUCTaAHHAM KOJTOHKOBOI xpomatorpadii (cunikarenesoi, entonoBaHoi cymiwiio EtOAc/rekcaH),
OTPMMYIOUUN Ha3BaHy crnonyky (17,4 wr).

1H AMP (300 MI'y, CDCIz) 6 1,28-2,66 (10H, m), 2,87-3,22 (4H, m), 3,94-4,57 (3H, m), 4,86 (1H, A,
J=10,6 'u), 4,99-5,30 (1H, m), 6,99-7,24 (5H, m), 7,35-7,48 (1H, m).

Mpuknag 68

N-[(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6icbeHin]-3-in)meTtnn]-4,4-gnptop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injeTaHcynbgoHamia

A) N-[(2S,3R)-4,4-andTop-2-{[2-dTOp-3-(4,4,5,5-TeTpameTnn-1,3,2-giokcaboponaH-2-
in)deHinimeTun}-1-(2-rigpokcu-2-MeTunnponaHoin)niponigmH-3-injetaHcynbgoHamig
CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-4,4-gudpTop-1-(2-rigpokcn-2-

MeTunnponaHoin)niponiguH-3-injetaHcynegonamigy (75 wr), 4,4,4',4'5,55' 5'-oktameTun-2,2'-
0i(1,3,2-piokcaboponany) (51,6 mr), XPhos Pd G3 (28,7 mr) Ta kanito auetaty (33,2 mr) B Tonyoni (1
mn) nepemiwysanu npu 80 °C B atmocdepi a3oTy npotarom 5 roa. PeakuiiHy cymiw po3basnsanu
BoAot Ta ekcTparysanu EtOAc. EkcTpakT npomMmuBanyn HaCM4eHUM CONMbOBUM PO3YMHOM, CYLUUNM Haf
MarHito cynbdaTtom, (inbTpyBanu Ta KOHLEHTPYBanM Mpu 3HWKEHOMY TUCKY, OTPUMYKOUYU Ha3BaHy
cnonyky (151 wr).

MC: [M+H]* 535,2.

B) N-[(2S,3R)-2-[(3'-xnop-2-¢TOp[1,1'-BicbeHrin]-3-in)metnn]-4,4-andTop-1-(2-rigpokcm-2-
MeTWUNponaHoin)niponianH-3-injeTaHcynedoHamig

Cymim 3  N-[(2S,3R)-4,4-andTtop-2-{[2-dpTOp-3-(4,4,5,5-TeTpameTnn-1,3,2-giokcaboponaH-2-
in)cpenin]meTun}-1-(2-rigpokcu-2-meTunnponaHoin)niponianH-3-injetaHcynsgoHamiay (0,022 ),
uesito kapbonaty (0,040 r), 1-xnop-3-ronbensony (7,65 mkn), PdClz(dppf) (6,02 mr) Ta DME (0,5
mn)/Boam (0,150 mn) nepemiwyBanu npotarom Houi npu 80 °C B atmocdepi azoTy. Cymiwl ynctunm 3
BUKOPUCTaHHAM  KOMOHKOBOI  xpomatorpadii  (NH  cunikareneBoi, enooroBaHOI  CyMILLLLIO
EtOAc/rekcaH), oTpumytoun Ha3BaHy cnonyky (0,017 r).

1H AMP (300 MTl'u, CDCIs) & 1,31-1,42 (9H, m), 2,21-2,58 (1H, m), 2,86-3,18 (4H, m), 3,99-4,53
(3H, m), 4,90 (1H, g, J=8,3 T'y), 5,01-5,29 (1H, m), 7,14-7,22 (1H, m), 7,27-7,44 (5H, m), 7,47-7,56 (1H,
M).

Mpuknag 73
N-{(2S,3R)-4,4-gndTop-2-[(2-pTop[1,1'-6ichbeHin]-3-in)meTnn]-1-[(2R)-okconaH-2-

kapOoHin]niponigunH-3-in}meTaHcynbdoHamig

A) TpeT-6yTun(2S,3R)-2-[(3-xnop-2-dTopdeHrin)metun]-4,4-andpTop-3-
[(meTaHcynbdoHiN)amiHo]niponiguH-1-kapbokcunat

Ho cymiwi 3 TpeT-6yTMN(2S,3R)-3-amMiHo-2-[(3-xnop-2-cbTopdeHin)meTnn]-4,4-gudTopniponignH-
1-kap6okcunaty (200 mr), TEA (166 mr) Ta TT® (5 mn) gogaBanu MeTaHcynbdoHoBU aHrigpug, (143
Mr) Mpu KiMHaTHIW Temnepatypi. PeakuinHy cymiw nepemiwyBanu npoTArOM HOYi NPy KiMHaTHIN
TemnepaTypi, Ta KOHLUEHTPYBanuM Mpu 3HWKEHOMY TWUCKY. 3anuwioK YWCTUIM 3 BMKOPUCTaHHAM
cunikarenesoi konoHkoBoi xpomatorpadii (EtOAc/rekcaH), oTpumyroum HasBaHy crnionyky (244 wmr).

MC: [M-H] 441,1.

B) N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTunn]-4,4-audtopniponignH-3-intMetaHcynsdoHamigy
rigpoxnopug

CymiL 3 TpeT-6yTUN(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-andpTop-3-
[(meTaHcynbdoHin)amiHo]niponignH-1-kapbokcunaty (360 mr) Ta 4 M rigpoxnopugHoro CPME
po3umHy (5 mMn) nepemiwyBanu npu KiMHaTHIA TemnepaTtypi npoTdarom 2 rof. PeakuiiHun po3yunH
KOHLIeHTpYyBanu, oTpumyoun HassaHy crnonyky (300 wmr).

MC, 3HangeHo: 342,9.

C) N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gudtop-1-[(2R)-okconaH-2-
kapOoHin]niponignH-3-in}meTaHcynbgoHamig,
o CyMiLLi 3 N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTnnl-4,4-gudTopniponignH-3-

injmeTaHcynbgoHamigy rigpoxnopugy (300 mr), TEA (400 wmr), (2R)-TeTparigpodypaH-2-kapboHOBOI
kncnotn (110 mr) ta OM® (5 mn) gogasanu HATU (361 wmr) npu kimHaTHin Temnepatypi. Cymiw
nepemillysanu npu KiMHaTHin TemnepaTypi npoTtarom 30 xB., A0 CyMiLLi JogaBann HaCU4eHUM BOOHWUIA
po34yMH HaTpito rigpokapboHaTy npu KiMHaTHIM Temnepatypi, Ta cymiw ekcTparyBann EtOAc.
OpraHiyHniA Wap BigOKpeMmoBanu, MpoMMBaNM HaCUYEHUM COMbOBUM PO3YMHOM, CYLUUNW Hag
0e3BogHUM MarHito cynbgaTtoM, Ta KOHUEHTpYyBanu Mpu 3HWKEHOMY TUCKY. 3anuvLiOK YMCTUIn 3
BUKOPUCTaHHAM cunikarenesol KonoHkosoi xpomatorpadii (EtOAc/rekcaH). OTpumaHny TBepay
peyvoBuHy npomusanu IPE, oTpumytoum HasBaHy cnonyky (350 mr).
MC: [M+H]* 441,0.
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D) N-{(2S,3R)-4,4-ancTop-2-[(2-dTop[1,1'-6ideHin]-3-in)meTnn]-1-[(2R)-okconaH-2-
kap6oHin]niponianH-3-in}meTaHcynbgoHamig
CymiLu 3 N-{(2S,3R)-2-[(3-xnop-2-TopdeHin)meTnn]-4,4-gudtop-1-[(2R)-okconaH-2-

kap6oHin]niponignH-3-inymMeTtancynsdoHamigy (30 wmr), deninbopoHoBoi kucnotn (12,5 wmr), 1 M
BOOHOro po3yuHy kanito docdaty (0,204 mn), XPhos Pd G3 (5,76 mr) ta TI® (0,340 wmn)
nepemiwysann npn 90 °C npotsarom 1 road. 3anuvWoK YUCTMRM 3 BUMKOPUCTAHHAM cCunikarenesoi
konoHkoBoi xpoMaTtorpadii (NH, EtOAc/rekcaH), oTpumytoumn HasBaHy Crnonyky (22 mr).

H AMP (400 My, AMCO-ds) 61,37-2,08 (4H, m), 2,60-3,12 (5H, m), 3,31-4,95 (7H, m), 7,08-7,55
(8H, m), 8,14-8,29 (1H, m).

Mpuknag 76

N-[(2S,3R)-4,4-andTop-2-[(2-dpTop[1,1'-6ideHrin]-3-in)meTnn]-1-(1-rigpokcnumnknobyTan-1-
kapOoHin)niponignH-3-injmeTaHcynbgoHamig

o pPO34MHYy N-((2S,3R)-4,4-gudpTop-2-((2-dbTOp-[1,1'-6idbeHin]-3-in)meTnn)niponignH-3-
in)metaHcynbdoHamigy rigpoxnopugy (35,0 mr) Ta 1-rigpokcmuunknobyTtan-1-kapboHOBOI KMCHOTU
(9,50 mkn) B AM® (1,5 mn) pogasann HATU (47,4 wmr) ta DIPEA (0,058 mn) npu KiMHaTHIN
TemnepaTypi. Cymilw nepemiwyBanu MAPOTArOM HOMI NpW KiMHaTHIM TemnepaTypi. Cymiw racunu
Hacn4eHMM BOAHUM PO3YMHOM HaTpilo rigpokapboHaTy Ta ekctparysanu EtOAc. OpraHiynuni wap
BiJOKpemnioBanu, npomvBanu BOAOK Ta HACUYEHUM COMbOBMM PO3YMHOM, CYLLIUNW Hag MarHito
cynbhatoM Ta KOHUEHTPyBanmu Npu 3HWKEHOMY TUCKY. 3anuwioK YUCTUIM 3 BUKOPUCTAHHAM
KonoHkoBoi xpomatorpadii (NH cunikareneBoi, entoroBaHoi cymiwwo EtOAc/rekcaH), oTpumyoum
HasBaHy crnonyky (23,5 wmr).

'H AMP (400 Ml'y, CDCls) & 1,79-2,12 (4H, m), 2,51-2,62 (2H, m), 2,87 (3H, c), 2,92-3,14 (2H, m),
3,93-4,13 (1H, m), 4,19-4,41 (2H, m), 4,97-5,13 (2H, m), 7,16-7,21 (1H, m), 7,27-7,54 (8H, m).

Mpuknag 77

N-[(2S,3R)-4,4-gudptop-2-[(2-cbTop[1,1'-6icheHin]-3-in)meTnn]-1-(2-meTrnnponaHoin)niponignH-3-
in]meTtaHcynbdoHamig

o pO34nHYy N-((2S,3R)-4,4-gndT1op-2-((2-dbTOp-[1,1'-6idpeHin]-3-in)meTnn)niponignH-3-
in)metaHcynbdoHamigy rigpoxnopugy (35,0 mr) Ta isomacnsaHoi knucnotum (0,012 mn) 8 AM® (1,5 mn)
popasanu HATU (47,4 mr) Ta DIPEA (0,058 mn) npu kimHaTHi TemnepaTypi. Cymiw nepemiwysanu
NPOTArOM HOYi MpW KiMHAaTHIW Temnepatypi. CyMmilw racunn BOAHUM HACUYEHWM PO34YMHOM aMOHIIO
xnopugy Ta ekcTparyBann EtOAc. OpraHiyHun Lwap BigoKpemsiloBanu, NpoMMBanyM BOOOH Ta
HacM4YeHVM COMbOBMM PO3YMHOM, CYLUMAM Had MarHilo cynbaToM Ta KOHLEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuiok YUCTUNM 3  BUKOPUCTAHHAM  KOMOHKOBOI  xpomaTtorpadii  (NH
cunikarenesol, entonosaHoi cymiwwio EtOAc/rekcaH), oTpumMytoumn HassaHy crnonyky (33,0 mr).

'H AMP (400 MI'y, CDCls) 6 0,45-1,15 (6H, ™M), 1,94-2,49 (1H, m), 2,74-3,17 (5H, m), 3,72-4,02
(1H, m), 4,28-4,60 (2H, m), 4,87-5,19 (1H, m), 7,09-7,24 (2H, m), 7,29-7,54 (6H, ™).

Mpuknag 78

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-kapboHin)-4,4-gudtop-2-[(2-cpTop[1,1'-6ideHin]-3-
in)meTun]niponiguH-3-in}metaHcynbgoHamig

o pO34nHYy N-((2S,3R)-4,4-gndTop-2-((2-TOp-[1,1'-6idheHin]-3-in)meTnn)niponignH-3-
in)metaHcynbdoHamigy rigpoxnopuay (35,0 mr) Ta 6iumkno[1,1,1]neHTaH-1-kapboHoBoi kucnotu (9,17
mMkr) B8 AM® (1,5 mn) gogasann HATU (47,4 mr) Ta DIPEA (0,058 mn) npu KiMHaTHIn Temneparypi.
CyMmiw nepemilyBanu NpoTAromM Houi Npu KiMHaTHIM TemnepaTypi. Cymill racunu BOAHUM HacUYeHUM
pO34YMHOM amoHito xropuay Ta ekctparysanu EtOAc. OpraHiyHuii Wwap BigokpemnioBanu, npomMmmeanmu
BOZOI T@ HACMYEHUM COJSIbOBMM PO34YMHOM, CYLUMMM HaZ MarHito cynbdaTtoM Ta KOHLEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuiok YUCTUNM 3  BUKOPUCTAHHAM  KOMOHKOBOI  xpomaTtorpadii  (NH
cunikarenesol, entonosaHoi cymiwwio EtOAc/rekcaH), oTpuMyoumn HasBaHy crnonyky (33,2 mr).

H AMP (400 Ml'y, CDCIs) & 1,78-1,91 (2H, m), 2,10 (4H, c), 2,26-2,51 (1H, m), 2,77-3,12 (5H, m),
3,92-4,08 (1H, m), 4,17-4,44 (1H, m), 4,71-5,20 (2H, m), 7,11-7,24 (2H, m), 7,27-7,55 (7H, m).

Mpuknag 79

N-[(2S,3R)-4,4-gudptop-2-[(2-dbTop[1,1'-6icheHin]-3-in)meTnn]-1-(okceTaH-2-kapOoHin)niponignH-3-
injmeTaHcynbgoHaMig 3 MEHLUMM YacoOM YTPUMaHHS

o pO34mHy N-((2S,3R)-4,4-gndTop-2-((2-dpTOpP-[1,1'-6idheHin]-3-in)meTnn)niponignH-3-
in)metaHcynbgoHamigy rigpoxnopuay (110 mr) Ta okceTaH-2-kapboHoBoi kucnotu (0,026 mn) B M®
(5 mn) popasanu HATU (149 wmr) ta DIPEA (0,183 wmn) npm kiMHaTHin Temnepatypi. Cymiw
nepemillysanu MNpoTAroM HOYi Npu KiMHaTHIM TemnepaTtypi. Cymill racunu HacuyYeHUM BOAHUM
pO34YMHOM HaTpilo rigpokapboHaTy Ta ekcTparyBanu EtOAc. OpraHiyHui wap BigokpemntoBanu,
npoMMBanyM BOAOK Ta HACMYEHMM COJIbOBMM PO3YMHOM, CYLUMMM HaAd MarHilo cynbgaTtom Ta
KOHUEHTpYBanM npu 3HWKEHOMY TUCKY. 3anuwiok YUCTUM 3  BUKOPUCTAHHSAM  KOFIOHKOBOI
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xpomatorpadii (NH cunikareneoi, entooBaHoi cymiwiwto EtOAc/rekcaH), Ta NoTiM 3 BUKOPUCTAHHAM
npenapaTtusHoi BEPX, oTpumytoun HassaHy cnonyky (33,2 wr).

1H AMP (300 MI'u, AMCO-de) © 2,23-2,47 (1H, m), 2,61-3,09 (6H, m), 3,72-5,19 (7H, m), 7,11-7,56
(8H, m), 8,23 (1H, w c).

Mpuknapg 81

N-[(2S,3R)-2-[(2,3-andTop[1,1'-6icbeHin]-3-in)metnn]-4,4-andTop-1-((2R)-okceTaH-2-
kap6oHin)niponignH-3-injmeTaHcynbgoHamig

o pPO34MHYy N-{(2S,3R)-2-[(2,3"-andTop[1,1'-6ideHin]-3-in)meTnn]-4,4-gudTopniponignH-3-
injMeTaHcynbgoHamigy rigpoxnopuay (100 mr) Ta okceTaH-2-kapboHoBoi kucnotu (0,023 mn) B AM®
(2 mn) popaeanun HATU (130 mr) ta DIPEA (0,159 wmn) npu kKiMHaTHin Temnepatypi. Cymiw
nepemiwyBanu npu KiMHaTHIN Temnepatypi npotdarom 1 rog. Cymiw racunu HacuM4YeHMM BOAHUM
pO34YMHOM HaTpito rigpokapboHaty Ta ekctparyBanu EtOAc. OpraHiyHum Lwap BigoKkpemnoBanm,
npoMMBanyM BOAOK Ta HACWYEHMM CONIbOBMM PO3YMHOM, CYLUWMAW Had MarHilo cynbdartoMm Ta
KOHUEHTpYBanu npu 3HMWKEHOMY TUCKY. 3anuwioK YUCTUAW 3 BUKOPUCTAHHSIM  KOJTOHKOBOT
xpomaTtorpadii (NH cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpuMMyOuM HasBaHy
crnonyky (41 wmr).

1H AMP (400 Ml'u, AMCO-de) 0 2,30-2,47 (1H, m), 2,64-2,78 (2H, m), 2,96-3,10 (4H, m), 3,75-5,19
(7H, m), 7,11-7,57 (7H, m), 8,14-8,32 (1H, m).

Mpuknag 87

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-kapboHin)-4,4-gudptop-2-[(2,3',5'-Tpudptop[1,1'-6idpeHin]-3-
in)meTun]niponiguH-3-in}metaHcynbgoHamig

A) N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-kapOoHin)-2-[(3-xnop-2-pTopdeHin)meTnn]-4,4-
andTopniponignH-3-iniMeTaHcynbdoHamig
o CyMiLli 3 N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTnnl-4,4-gudTopniponignH-3-

in}metaHcynbdoHamigy rigpoxnopuay (157 wr), 6iunkno[1,1,1]JneHTaH-1-kapboHoBoi kucrnotn (55,7
mr), TEA (209 mr) Ta OM® (4 mn) gogasanm HATU (236 mr) npu kimHaTHin Temnepatypi. Cymiw
nepemiwysanuM npu KiMHaTHIn TemnepaTtypi npotarom 1 rog., A0 Cymiwi gogasanu Boay, Ta
HEPO34YMHHY peYOoBUHY 30Mpanu (binbTpyBaHHAM, OTPUMYIOYKM Ha3BaHy cnonyky (180 mr).

MC: [M+H]* 437,0.

B) N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-kapboHin)-4,4-gudtop-2-[(2,3',5'-Tpudtop[1,1'-6ideHin]-
3-in)meTun]niponigunH-3-in}MeTaHcynbdoHamig

Cymiw 3 N-{(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-kap6oHin)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-
andTopniponignh-3-inimetaHcynbgoHamigy (180 wmr), (3,5-gudtopdeHin)bopoHoBoi kucrnotn (130
mr), XPhos Pd G3 (69,8 wmr), 1 M BogHoro posumHy kanito docdaty (1,24 mn) Ta DME (3 wmn)
nepemiwysanu npn 90 °C npotaroMm 2 rod. 3anuoK YUCTUIM 3 BUMKOPUCTAHHAM cunikarenesoil
konoHkoBoi xpomaTtorpadii (NH, EtOAc/rekcaH), Ta NOTiM cunikareneBoi KONOHKOBOI XxpomMaTtorpadii
(EtOAc/rekcaH). OTpumaHWi 3anuLIOK KpUcTanidyBanu 3 CyMilli eTaHon/Boga, OTpUMYHOYM HasBaHy
cnonyky (121 wr).

H AMP (400 MI'u, AMCO-ds) 6 1,20-1,68 (2H, m), 1,90 (4H, c), 2,08-2,40 (1H, m), 2,61-2,77 (1H,
M), 2,90-3,16 (4H, m), 3,70-4,31 (2H, m), 4,37-4,86 (2H, m), 7,08-7,57 (6H, m), 8,02-8,30 (1H, m).

Mpuknag 88

N-{(2S,3R)-4,4-gndTop-2-[(3'-¢pTop[1,1'-6icheHin]-3-in)meTnn]-1-[(2R)-okconaH-2-
KapOboHin]niponiguH-3-injeTaHcynbgoHamig

[0002]

A) TpeT-6yTun(2S,3R)-3-[(eTaHcynbdoHin)amiHol-4,4-audtop-2-[(3'-dTop[1,1'-GideHin]-3-
in)metun]niponigmuH-1-kapbokcunat

CymiL 3 TpeT-6yTun(2S,3R)-2-[(3-xnopdeHin)meTnn]-3-[(eTaHcynbdoHin)amiHo]-4,4-

andropniponigunH-1-kap6okeunaty (97 mr), (3-pTtopdeHin)bopoHoBoi kucnotu (46,4 mr), XPhos Pd
G3 (18,7 mr) Ta 1 M BogHOro po3umHy kanito gocdaty (0,663 mn) B TT® (1 mn) Harpisanu npm 80 °C
B atmocdpepi asoTy npotsirom 3 rog. Cymill YucTunu 3 BUKOPUCTAHHAM KOJOHKOBOI xpomaTtorpadii
(NH cunikareneBoi, entonoBaHoi cymiwwio EtOAc/rekcaH), oTpumytoumn HassaHy crnonyky (100 wr).

MC: [M-H] 497,2.

B) N-{(2S,3R)-4,4-gndTop-2-[(3'-dTop[1,1'-6ideHin]-3-in)meTnn]niponignH-3-
injeTaHcynboHamiay rigpoxnopua

Cymiw 3 TpeT-6yTUN(2S,3R)-3-[(eTaHcynbdoHin)amiHo]-4,4-gudTop-2-[(3'-cbTop[1,1'-6icheHin]-3-
in)metun]niponiguH-1-kapbokcmnaty (100 mr) Ta 4 M posumHy HCI/CPME (5 mn) nepemiwyBanu
NPOTAroM HOYI Npu KiMHATHIN Temnepatypi. CyMill KOHUEHTpyBanuM Mpu 3HMKEHOMY TUCKY,
OTPUMYOUUN Ha3BaHy cnonyky (86 mr).

MC: [M+H]* 399,0.
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C) N-{(2S,3R)-4,4-ancTop-2-[(3'-dTop[1,1'-6ideHin]-3-in)meTnn]-1-[(2R)-okconaH-2-
kapboHin]niponianH-3-injetaHcynbsgoHamia

HATU (22,7 wmr) popasanu po posunmHy N-{(2S,3R)-4,4-gudptop-2-[(3'-cpT1op[1,1'-6icbeHin]-3-
in)metun]niponiamn-3-injetaHcynsdoHamigy  rigpoxnopugy (20 wr), (R)-teTpariapodypaH-2-
kapboHoBoi kucnotu (6,94 mr) ta TEA (0,032 mn) 8 AM® (1 mn) npu kimMHaTHIN TemnepaTtypi. CymiL
nepemilysanu npu KiMHaTHIN TemnepaTypi B cyxin atmoccepi npotarom 30 xB. Cymiw racunu
HacM4YeHMM BOOHMM PO3YMHOM HaTpilo rigpokapboHaTy npu KiMHaTHIN TemnepaTypi Ta ekcTparysanu
EtOAc. OpraHiyHnii Wwap BigokpemnioBanu, NPOMMBanyM HAaCMYEHUM COMbOBUM PO3YMHOM, CYLUWMU
Hag MarHito cynbaTomM Ta KOHUEHTPYBanu Mpu 3HWKEHOMY TMCKY. 3anuwiok u4uctmnm 3
BMKOPUCTAHHAM  KOMOHKOBOI  xpomatorpadpii  (NH  cunikareneBoi, enoMoBaHOi  CyMiLLLLIO
EtOAc/rekcaH), oTpuMytoum Ha3BaHy crnonyky (18,0 mr).

H AMP (400 MI'y, AMCO-ds) 6 1,03-2,06 (7H, m), 2,66-3,14 (4H, m), 3,41-4,74 (7TH, m), 7,10-7,74
(8H, m), 8,07-8,31 (1H, m).

Mpuknag 91

N-{(2S,3R)-4,4-gndTop-1-((2R)-oKkceTaH-2-kapboHin)-2-[(2,3',5'-TpudTtop[1,1'-6iceHin]-3-
in)metTun]niponianH-3-in}metaHcynbgoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-dhTopdeHin)metun]-4,4-audtop-1-((2R)-okceTaH-2-
KapboHin)niponianH-3-injmeTaHcynshoHamig
o CyMiLi 3 N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTnnl-4,4-gudTopniponignH-3-

in}metaHcynbdoHamigy rigpoxnopugy (188 mr), okceTaH-2-kapboHoBoi kucnotu (60,7 mr), TEA (251
mr) Ta AM® (4 mn) gogasanu HATU (283 mr) npu kimHaTHIn Temnepatypi. Cymilw nepemiwysanu npwm
KiMHaTHIN TemnepaTypi npoTsrom 6 rod., 40 CyMili gogaBanu Boay, Ta cymiw ekcTtparyBanm EtOAc.
OpraHiyHni Wwap BigoKpemnoBanu, MNpoMMBanM HaCMYEHMM BOOHWM  PO3YMHOM  HATpIlo
rigpokapboHaTy, BOAOK Ta HACUYEHUM COJIbOBUM PO3YMHOM, CYLWIMNIM Hag ©6e3BOgHWM  MarHito
cynbdaTtoM, Ta KOHLEHTPYBanuM Mpu 3HWKEHOMY TUCKY. 3anuoKk YUCTUMU 3 BUKOPUCTaHHSAM
cunikarenesoi konoHkoBoi xpomatorpadii (EtOAc/rekcaH), Ta noTtiMm cunikareneBoi KOMOHKOBOI
xpomatorpadii (NH, EtOAc/rekcan), Ta notim BEPX (konoHka: L-Kononka2 ODS (3,0 mm B.4. X50 MM,
3 mkm), pyxoma asa: Boga/CHsCN (ska mictute 5 MM amoHilo auetaTy)), OTPUMYIOYM Ha3BaHy
cnonyky (65,2 Mr) 3 MEHLIMM YacoM YyTPUMaHHS.
MC: [M+H]* 426,9.

B) N-{(2S,3R)-4,4-ondT0op-1-((2R)-0KCETaH-2-KapboHin)-2-[(2,3',5'-TpndTop[1,1'-icdeHin]-3-
in)metTun]niponiguH-3-in}meTaHcynbgoHamig
Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTtun]-4,4-audpTop-1-((2R)-okceTaH-2-

kapOoHin)niponiauH-3-injmeTtancynsgoHamigy (30 wr), (3,5-andTopdeHin)bopoHoBoi kucnotn (22,2
mr), XPhos Pd G3 (11,9 wmr), 1 M BogHoro posudnHy kanito ¢pocdary (0,211 mn) ta TIo (0,5 mn)
nepemiwysann npu 90 °C npotdarom 4 rog. Cymill 4MCTUNU 3 BUKOPUCTAHHAM curikarenesoil
konoHkoBoi xpomatorpacii (NH, EtOAc/rekcaH), Ta nepekpuctanizosysanu 3 cymiwi EtOAc/rekcaH,
OTPMMYIOYMN Ha3BaHy cnonyky (27,6 wr).

H AMP (400 Ml'y, CDCls) & 2,77-3,25 (7H, m), 3,68-3,92 (1H, m), 4,16-4,98 (5H, m), 5,01-5,21
(2H, m), 6,76-6,87 (1H, m), 7,01-7,10 (2H, m), 7,16-7,50 (3H, m).

Mpuknag 92

N-{(2S,3R)-4,4-gndTop-1-((2S)-okceTaH-2-kapboHin)-2-[(2,3",5'-TpndTop[1,1'-0icdbeHin]-3-
in)MeTtun]niponiguH-3-in}MeTaHcynboHamig

HATU (43,7 vr) gogaBanu o po3udnHy N-{(2S,3R)-4,4-gudtop-2-[(2,3',5'-Tpudptop[1,1'-6idheHin]-
3-in)meTun]niponiguH-3-in}MeTaHcynbdoHamMigy rigpoxnopugy (35 wr), okceTaH-2-kapboHOBOI
kncnotn (9,39 wmr) ta TEA (0,053 mn) B OAM® (0,5 mn) npu kiMHaTHIiM TemnepaTypi. Cymiw
nepemilysann npu KiMHaTHIN Temnepatypi npotarom 30 xB., Ta NOTIM A0 Cymiwi gopasanu
AOAaTKOBY oOKceTaH-2-kapboHoBy kucnoty (9,39 wr). Cymiw nepemiwyBanu npu  KiMHaTHIN
Temnepatypi npotsarom 30 xB. Cymiw posbasnsnu Bogoto Ta ekctparyBanu EtOAc. EkctpakT
NpoOMMBany HacUYeHNM BOAHMM PO34YMHOM HaTpIito rigpokapboHaTy, BOAOK Ta HACUYEHNM CONbOBUM
PO34YMHOM, CYLUMNW HaA MarHito cynbdaTom, inbTpyBanu Ta KOHUEHTPYBanu npu 3HWXEHOMY TUCKY.
3anvWwoK YncTunM 3 BUKOPUCTAHHAM KOJOHKOBOI Xpomatorpadii (cunikareneBoi, entonoBaHol
cymiwwo EtOAc/rekcaH), oTpumyroum HasBaHy cnonyky (10,4 wmr).

'H AMP (300 Ml'y, CDCls) 8 2,31-3,21 (7H, m), 3,77-4,66 (6H, m), 4,96-5,11 (2H, m), 6,75-6,89
(1H, m), 6,99-7,15 (2H, m), 7,17-7,47 (3H, m).

Mpuknag 94

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icbeHin]-3-in)meTnn]-4,4-andTop-1-(2-
MeTunnponaHoin)niponiguH-3-injetaHcynsgoHamig

HOo cymiwi 3 N-{(2S,3R)-2-[(2,3-gucTop[1,1'-6icpeHin]-3-in)metnn]-4,4-guchTopniponignH-3-
infetaHcynbdoHamigy rigpoxnopugy (15,2 wmr), DIPEA (21,7 wmr) ta TT® (0,5 mn) gogasanun 2-
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mMeTunnponaHoinxnopug (5,36 Mr) npu KiMHaTHIN TemnepaTtypi. Cymiw nepemilyBany NpoTAroM Houi
npw KiMHaTHIN TemnepaTypi, 40 CyMili AogaBany HacU4YeHUn BOAHUA pO34YnH HaTpIto rigpokapboHarTy,
Ta cymiw ekctparysanun EtOAc. OpraHiyHui wap BigoKpemnioBanu, NpOMMBANM HaCUYEHUM
COMbOBUM PO34YMHOM, Cywunum Hap 6e3BogHVMM  MarHilo cynbaTom, Ta KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuloK YNCTUNU 3 BUKOPUCTAHHAM curikarenesoi KOMOHKOBOI Xxpomatorpadii
(EtOAc/rekcaH), oTpumytoum HassaHy cnonyky (13,6 wmr).

H AMP (400 MI'y, AMCO-ds) 6 0,17-0,92 (6H, m), 1,22-1,35 (3H, m), 1,79-2,48 (1H, m), 2,60-2,77
(1H, m), 2,97-3,24 (3H, m), 3,70-4,22 (2H, m), 4,35-4,93 (2H, m), 7,03-7,65 (7H, m), 8,01-8,45 (1H, m).

Mpwuknag 97

N-[(2S,3R)-4,4-andTop-2-[(3'-dpTop[1,1'-6ideHin]-3-in)meTnn]-1-(2-meTunnponaHoin)niponiguH-3-
inJeTaHcynbgoHamig

HATU (20,46 wmr) gogaBanu go posudnHy N-{(2S,3R)-4,4-gudptop-2-[(3'-cdTop[1,1'-6icdeHin]-3-
in)MeTtunniponigun-3-in}etaHcynbgoHamigy rigpoxnopuay (18 mr), isomacnsaHoi kucnotu (5,47 mr) Ta
TEA (0,029 mn) B AM® (0,5 mn) npu kimHaTHin Temnepatypi. Cymill nepemiwyBanu npu KiMmHaTHIn
TemnepaTypi B cyxii atmocdepi npotarom 30 xB. Cymiwl racmnm HacM4YeHUM BOAHWM PO3YUMHOM
HaTpito rigpokapboHaTy npu KiMHaTHIN Temnepatypi Ta ekcTtparyBanu EtOAc. OpradiyHuim wap
BiJOKpemnioBanu, NpoMMBanM HaCMYeHUM COMbOBUM PO3YMHOM, CYLUWAW HaA MarHio cynbdaTtom Ta
KOHUEHTpYBann npu 3HWKEHOMY TUCKY. 3anuwoK YUCTUAW 3  BUKOPUCTAHHAM  KOFIOHKOBOI
xpomaTtorpadii (NH cunikarenesoi, enonosaHol cymiwwio EtOAc/rekcaH), oTpuMMylouM HasBaHy
cnonyky (12,0 wr).

H AMP (400 MI'u, AMCO-ds) © 0,11-1,38 (9H, m), 1,75-2,04 (1H, m), 2,52-2,92 (2H, m), 2,96-3,12
(1H, m), 3,15-3,24 (1H, m), 3,81-4,22 (2H, m), 4,35-4,65 (2H, m), 7,12-7,79 (8H, m), 8,10-8,30 (1H, m).

Mpuknag 98

N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6icdbeHin]-3-in)meTnn]-4,4-ondTop-1-(2-
MEeTUANPONaHoin)niponianH-3-injMetaHcynbdoHamig

o pO34nHYy N-{(2S,3R)-2-[(2,3"-andTop[1,1'-6icheHin]-3-in)meTnn]-4,4-gudTopniponignH-3-
in}metaHcynbdoHamigy rigpoxnopugy (20 mr) Ta isomacnaHoi kucnotu (3,95 mkn) B AM® (0,5 mn)
popasanu HATU (26,0 mr) Ta DIPEA (0,032 mn) npu kimHaTHin Temnepatypi. Cymiw nepemiwysanm
npu KiMHaTHIn Temnepatypi npotarom 1 rog. Cymiw racunu HacU4eHUM BOOHVWM PO3YMHOM HaTpito
rigpokapboHaTy Ta ekctparyBanu EtOAc. OpraHiyHmn wap BigokpemnoBanu, NnpomMMsanu BOAOK Ta
HacM4YeHMM COMbOBMM PO3YMHOM, CYLIMIM Ha4 MarHilo cynbdaTtoM Ta KOHUEHTpyBanu mnpu
3HWKEHOMY TUCKY. 3anuwok YucTUnmM 3 BUKOPUCTAHHAM KOMOHKOBOI  xpomatorpaddii  (NH
cunikarenesol, entonosaHoi cymiwiwo EtOAc/ rekcaH), oTpuMytoumn HaszsaHy crnonyky (16 mr).

H AMP (400 MI'u, AMCO-de) © 0,17-0,92 (6H, m), 1,11-1,94 (1H, m), 2,58-3,22 (5H, m), 3,65-4,26
(2H, m), 4,36-4,89 (2H, m), 7,06-7,57 (7H, m), 8,13-8,34 (1H, m).

Mpuknag 106

N-[(2S,3R)-4,4-gudptop-2-[(2-cbTop[1,1'-6icheHin]-3-in)meTnn]-1-(2-meTrnnponaHoin)niponignH-3-
inJetaHcynbdoHamiz

o pO34nHYy N-((2S,3R)-4,4-gndT1op-2-((2-TOpP-[1,1'-6idheHin]-3-in)meTnn)niponignH-3-
in)etaHcynbdoHamigy rigpoxnopuay (30 Mr) Ta isomacnsHoi kucnotu (7,29 mr) 8 gM® (0,5 mn)
popasanu HATU (39,3 mr) Ta DIPEA (0,048 mn) npu kimHaTHin Temnepatypi. Cymiw nepemiwysanm
npu KiMHaTHin TemnepaTypi npotsaroM 1 rog. Cymill racunum HacU4eHUM BOOHWM PO3YMHOM HaTpito
rigpokapboHaTy Ta ekctparyBanv EtOAc. OpraHiyHui wap BigoKkpemroBany, NpoMnBanu BOAOK Ta
HacM4YeHVM COMbOBMM PO3YMHOM, CYLIMAW Hag MarHilo cynbdaTtoM Ta KOHUEHTpyBanu npwu
3HWKEHOMY TUCKY. 3anuiok YUCTUNM 3  BUKOPUCTAHHAM  KOMOHKOBOI Xxpomatorpadii  (NH
cunikarenesol, entonosaHoi cymiwwio EtOAc/ rekcaH), oTpumyoumn HassaHy cronyky (29,0 mr).

H AMP (400 MI'u, AMCO-de) © 0,16-0,94 (6H, m), 1,19-1,95 (4H, m), 2,59-2,80 (1H, m), 2,97-3,25
(3H, m), 3,65-4,21 (2H, m), 4,33-4,89 (2H, m), 7,05-7,55 (8H, m), 8,03-8,43 (1H, m).

Mpuknag 116

N-[(2S,3R)-2-[(3',5'-andTop[1,1'-6icbeHin]-3-in)metnn]-4,4-andTop-1-(2-
MEeTUANPONaHoin)NiponianH-3-injeTaHcynedoHamig

A) N-[(2S,3R)-2-[(3-xnopdpeHin)meTnn]-4,4-andTop-1-(2-meTnnnponaHoin)niponiamH-3-
inJeTaHcynbgoHamig

Ho posumHy N-{(2S,3R)-2-[(3-xnopdeHin)metun]-4,4-gucptopniponignH-3-injetaHcynsoHamigy
rinpoxnopuay (128 wmr) Ta isomacnsHoi kucnotu (0,038 mn) B8 AM® (5 mn) gogasanu HATU (195 mr)
Ta DIPEA (0,238 mn) npu kiMHaTHin Temnepatypi. Cymiwl nepemiyBanu npoTAromMm Hodi npwu
KiMHaTHIN TemnepaTypi. Cymiwl racunM BOAHMM HACUYEHMM pPO3YMHOM aMoOHil0 Xropuagy Ta
ekctparyBann EtOAc. OpraHiyHui Lwap BigokpemmnoBanu, npoMuBany BOOOK Ta HaCUYEHUM
CONMbOBUM PO34YMHOM, CYLUWMMM Hag HaTpito cynbaToM Ta KOHLEHTPYBanM MpU 3HWKEHOMY TUCKY.
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3anuwoK YMcTMnM 3 BMKOPUCTAHHSIM KOJTOHKOBOI xpomaTtorpacdpii (NH cunikareneBoi, entornoBaHoi
cymiwwo EtOAc/rekcaH), oTpumyroum HassaHy crnonyky (108 wmr).

MC: [M+H]* 409,0.

B) N-[(2S,3R)-2-[(3',5-andTop[1,1'-BicbeHin]-3-in)meTnn]-4,4-andTop-1-(2-
MeTunnponaHoin)niponiguH-3-injetaHcynsgoHamig

Cymiww 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-gudtop-1-(2-MeTunNnponaHoin)niponignH-3-
inletaHcynedoHamigy (17 wr), (3,5-gudtopdenin)bopoHoBoi kucnotu (13,1 mr), XPhos Pd G3 (3,52
mr) Ta 1 M BogHoro po3sunHy kanito docdaty (0,125 mn) B8 DME (1 mn) nepemiwyBanu NpoTArom Houi
npyu 80 °C. llicns oxonomkeHHs 3HOBY OO0 KiMHATHOI TemnepaTtypu, po3unH posbaensann EtOAc Ta
cywmnu Hag Hatpito cynbdatom. [licna BMAaneHHs PO3YMHHMKA MPU 3HWKEHOMY TUCKY, 3aruLLIoK
UNCTUNM 3 BUKOPUCTAHHSIM KOJIOHKOBOI XpomaTorpadii (cunikarenepoi, enonoBaHOi CyMilLLLO
EtOAc/rekcaH), oTpuMyto4M Ha3BaHy crnonyky (18,2 mr).

H AMP (400 MI'y, AMCO-ds) 6 0,12-0,98 (6H, m), 1,03-1,88 (4H, m), 2,53-3,24 (4H, m), 3,81-4,23
(2H, m), 4,36-4,63 (2H, m), 7,16-7,78 (7H, m), 8,12-8,32 (1H, m).

Mpuknag 121

N-{(2S,3R)-4,4-gndTop-1-((2R)-oKkceTaH-2-kapboHin)-2-[(2,2',3"-Tpudtop[1,1'-6iceHin]-3-
in)meTun]niponiguH-3-in}metaHcynbgoHamig

CymiLu 3 N-[(2S,3R)-2-[(3-xnop-2-dhTopdeHin)metun]-4,4-audtop-1-((2R)-okceTaH-2-
kapboHin)niponianH-3-injmeTtaHcynsdoHamigy (17 wr), (2,3-andprTopdeHin)éopoHoBoi kucnotn (12,6
mr), XPhos Pd G3 (6,74 mr) Ta 1 M BogHoro po3uuHy kanito docdaty (0,119 mn) B TT® (0,5 mn)
nepemiwyeann npu 90 °C B repmeTtusoBaHin npobipui npotarom 1 rog. Cymiw udnctmnn 3
BMKOPUCTAHHAM  KOFMOHKOBOI  xpomatorpadpii  (NH  cunikareneBoi, eniorioBaHOi  CyMiLLLLO
EtOAc/rekcaH), oTpumytoum Ha3BaHy cnonyky (15,3 mr).

H AMP (400 MTl'u, CDCI3) & 2,67-3,30 (7H, m), 3,67-3,93 (1H, m), 4,18-5,20 (7H, wm), 7,06-7,49
(6H, m).

Mpuknag 122

N-{(2S,3R)-4,4-gndTop-1-((2R)-0oKkceTaH-2-kapboHin)-2-[(2,2',5'-TpudTop[1,1'-6ideHin]-3-
in)meTun]niponiguH-3-in}metaHcynbgoHamig

CymiLu 3 N-[(2S,3R)-2-[(3-xnop-2-dhTopdeHin)metun]-4,4-audtop-1-((2R)-okceTaH-2-
kapboHin)niponiamH-3-injmeTtaHcynsdoHamigy (17 wr), (2,5-andpTopdeHin)bopoHoBoi kucnotn (12,6
mr), XPhos Pd G3 (6,74 mr) Ta 1 M BogHoro po3uunHy kanito docdaty (0,119 mn) B TT® (0,5 mn)
nepemiwyeann npn 90 °C B repmeTtnsoBaHin npobipui npotsrom 1 rog. Cymiw 6Ge3nocepeaHbo
YUCTUNU 3 BUKOPUCTaAHHAM KONOHKOBOI xpomaTtorpadii (NH cunikarenesoi, entonoBaHOi CyMiLlLLO
EtOAc/rekcaH), oTpumMytoumn HasBaHy cnonyky (10,9 mr).

H AMP (400 MTl'u, CDCI3) & 2,66-3,32 (7H, m), 3,64-3,91 (1H, m), 4,17-5,21 (7H, m), 6,99-7,17
(3H, m), 7,17-7,30 (2H, m), 7,32-7,49 (1H, m).

Mpuknag 124

N-[(2S,3R)-4,4-gudptop-2-[(2-cbTop[1,1'-6icheHin]-3-in)meTnn]-1-(okceTaH-2-kapOoHin)niponignH-3-
inJuMknonponaHcyrnbgoHaMmig 3 MEHLUNM HYacoM YyTPUMaHHS

A) TpeT-6yTun(2S,3R)-3-[(unknonponaHcynbdoHin)amiHol-4,4-andTop-2-[(2-dTop[1,1'-6ideHin]-
3-in)metun]niponiguH-1-kapbokcunat

LinknonponaHcynbgoHinxnopua (0,081 mn) pgogaBanu [0 nNepemillyBaHOrO pPoO3YUHY TpeT-
oyTun(2S,3R)-3-amiHo-4,4-gudpTop-2-((2-cpTop-[1,1'-6ideHin]-3-in)meTun)niponianH-1-kapbokcmnaTy
(130 mr) Ta TEA (0,178 mn) B TI'® (2 mn) npu kiMHaTHIA Temnepatypi. Cymiw nepemiwysanu npu
Taki camin Temnepatypi NpoTaroM Houi, HarpiBanu ax go npu 70 °C Ta nepemiwysanu npotsaromM 1
rog. JoaoaTtkoBui uuknonponaHcynbdgoHinxnopug (0,081 mn) ta TEA (0,178 mn) gogasanu oo cymildi,
Ta cyMmiw nepemiwyBany npoTarom Houi npu 70 °C. PeakuiHy cymiwl 4ncTUNU 3 BUKOPUCTAHHAM
KONMOHKOBOI xpomatorpacdpii Ha cwunikareni (emonosaHoi cymiwwo EtOAc/rekcaH), oTpumMyoun
HasBaHy crnonyky (130 wmr).

MC, 3HanpeHo: 411,1.

B) N-{(2S,3R)-4,4-gncTop-2-[(2-dTop[1,1'-6ideHin]-3-in)meTnn]niponignH-3-
injumknonponaHcynbdoHaMigy rigpoxnopug

Cymiww 3  TpeT-6yTnn(2S,3R)-3-[(umknonponaHcynbdoHin)amiHol-4,4-audtop-2-[(2-dpTop[1,1'-
OideHin]-3-in)meTun]niponiguH-1-kapbokcunaty (186 mr) tTa 4 M po3umHy HCI/CPME (4,0 wmn)
nepemillysanu NpoTAroM Houi Npu KiMHaTHIN TeMnepaTypi, Ta KOHUEHTPYBanu npu 3HMWKEHOMY TUCKY,
OTPUMYOUUN Ha3BaHy crnonyky (150 mr).

MC: [M+H]* 411,1.

C) N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-6idbeHin]-3-in)meTun]-1-(okceTaH-2-
KapOoHin)niponianH-3-injuuknonponaHcynbgoHaMmig 3 MEHLLMM YacoM YTPUMaHHS
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o cyMmiLwi 3 N-{(2S,3R)-4,4-gudptop-2-[(2-cdbTop[1,1'-BichbeHin]-3-in)meTun]niponignH-3-
infumknonponaHcynedoHamigy rigpoxnopuay (80,0 mr), okceTaH-2-kapboHoOBOI kmucrnotn (29,3 wr),
HATU (117 wr) Ta M® (2,0 mn) gopasanu DIPEA (0,200 mn) npu kiMHaTHIn Temnepatypi. Cymill
nepemillysanu npu KiMHaTHIN TemnepaTypi npoTtarom 1 rog. [lo cymiwi fogaBany HaCUYEHUM BOLHUN
po3uMH HaTpito rigpokapboHaTty, Ta cymiw ekctparyBanu EtOAc/rekcaH. OpraHiyHui wap
BiJOKpemnioBanu, npommsBanyu BOAOK Ta HacMYEHUM COMbOBMM PO3YUMHOM, CYLLIUIW Hag HaTpito
cynbhaTtoM Ta KOHUEHTPyBanu nNpW 3HWKEHOMY TUCKY. 3anuwiok YUCTUIIM 3 BUKOPUCTaHHAM
KONOHKOBOI xpomaTtorpaddii  (cunikarenesoi, entownoBaHoi cymiwwio EtOAc/rekcaH, notim NH
cunikareneBoi, entonoBaHoi cymiwwwio EtOAc/rekcan), oTpuMyoun Ha3BaHy crnonyky (21,2 mr).

H AMP (400 My, AMCO-ds) & 0,90-1,08 (3H, m), 1,21-1,33 (1H, m), 2,24-2,38 (1H, m), 2,54-2,81
(3H, m), 3,01-3,15 (1H, m), 3,70-5,22 (7H, m), 7,07-7,58 (8H, m), 8,05-8,42 (1H, m).

Mpuknag 129

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-in)meTun]-4,4-andpTop-1-(OKCETaH-2-
kap6oHin)niponignH-3-injunknonponaHcynbgoHamig 3 MEHLLIMM YacoM YTPUMAHHS

A)  TpeT-6yTNN(2S,3R)-2-[(3-xnop-2-hTopdeHin)meTun]-3-[(unmknonponaHcynbdoHin)amiHo]-4,4-
andpropniponignH-1-kapbokcunaT

Ho cymiwi 3 TpeT-6yTnn(2S,3R)-3-amiHo-2-[(3-xnop-2-cbTopdeHin)meTnn]-4,4-gudtopniponignH-
1-kap6okcunaty (100 mr), TEA (83 mr) Ta TI® (3 mn) gogasanu uuknonponaHcynbdoHinxnopug (96
Mr) npu KiMHaTHIn TemnepaTypi. Cymiw nepemiwysanu npotsarom Hodi npu 70 °C, Ta uyuctunu 3
BMKOPUCTaHHAM cunikareneBoi konoHkoBoi xpomaTorpadii (EtOAc/rekcaH), oTpuMMykouM HasBaHy
cnonyky (75 mr).

MC: [M-H] 467,0.

B) N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gudTopniponignH-3-
infumknonponaHcynboHamigy rigpoxnopua

Cywmiw 3 TpeT-6yTnn(2S,3R)-2-[(3-xnop-2-dropdeHin)meTnn]-3-[(umknonponaHcynedoHin)amiHo]-
4,4-pndpTopniponignH-1-kapbokeunarty (328 mr) Ta 4 M rigpoxnopugHoro CPME posunHy (6 mn)
nepemiwysanuM npu KiMHaTHIM TemnepaTtypi npotarom 4 rofd. HeposynHHy peyoBuHy 36upanu
DiNbTPyBaHHAM, OTPUMYHOYM Ha3BaHy cnonyky (240 wmr).

MC, sHangeHo: 369,0.

C) N-[(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4,4-anudtop-1-(okceTaH-2-kapboHin)niponiguH-3-
inJumknonponaHcynbgoHamig, 3 MEHLWMM 4acoM YTpuUMaHHsa (OTpMMaHWi 3 BuKopucTaHHAM BEPX
(konowka: L-KonoHka2 ODS (3,0 mm B.A. X50 MM, 3 MKkm), pyxoma ¢pasa: Boga/CH3CN (sika micTutb 5
MM amoHito aueTar)))

o CcymiLLi 3 N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTnn]-4,4-gucbTopniponignH-3-
infumknonponaHcynedoHamigy rigpoxnopuay (35 mr), okcetaH-2-kapboHoBOi kucnotu (13,2 wmr) Ta
OM® (1,5 mn) gopasanu HATU (49,3 mr) Ta DIPEA (44,6 mr) npu kimHaTHIin Temnepatypi. Cymiw
nepemillysanu NpoTAromM Houi Npu KiIMHATHIN TemnepaTypi, 4O CyMilli AoAaBanu HacuyYeHUn BOOHUN
po3uMH amoHilo xnopuay, Ta cymiw ekcTparysanu EtOAc. OpraHiyHun wap BigokpemnoBanm,
NpoMMBany BogoK Ta HACUYEHNM CONbOBUM PO3YMHOM, CyLIMNn Hag 6e3BOAHUM HaTpilo cynbdaTom,
Ta KOHLUEHTpyBanu Mpu 3HWXKEHOMY TUCKY. 3anuwioK YUCTUNM 3 BUKOPUCTAHHAM Curikarenesoi
KonoHkoBoi xpoMaTtorpadii (EtOAc/rekcaH), oTpumMytoumn HassaHy crnonyky (11 mr).

MC: [M+H]* 453,1.

D) N-[(2S,3R)-2-[(2,3'-andTop[1,1'-0icbeHin]-3-in)meTun]-4,4-ondpTop-1-(okceTaH-2-
KapOoHin)niponianH-3-injuuknonponaHcynbgoHaMmi 3 MEHLIMM YacoM YTPUMaHHS
Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopheHin)meTnn]-4,4-gnutop-1-(okcetaH-2-

kapOoHin)niponiamH-3-injuuknonponaHcynbgoHamigy (10 ™Mr) 3 MeHWMM 4YacoMm YTpUMaHHS
(oTpumaHuin 3 BukopuctaHHam BEPX (kononka: L-KonoHka2 ODS (3,0 mm B.A. x50 MM, 3 MKM),
pyxoma chasa: Boga/CHzCN (sika mictTute 5 MM amoHito auetar))), (3-cbTopdeHin)6opoHOBOI KMCIOTK
(6,18 wr), Xphos Pd G3(1,87 mr), 1 M BogHoro po3udnHy kanito doccaty (0,066 mn) ta DME (0,5 mn)
nepemiwysanu npotarom Houi npy 80 °C. Cymiw oxonomxkysanu OO KiMHaTHOI TemnepaTtypu, Ta go
Hei gogasanu EtOAc. Cymiw cywwmnu Hag 6e3BogHWM HaTpilo cynbaTom, Ta KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuvLIOK YUCTMIM 3 BUKOPUCTAHHAM CurikareneBoi KONIOHKOBOI xpomaTorpadii
(NH, EtOAc/rekcaH), oTpuMytoum Ha3BaHy crnonyky (3,6 mr).

'H AMP (400 MI'y, CDCls) 8 0,91-1,21 (4H, ™), 2,15-2,43 (1H, m), 2,71-3,04 (3H, m), 3,08-3,26
(1H, m), 3,68-3,88 (1H, m), 4,16-5,18 (7H, m), 7,03-7,25 (3H, m), 7,27-7,44 (4H, m).

Mpuknag 131

N-[(2S,3R)-2-[(2',3"-andTop[1,1'-6icbeHin]-3-in)meTnn]-4,4-ancpTop-1-(2-
MeTunnponaHoin)niponiguH-3-injMetaHcynbgoHamig

A) N-{(2S,3R)-2-[(3-xnopdeHin)metnn]-4,4-auctopniponignH-3-intmetaHcynboHamigy
rigpoxnopua
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CymiL 3 TpeT-6yTnn(2S,3R)-2-[(3-xnopdeHin)vetnn]-4,4-gnudtop-3-
[(meTaHcynbdoHIN)amiHo]niponignH-1-kapbokcunaty (187 mr) ta 4 M posdunHy HCI/CPME (5 mn)
nepemilysann npu KiMHaTHIK TemnepaTtypi npoTarom 2 roAd. TBepay peuvyoBuHYy 3bupanu
PiNbTPYBaHHAM, OTPUMYIOYM HasBaHy cnonyky (145 mr).

MC: [M+H]* 325,0.

B) N-[(2S,3R)-2-[(3-xnoppeHin)meTnn]-4,4-andTop-1-(2-MmeTnnnponaHoin)niponiamH-3-
injmetaHcynbgoHamig

Ho posunHy N-{(2S,3R)-2-[(3-xnopdeHin)meTtun]-4,4-andTopniponianH-3-in}metaHcynbgpoHamigy
rigpoxnopwuay (51,1 mr) Ta isomacnsiHoi kncrnotu (0,020 mn) B AM® (2 mn) gogasanu HATU (81 mr) Ta
DIPEA (0,099 mn) npu kimHaTHin Temnepatypi. Cymill nepemiwlyBanu npoTsaroM Hodi Npu KiMHaTHIN
TemnepaTypi. Cymilw racunu BOOHUM HacMYEeHMM PO34YMHOM aMOHI0 XJNopuay Ta ekcTparyBanu
EtOAc. OpraHiyHuii Wwap BigoKpemmoBany, NpoMmMBanu BOAOK Ta HAaCMYEHUM COSTbOBUM PO3YMHOM,
CyWIMn1 Hag HaTpilo cynbdaToM Ta KOHLEHTPYBamnu Mpu 3HWKEHOMY TUCKY. 3anuvLioK Ynctunm 3
BMKOPUCTaAHHAM KOJTOHKOBOI xpomatorpadii (cunikarenesoi, entonoBaHoi cymiwiio EtOAc/rekcaH),
OTpMMYyOUM Ha3BaHy cnonyky (53,0 wmr).

MC: [M+H]* 395,0.

C) N-[(2S,3R)-2-[(2',3"-andTop[1,1'-BicbeHin]-3-in)meTnn]-4,4-andTop-1-(2-
MEeTUANPONaHoin)NiponianH-3-inJMetaHcynsdoHamig

Cymiww 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-gudtop-1-(2-MmeTunnponaHoin)niponignH-3-
in]meTtaHcynbgoHamigy (14,5 wr), (2,3-andTopdeHin)dopoHoBoi kucnotn (11,6 mr), XPhos Pd G3
(3,11 mr) Ta 1 M BogHoro po3uuHy kanito docdary (0,110 mn) 8 DME (0,5 mn) nepemiwysanu npu 80
°C npotsirom 2 roa. Nicns oxonomkeHHs 3HOBY A0 KiMHATHOI TeMnepaTypu, PO34YMHHMK BUAANSANn npu
3HWKEHOMY TWUCKY, Ta 3aluWOK YUCTUIN 3 BUKOPWUCTAHHAM KOJOHKOBOI Xxpomartorpadii (NH
cunikareneoi, entonoBaHoi cymiwwio EtOAc/rekcan), oTpuMyoumn HasBaHy crnonyky (17,1 mr).

H AMP (400 MI'y, AMCO-ds) 6 0,16-0,98 (6H, m), 1,78-2,36 (1H, m), 2,54-3,13 (5H, m), 3,75-4,72
(4H, m), 7,26-7,64 (7H, m), 8,10-8,36 (1H, m).

Mpuknag 133

N-{(2S,3R)-4,4-gndTop-1-((2S)-okceTaH-2-kapboHin)-2-[(2,2',3'-TpuncTop[1,1'-BicbeHin]-3-
in)meTun]niponiguH-3-in}metaHcynbgoHamig

A)  N-((2S,3R)-2-(3-xnop-2-dpTopbeHsnn)-4,4-audpTop-1-((2S)-okceTaH-2-kapboHin)niponiamH-3-
in)MmeTaHcynbgoHamig

HATU (283 wmr) pgogaBamm pgo  po3unHy  N-((2S,3R)-2-(3-xnop-2-¢ptopbeHaun)-4,4-
andTopniponignH-3-in)MeTaHcynbgoHamigy rigpoxnopuay (188 mr), okceTaH-2-kapOOHOBOI KUCOTH
(60,7 mr) Ta TEA (0,345 mn) B AM® (4 mn) npu KiMHaTHIn Temnepatypi. Cymilwl nepemiwysanu npwm
KiMHaTHIn TemnepaTypi npotsrom 6 rog. Cymiw pos3baBnsnv Bogow Ta ekcTparyBanu EtOAc.
EkcTpakT npomuBanu HacM4eHMM BOOHMM PO34YMHOM HaTpito rigpokapboHaTy, BO4OH Ta Hacu4YeHuM
COMbOBUM PO3YMHOM, CYLIMUMM HaL MarHilo cynbartom, @inbTpyBanu Ta KOHUEHTpyBanu npu
3HUXKEHOMY TUCKY. 3anuLLIOK YMCTUMAM 3 BUKOPUCTAHHSIM KOJTOHKOBOI Xpomartorpadii (cunikarenesoi,
entonosaHoi  cymiwwio  EtOAc/rekcaH, notim NH cunikarenesoi, eniONOBaHOI  CyMiLLLLIO
EtOAc/rekcaH), oTpumMytoum Ha3BaHy cnonyky (84,5 mr).

MC: [M+H]* 426,9

B) N-{(2S,3R)-4,4-gndT0op-1-((2S)-0KCeTaH-2-kapboHin)-2-[(2,2',3'-TpucpTop[1,1'-6icpeHin]-3-
in)MeTtun]niponiguH-3-in}MeTaHcynboHamig
Cymiw 3 N-((2S,3R)-2-(3-xnop-2-dbTopbeHsnn)-4,4-audtop-1-((2S)-okceTaH-2-

kapOboHin)niponiguH-3-in)metaHcynbgoHamigy (20 mr), (2,3-gndTopdeHin)dopoHoBoi kucnotu (14,8
mr), XPhos Pd G3 (7,93 mr) Ta 1 M BogHoro posuuHy kanito ¢ocdaty (0,141 mn) B8 TT® (0,5 mn)
nepemiwyanm npu 90 °C B repmeTtu3oBaHin npolipui npotarom 1 rog. Cymiw unctunm 3
BMKOPUCTAHHAM  KOMOHKOBOI  xpomatorpadpii  (NH  cunikareneBoi, enioBaHOI  CyMILLLLIO
EtOAc/rekcaH), oTpumMytoum Ha3BaHy cnonyky (10,1 mr).

H AMP (400 Ml'y, CDCls) & 2,31-3,22 (7H, ™), 3,77-3,94 (1H, m), 4,01-4,20 (1H, m), 4,24-5,17
(6H, m), 7,06-7,48 (6H, m).

Mpuknag 144

N-{(2S,3R)-1-(unknonponaHkapboHin)-4,4-gudpTop-2-[(2,3",5'-TpndTop[1,1'-GicdbeHin]-3-
in)MeTun]niponigun-3-injetaHcynbdoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-1-(umknonponaHkapboHin)-4,4-gucpTopniponignH-
3-inJeTaHcynbdoHamia

o cyMmiLLi 3 N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTunn]-4,4-qucbTopniponignH-3-
in}eTaHcynboHamigy rigpoxnopugy (146 mr), umknonponaHkap6oHoBoI kucnotu (47,8 mr) Ta MO (4
mn) poaasanu HATU (211 mr) Ta DIPEA (191 Mr) npu kimHaTHI TemnepaTtypi. Cymiw nepemiwysanu
NPOTAroM HOYi MpK KiIMHaTHIN TemnepaTypi, 40 CyMili JoAaBany Hacu4YeHUn BOOHUA PO3YNH aMOHito
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xnopway, Ta cymiw ekctparyBanu EtOAc. OpraHiyHui Wwap BigoKpemitoBanu, NpoMmMBanu Bogow Ta
HaCW4YeHVM COSbOBUM PO3YMHOM, CYLUMMNWM Hag 6e3BOAHMM HaTpilo Cynb@daToMm, Ta KOHLEHTpyBanu
NPy  3HWKEHOMY TUCKY. 3anuwoK YUCTUAW 3  BUKOPUCTAHHAM  CUIiKareneBoi  KOMOHKOBOI
xpomaTtorpadii (NH, EtOAc/rekcaH), oTpumMytoun HassaHy crnonyky (144 wr).

MC: [M-H]- 423,0.

B) N-{(2S,3R)-1-(unknonponaHkapboHin)-4,4-audpTop-2-[(2,3",5'-TpudTop[1,1'-6icdbeHin]-3-
in)metun]niponiamn-3-injetTaHcynsdoHamig

HOo  cyMmiui 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdheHin)meTnn]-1-(umknonponaHkapboHin)-4,4-
andropniponigunH-3-injetaHcynedoHamigy (16,0 wmr), (3,5-gudpTopdeHin)éopoHoBoi kucnotn (12,0
mr), 1 M BogHoro posunHy kanito docdaty (0,116 mn) Ta DME (0,500 mn) gogasanu XPhos Pd G3
(3,2 mr) npu kiMHaTHI TemnepaTtypi. Cymill nepeMillyBany NpoTarom Hodi B aTMocdepi asoTy npu 90
°C, Ta 4nCcTunNM 3 BUMKOPUCTAHHSM cunikareneBoi konoHkoBoi xpomatorpadii (NH, EtOAc/rekcaHn),
OTPUMYHOUM Ha3BaHy crnonyky (15,0 mr).

H AMP (400 MI'u, CDCI3) 6 0,43-1,49 (8H, m), 2,85-5,03 (9H, m), 6,72-7,61 (6H, m).

Mpuknag 145

N'-[(2S,3R)-4,4-gndpTtop-2-[(2-cpTop[1,1'-6ideHin]-3-in)meTnn]-1-(1-rigpokcuumnknobyTtan-1-
kap6oHin)niponignH-3-in]-N,N-gumeTuncipyaHoi KucnoTtu giamig

A)  T1pet-6yTUn(2S,3R)-3-[(aumeTnncynsdamoin)amiHo]-4,4-gudTop-2-[(2-pTop[1,1'-6icbeHin]-3-
in)metun]niponigmH-1-kapbokcunat

Cymiw 3 pgumetuncynbdamoinxnopugy (3 mn), Tpet-6yTnn(2S,3R)-3-amiHo-4,4-gndTtop-2-((2-
dTop-[1,1'-BicpeHin]-3-in)meTun)niponignH-1-kapbokcunaty (400 wmr) Ta DMAP (240 wr)
nepemiwyeanu npoTtarom Houdi npn 50 °C B atmocdepi asoTy. PeakuiiHy cymiw uictunmu 3
BMKOPUCTAHHSIM  KOMOHKOBOi  xpomatorpadii  (NH  cunikareneBoi, eniorioBaHOi  CyMiLLLLO
EtOAc/rekcaH), oTpumytoum Ha3BaHy cnonyky (500 mr).

MC: [M-H]- 512,1.

B) N'-{(2S,3R)-4,4-anTop-2-[(2-pTop[1,1'-6ideHin]-3-in)meTnn]niponigmH-3-in}-N,N-
ANMETUNCipYaHoi KUCNOoTK diamigy rigpoxnopug

Cymimw 3 4 M posunmHy HCI/ICPME (12,2 wmn) Ta  TpeT-6ytvn(2S,3R)-3-
[(ammeTuncyneamoin)amiHo]-4,4-andTtop-2-[(2-dTop[1,1'-6idenin]-3-in)meTnn]niponiamH-1-
kapbokcmnaty (500 mr) nepemiwyBanu npotarom Houi npu 45 °C B aTmocdepi asoty. PeakuinHy
CyMill KOHLEHTpYBanu, Ta TBepai pedoBuHu npommnsanu EtOAC Ta dinbTpyBanu, oTpuMy4n Ha3BaHy
crnonyky (435 wr).

MC: [M+H]* 414,0.

(03] N'-[(2S,3R)-4,4-gudpTop-2-[(2-dbTop[1,1'-6idbeHin]-3-in)meTun]-1-(1-rigpokcnumknobyraH-1-
kapOoHin)niponianH-3-in]-N,N-gumeTunncip4yaHoi kucrnoTu giamig

Ho posunHy N'-{(2S,3R)-4,4-gucptop-2-[(2-dpTop[1,1'-6idpeHin]-3-in)meTun]niponignH-3-in}-N,N-
AVMeTUNCipYaHoi knucnotu giamigy rigpoxnopugy (20 mr), 1-rigpokcn-unknobytaHkapboHOBOI KMCNOTH
(5,16 mr) Ta DIPEA (7,76 mkn) B8 AM® (1 mn) gogasanu HATU (16,9 mr) npu KiMHaTHIn TemnepaTypi.
Cymil nepemillyBanm NPOTAroM HOYi Npu KiMHaTHIN TemnepaTypi. CyMmiw racunn Hacu4yeHMM BOGHUM
po34YnMHOM HaTpilo rigpokapboHaTy Ta ekcTparyBanu EtOAc. OpraHiyHui wap BigokpemnioBanu,
npoMMBany BOAOK Ta HACWYEHMM COMbOBMM PO3YMHOM, CYLUMAW Hag MarHilo cynbdaTom Ta
KOHUEHTpYBanM nNpU 3HWKEHOMY TUCKY. 3anuwioK YUCTUAM 3  BUKOPUCTAHHAM  KOFIOHKOBOI
xpomatorpadii (NH cunikarenesoi, entoinoBaHoi cymiwwo EtOAc/rekcaH), oTpyMylouM HasBaHy
crnonyky (12,7 wmr).

H AMP (400 MTl'u, CDCI3) & 1,40-1,59 (1H, m), 1,74-1,91 (1H, m), 1,92-2,08 (2H, m), 2,47-2,60
(2H, m), 2,69-2,75 (6H, m), 2,89-3,02 (2H, m), 3,06-3,22 (1H, m), 3,90-4,07 (1H, m), 4,08-4,22 (1H, m),
4,22-4,43 (1H, m), 5,04 (2H, w c), 7,10-7,19 (1H, m), 7,24-7,38 (3H, m), 7,39-7,45 (2H, m), 7,48-7,53
(2H, m).

Mpuknag 146

N-{(2S,3R)-4,4-gudpTop-1-(2-MmeTunnponaHoin)-2-[(2,3',5"-tpndTop[1,1'-6idpeHin]-3-
in)meTun]niponignH-3-injeTaHcynsoHamig

A)  N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTun]-4,4-gndpTop-1-(2-meTrnnponaHoin)niponigmH-3-
inJeTaHcynbgoHamig

o CyMmiLLi 3 N-{(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4,4-gudTopniponiguH-3-
injeTaHcynboHamigy rigpoxnopuay (47,9 mr), isomacnsaHoi kucnotu (20,2 mr), DIPEA (0,080 mn) Ta
OMo® (0,80 mn) pogasanu HATU (96,2 mr) npu kimHaTHiW Temnepatypi. Cymiwl nepemiwysanu
NPOTArOM HOYi NpW KiMHaTHIN Temnepatypi. Cymiw po36aBnsanm HacCU4eHMM BOAHMM PO34YUMHOM HaTpito
rigpokapboHaTy Ta ekctparyBanv EtOAc. OpraHiyHmi wap BigokpemrtoBany, NpoMnBanu BOAOK Ta
HacCM4YeHVM COMbOBMM PO3YMHOM, CYLIMMM Hag HaTpilo cynbgaTtoM Ta KOHUEHTpyBanuM npwu
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3HWKEHOMY TUCKY. 3anulioK YUCTUIM 3  BUKOPUCTAHHAM  KOJMOHKOBOI  xpomaTtorpacpii  (NH
cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpumytodn HassaHy cnonyky (44,6 mr).
MC: [M+H]* 427,0.

B) N-{(2S,3R)-4,4-andTop-1-(2-meTunnponaHoin)-2-[(2,3',5-tpudptop[1,1'-6icpeHin]-3-
in)metun]niponiavH-3-injetTaHcynsoHamig
o CyMiLui 3 N-[(2S,3R)-2-[(3-xnop-2-dhTopdeHin)metun]-4,4-audtop-1-(2-

MeTunnponaHoin)niponiguH-3-injetaHcynscoHamigy (15,9  wr),  (3,5-gudptopdeHin)bopoHoBoi
kncnotu (12,0 mr), 1 M BogHOro po3umHy kanito gocgaty (0,100 mn) ta DME (0,300 mn) gogaeanu
XPhos Pd G3 (3,0 mr) npu kimHaTHin Temnepatypi. Cymilw nepemiwyBanu npotarom Houi npu 90 °C B
atMocdepi asoTy. Cymill YNCTUNN 3 BUKOPUCTaHHAM KOJNOHKOBOi xpomaTorpadii (NH cunikarenesoi,
entorioBaHoi cymiwwio EtOAc/rekcaH), oTpumytoum HasBaHy cnonyky (13,4 wr).

H AMP (400 Ml'y, CDCls) 6 0,52 (1H, g, J=6,4 I'y), 0,85-1,49 (8H, m), 1,82-5,09 (10H, m), 6,75-
7,55 (6H, m).

Mpuknag 147

N-{(2S,3R)-4,4-gudpTop-1-(2-MmeTunnponaHoin)-2-[(2,2',5'-tpndrtop[1,1'-6idpeHin]-3-
in)metun]niponiamn-3-injetTaHcynsdoHamig

o CyMiLui 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metun]-4,4-audtop-1-(2-
MeTunnponaHoin)niponignH-3-injetaHcynsorHamigy (14,5 wr),  (2,5-andropdeHin)bopoHoBoi
kucnotu (10,0 mr), 1 M BogHoro pos4duHy kanito docdarty (0,100 mn) ta DME (0,300 mn) gogasanu
XPhos Pd G3 (3,0 Mr) npu kimHaTHin Temnepatypi. Cymill nepemillyBanu NnpoTAroM Hodi B atMmocdepi
asoty npu 90 °C. JogaTtkoBo, oo cymiwi gogasanu (2,5-andtopdeHin)oopoHoBy kucnoty (10,0 mr) Ta
XPhos Pd G3 (3,0 mr) npu kiMHaTHin Temnepatypi. Cymiw nepemiwysanu npu 120 °C npotsirom 20
XB. Mig [Oieto MIKpOXBUITbOBOrO BUMPOMIHEHHS. CyMill 4YUCTUN 3 BUKOPWUCTAHHSIM KONOHKOBOI
xpomaTtorpadii (NH cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH), oTpMMylOuM HasBaHy
cnonyky (9,70 wmr).

H AMP (400 Mrl'uy, CDCls) & 0,53 (1H, g, J=6,5 'y), 0,83-1,48 (8H, m), 1,90-5,01 (10H, m), 6,98-
7,55 (6H, m).

Mpuknag 171

N-[(2S,3R)-4,4-gudptop-2-[(2-cbTop[1,1'-6icheHin]-3-in)meTnn]-1-(2-meTrnnponaHoin)niponignH-3-
inJumknonponaHcynbgoHamig

o CyMiLli 3 N-{(2S,3R)-4,4-andpTop-2-[(2-dpTop[1,1'-bicpeHin]-3-in)meTnn]niponigmH-3-
infumknonponaHcynedoHamigy rigpoxnopugy (44,3 wmr), isomacngaHoi kucrnotn (15 mkn), DIPEA (50
Mkr) Ta AM® (0,80 mn) gogasanu HATU (60,0 Mr) npu KimHaTHin TemnepaTypi. Cymiw nepemiwysanmu
npw KiMHaTHIn Temnepatypi npotarom 3 AHiB. [o cymiwi JogaBany HaCcUYeHUA BOOHUI PO3YMH HATPItO
rigpokapboHaTy, Ta cymiw ekctparyBanu EtOAc. OpraHiyHui Lwap BigoKpemmnoBanu, npoMusanu
BOZOIO T@ HACUYEHMM COJIbOBMM PO3YMHOM, CYLLMNWN Ha HaTpito cyrnbdaTtoM Ta KOHLEHTpyBanu npwm
3HWKEHOMY TUCKY. 3anuwioK YMCTUNM 3  BMKOPUCTaHHAM  KOMOHKOBOI xpomaTtorpadii  (NH
cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpumytodn HassaHy cnonyky (30,6 mr).

'H AMP (400 My, CDCIz) 8 0,52 (1H, g, J=6,5 T'u), 0,76-1,39 (9H, m), 1,84-5,16 (9H, m), 6,98-
7,54 (8H, m).

Mpuknag 202

N-{(2S,3R)-1-(umknonponaHkap6oHin)-2-[(2,3'-andTop[1,1'-6icdeHin]-3-in)meTnn]-4,4-
andpropniponignH-3-injetaHcynbgoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-1-(LmknonponaHkapoboHin)-4,4-
andTopniponignh-3-injetaHcynbgoHamigy (15 wmr), (3-cdbTopdeHin)doopoHoBoi kucrnotn (9,88 wmr),
XPhos Pd G3 (2,99 wmr) Ta 1 M BogHoro po3uuHy kanito ¢ocdaty (0,106 mn) 8 DME (1 mn)
nepemiwysanu npu 80 °C npotarom 2 rog. lNicna oxonoaxeHHs 3HOBY A0 KiMHaTHOI Temnepartypw,
PO3YMHHUK BMAANANN NPU 3HMKEHOMY TUCKY, Ta 3anuOK YUCTUNWN 3 BUKOPWUCTAHHSAM KOMOHKOBOI
xpomatorpadpii (NH cunikarenesoi, entoioBaHoi cymiwwto EtOAc/rekcaH), oTpumyloun HasBaHy
crnonyky (17,1 wr).

H AMP (400 MT'u, CDCIs) 6 0,05-1,49 (8H, m), 2,86-5,01 (9H, m), 7,04-7,44 (7TH, m).

Mpuknag 205

N-{(2S,3R)-1-(unknonponaHkapboHin)-4,4-gudpTop-2-[(2-dpTop[1,1'-6idheHin]-3-
in)MeTun]niponigun-3-injetaHcynbdoHamig

CymiLu 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)meTun]-1-(LmknonponaHkapboHin)-4,4-
andTopniponignh-3-injetaHcynbgoHamigy (13 mr), deHinbopoHoBoi kucnotu (7,46 mr), XPhos Pd G3
(2,59 mr) Ta 1 M BogHoro posumHy kanito pocdarty (0,092 mn) 8 DME (1 mn) nepemiwysanu npu 80
°C npotsrom 2 roa. Nicns oxonomxeHHs 3HOBY A0 KIMHATHOT TeMnepaTypu, pO34YMHHUK BUAANANU npu
3HWKEHOMY TUCKY, Ta 3anuloK YUCTUIM 3 BUKOPUCTAHHSAM KOJIOHKOBOI Xpomatorpadii (NH
cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH), oTpuMyoumn Ha3BaHy cnonyky (4,90 mr).

66



10

15

20

25

30

35

40

45

50

55

UA 131013 C2

H AMP (400 My, CDCIz) 5 -0,13-0,18 (2H, m), 0,49-1,48 (6H, m), 2,83-4,97 (9H, m), 7,15-7,54
(8H, m).

Mpuknag 210

(2S,3R,4S)-2-[(2,3'-andpTtop[1,1'-6idpeHin]-3-in)meTnn]-3-[(eTaHCynbdOHIN)amiHo]-4-cpTop-N,N-
anmeTtunniponignH-1-kapbokcamig

A) TpeT-6yTnn2-[(3-xnop-2-cpTopdeHin)metnn]-1H-nipon-1-kapbokcunat

o cymiwi 3 1-(6pommeTun)-3-xnop-2-propbenson (40,0 r), (1-(TpeT-6yTokcmkapboHin)-1H-nipon-
2-in)6opoHoBoi kucnotn (49,1 r), 1 M BogHoro po3umHy kanito gocdgaty (537 mn) ta TId (900 mn)
popasanu PdClz(dppf) (2,62 r) B atMocdepi aproHy npu KimHaTHii Temnepatypi. Cymiw knmn'atmnm 3i
3BOPOTHMM XONOAUIIBHMKOM NpoTarom 16 rod., BunvMBanu B KpwkaHy Body, Ta ekctparyBanu EtOAc.
OpraHiyHni Wap BigokpemoBanu, NPOMUBANIN BOAOK Ta HACMYEHUM COMbOBUM PO3YMHOM, CYLLUIN
Hag ©6e3BOAHUM MarHito cynbdaTtoM, Ta KOHLEHTPYBanM Npu 3HWKEHOMY TUCKY. 3anuwoK YUCTUn 3
BMKOPUCTAHHAM cunikareneBoi KonoHkoBoi xpomatorpacpii (EtOAc/rekcaH), oTpumyroun HasBaHy
cnonyky (54,7 r).

MC: [M-H]- 308,0.

B) 2-[(3-xnop-2-dpTopdeHin)meTmn]-1H-nipon

Ho cymiwi 3 TpeT-6yTnn2-[(3-xnop-2-propdeHin)metun]-1H-nipon-1-kapbokcunaty (54,7 r) Ta
MeOH (250 mn) gopaBanu 28 % MeTaHOMbHWMA PO3YnMH Hatpito metokeugy (170 r) B aTmocdepi
aproHy npu KiMHaTHIn TemnepaTypi. Cymiw nepemiwysanu npu KiMHaTHI TemnepaTtypi NnpoTarom 5
rog., Ta A0 peakuinHol Ccymili gogasanu BOAHWI PO34YMH aMOHIt0 XIIopuay NPy OXOSNOMAXKEHHI KpUroto,
Ta ekcTparyBanu EtOAc. OpraHiyHun Lwwap BigokpemnioBanu, NpoMvMBani BOAOK Ta HACUYEHUM
CONMbOBUM pPO34YMHOM, CyWWMnM Hag O6e3BOOHUM MarHilo cyrnbgaTom, Ta KOHUEHTpyBanu npu
3HWKEHOMY TUCKY, OTPUMYHOUM Ha3BaHy crnonyky (35,9 r).

MC: [M+H]* 209,9.

C) 6eH3un 2-[(3-xnop-2-propdeHin)meTun]-2,5-gurinpo-1H-nipon-1-kapbokcunat

o cymiwi 3 2-[(3-xnop-2-dTopdeHin)metun]-1H-nipony (35,9 r), uuHky (112 r) Ta EtOH (500 mn)
no Kpannsam gogaBanu KoHu,. rigpoxnopuaHy kucnoty (171 mn) npu 85 °C. Cymiw nepemiwysanu npu
85 °C npotarom 30 xB., Ta peakuiHy Cymill BWIMBanNu B KpwxaHy Body, Ta nignyxHwoosanu 8 M
BOAHMM PO34YMHOM HaTpito rigpokemay (pH=8). Hepo3umHHy pedyoBuHy Buaansanu insTpyBaHHAM, Ta
dinbTpaT ekctparyBanu EtOAcC/TIT®. OpraHiyHmn wap BigokpemmoBanu, NPOMUBanIM HaCUYEHUM
CONMbOBUM pO34YMHOM, CyWMnM Hag 06e3BogHMM MarHito cynbdaTtoM, Ta KOHLEHTpyBanu npu
3HWXKEeHOMY TucKy. [Jo cymiwi 3 oTpumaHoro 3anuwky, TIrd (400 mn) Ta Bogm (400 mn) gopasanu
HaTpito rigpokapboHaT (21,6 1) Ta 1-(((6eH3aunokcu)kapboHin)okecn)niponignH-2,5-gioH (44,8 r) npm
KiMHaTHIM Temnepatypi. Cymiw nepemiwyBanu npu KiMHaTHIn TemnepaTypi npoTtdarom 15 rog., Ta
peakuinHy cymiw BunuBanu y Bofy, Ta ekcTparyBanu EtOAc. OpraHiyHui Lwap BigokpemnioBanm,
NpoMMBany Bogok Ta HACUYEHNM CONTbOBUM PO34YMHOM, CYLUUMM Hag 6e3BOOHUM MarHito cynbgaTom,
Ta KOHLUEHTpyBanu Mpu 3HWKEHOMY TUCKY. 3anuwoK YMCTUAW 3 BUKOPUCTAHHAM Cunikarenesoi
KonoHkoBoi xpomaTtorpadii (EtOAc/rekcaH), Ta noTiMm cunikareneBoi KONOHKOBOI xpomatorpadii (NH,
EtOAc/rekcaH), oTpuMyoum Ha3BaHy cnonyky (25,7 r).

MC: [M+H]* 346,0.

D) rac-6eH3nn(1S, 2S, 5R)-2-[(3-xnop-2-dpTopdeHin)metnn]-6-okca-3-a3abiunkno[3,1,0]rekcaH-3-
kapbokcmnat

Ho cymiwi 3 6eH3unn 2-[(3-xnop-2-dpTopdeHin)metun]-2,5-aurigpo-1H-nipon-1-kapbokcunat (25,7
r), 1,1,1-tpudbrtopaueTtony (70,3 r), HaTpito 2,2'-((2-(bic(kapbokcumeTun)amiHo)eTun)imiHo)aiaueTtaty
avrigpaTty (0,055 r) Ta CHsCN (180 mn)/Boga (120 mn) gogasanu kanito nepokcumMoHocynbdat (137
r) Ta HaTpito rigpokapboHaTy (94 r) npotsarom 35 xB. npu 0 °C. Cymilw iHTEHCMBHO NepemilyBany npm
0 °C npotarom 2 rog. 30 xB., BUNMBanu B KpuxaHy Bofy, Ta ekctparysanu EtOAc. OpraHiyHui wap
BiJOKpeMIoBanu, NpoM1MBanyu BOAOK Ta HaCMYEHUM COMbOBMM PO3YMHOM, Cynnu Hag 6e3BoaHMM
MarHito cynbgaTtom, Ta KOHLUEHTPYBanu npu 3HWKEHOMY TUCKY. 3arnuLiOK YUCTUNN 3 BUKOPUCTAHHAM
cunikarenesoi konoHkoBoi xpomatorpadii (EtOAc/rekcaH), Ta noTtiMm cunikareneBoi KOMNOHKOBOI
xpomatorpadii (NH, EtOAc/rekcaH), oTpuMytoum Ha3BaHy cnonyky (24,6 r).

MC: [M+H]* 362,0.

E) rac-6eH3un(2S,3S, 48)-2-[(3-xnop-2-dTopdeHin)metTnn]-4-cpTop-3-rigpokcmniponignH-1-
kapbokcmunat

CymiLu 3 rac-6eH3un(1S, 2S, 5R)-2-[(3-xnop-2-dpTopdeHin)meTtun]-6-okca-3-
asabiunkno[3,1,0]rekcan-3-kapbokcunaTty (24,0 r) Ta N,N-gietunetaHamin TpurigpodTtopuay (64,1 )
nepemiwysanu npu 120 °C npotarom 17 roa. Cymiw BunmMBanu B KpuxaHy BoAy, Ta ekcTparysanm
EtOAc. OpraHiyHuiA Wwap BigokpeMsoBanu, MpoMmBanu BOAHMM PO34YMHOM HaTpito rigpokapboHaTy Ta
HacCM4YeHUM CONbOBUM PO3YMHOM, CYLUMNM Hag 6e3BOAHMM MarHito cynbdaTtoM, Ta KOHLEHTpyBamnu

67



10

15

20

25

30

35

40

45

50

55

60

UA 131013 C2

NPW  3HWKEHOMY TWUCKY. 3anuMWwoK YUCTUIM 3 BUKOPUCTAHHAM  CuflikareneBoi  KOJTOHKOBOI
xpomaTtorpadii (EtOAc/rekcaH), OTprMytoumn HasBaHy cnonyky (24,2 r).

MC: [M+H]* 382,0.

F) rac-6eH3un(2S,3S, 4S)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4-dpTop-3-
[(TpndpTOpMETaHCYNbdOHIN)oKeH]niponiauH-1-kapbokecunat

o CyMiLLi 3 rac-6eH3nn(2S,3S, 4S)-2-[(3-xnop-2-cpropdeHin)meTun]-4-dTop-3-
rigpokcuniponigmH-1-kapbokeunaty (24,2 r), nipugudy (100 r) ta Et2O (370 mn) pgogasanu no
KpannsMm TpudTopmeTaHcynbgoHoBMI aHrigpua (53,6 r) B atmocdepi aproHy npy 0 °C. Cymiw
nepemiwysanu nNpu KiMHaTHIN TemnepaTtypi npotarom 2 rog. 30 xB., BUNMBanNu B KpwxkaHy Boay, Ta
ekctparyBanu EtOAc. OpraHiyHun wap BigokpemsoBanu, npomusanu nocnigosHo 10 % BogHuM
PO34YMHOM JIMMOHHO| KUCIIOTW, BOOHUM PO34YMHOM HaTpilo rigpokapboHaTy Ta Hacu4YeHMM CONbOBUM
PO34YMHOM, CYLIMINN Hag 6e3BOAHUM MarHito cynbdaTtoM, Ta KOHLEHTPYBanu Npu 3HMKEHOMY TUCKY.
3anuwoK 4YnCTUNM 3 BUKOPUCTaHHAM cunikareneBoi KOMoHKoBOi xpomaTtorpaduii (EtOAc/rekcaH),
OTPUMYOYM Ha3BaHy crnonyky (29,0 r).

MC: [M+H]* 514,0.

G) rac-6eH3un(2S,3R,4S)-3-a3ngo-2-[(3-xnop-2-pTopdeHin)metun]-4-dTopniponianH-1-
Kapbokcunat

Jo CyMiLwi 3 rac-6eH3nn(2S,3S, 4S)-2-[(3-xnop-2-cpropdeHin)meTunn]-4-dpTop-3-
[(TpudpTopmeTaHcynbdoHin)okem]niponiguH-1-kapbokcunaTty (29,0 r) ta CH3CN (335 mn) gogasanu
TeTpa-H-OyTunamoHito asng (48,2 r) npu kimHaTHIn TemnepaTypi. Cymiw nepemiwysanu npu 80 °C
npotsarom 1 rod., BuMBanNM B KpwkaHy Bopgy, Ta ekctparyBanu EtOAc. OpraHiyHui wap
BiJOKpemIoBanu, NpoM1MBanu BOA4OK Ta HaCMYEHUM CONbOBMM PO3YMHOM, CyLIMNn Hazg 6e3BOgHUM
MarHito cynbgaTtom, Ta KOHLEHTPYBanu npu 3HWKEHOMY TUCKY. 3arnuLioK YUCTUNN 3 BUKOPUCTAHHAM
cunikareneBoi konoHkoBoi xpomatorpadii (EtOAc/rekcaH), oTpumytoun Ha3BaHy cnonyky (22,2 r).

MC: [M+H]* 407,0.

H) rac-6eH3un(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-pTopdeHin)meTnn]-4-cdTopniponiamH-1-
Kapbokcunat

o cymiwi 3 rac-6eH3nn(2S,3R,4S)-3-a3ango-2-[(3-xnop-2-propdeHin)metun]-4-cdropniponiamH-1-
kapbokcunaty (2,17 r) Ta TI'® (42,7 mn)/Boga (10,7 mn) gogasanu TpudeHindocdiH (1,68 r) npu
KiMHaTHIN TemnepaTtypi. Cymiw nepemiwysanu npu 50 °C npotsarom 15 rog., Ao cymiwi gogasanu
HacM4YeHMM COJfIbOBMM pPO3YMHOM MNpPWU KiIMHaTHIA TemnepaTtypi, Ta cymiw ekcTtparyBanu EtOAc.
OpraHiyHni Wwap BiAOKpPeMIOBaNu, NPOMMBaNM HACUYEHUM COJTIbOBUM PO3YMHOM, CYLLUMIN Hang
0e3BogHUM MarHito cynbgaTtoM, Ta KOHUEHTPYBanu Mpu 3HWKEHOMY TUCKY. 3anuvLioK YMcTuUnun 3
BUKOPUCTaAHHAM curikareneBoi KonoHkoBoi xpomaTtorpadii (MmetaHon/EtOAc), oTpumytoum HasBaHy
crnonyky (1,74 r).

MC: [M+H]* 381,0.

1) 6eH3nn(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-dpTopdeHin)meTun]-4-dpTopniponiamH-1-kapbokcmnat

rac-beH3un(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-pTopdeHin)meTnn]-4-cTopniponiguH-1-
kapbokcmnat (668 mr) posginanu 3 BukopuctaHHam BEPX (kononka: CHIRALPAK ID, 50 mm B.A.
x500 mmn, 20 Mkm, pyxoma dpasa: rekcaH/2-nponaHon/gieTunamin =600/400/1), oTpumytoun HasBaHy
cnonyky (251 wmr) 3 6inbWKMM Yacom YyTPUMaHHS.

MC: [M+H]* 381,1.

J) 6eH3un(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHrin)meTnn]-3-[(eTaHCcynbdoOHIN)amiHo]-4-
dTopniponianH-1-kapbokcunat

Ho cymiwi 3 6eH3un(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-dhTopdeHin)meTun]-4-cpropniponignH-1-
kapbokcunat (289 wmr), TEA (189 mr) Ta TI'® (4,0 mn) gogasanu etaHcynedoHinxnopug (190 mr) npu
0 °C. Cymiw nepemiwysanu nNpu KiMHaTHIN TemnepaTypi NpoTarom 2 rof., 40 CyMili gogasanu Boay,
Ta cymiw 9+ekctparyBanum EtOAc. OpraHiyHumi wap BigokpemnioBanu, MpoMuBanM BOAOK Ta
HaCM4YeHVM CONbOBUM PO3YMHOM, CyLUMMNW Hag 6e3BOAHMM HaTpilo CynbdaToMm, Ta KOHLEHTpyBanu
NPy  3HWKEHOMY TWUCKY. 3anuwioK YUCTUAW 3  BUKOPUCTAHHAM  CuUIiKareneBoi  KOMOHKOBOI
xpomarorpadii (EtOAc/rekcaH), oTpuMyoum Ha3BaHy cnonyky (295 mr).

MC: [M+H]* 473,0.

K) 0eH3un(2S,3R,4S)-2-[(2,3-audTop[1,1'-6idbeHin]-3-in)meTnn]-3-[(eTaHCynbdOHIN)amiHo]-4-
dTopniponianH-1-kapbokcmnnat

Ho cymiwi 3 6eH3un(2S,3R,4S)-2-[(3-xnop-2-pTopdeHrin)meTnn]-3-[(eTaHCcynbdoHIN)amiHo]-4-
dTopniponigunH-1-kapbokcunaty (340 wr), (3-dTopdeHin)6opoHoBoi kucnotu (150 mr), XPhos Pd G3
(30,9 mr) Ta DME (4,0 mn) gogasanu 1 M BogHMIN po3umH Kanito docdaTty (1,2 Mn) npu KiMHATHIN
TemnepaTypi, Ta cymil nepemiwysanu B atmocdepi azoty npu 90 °C npoTtsrom 2 rog. [o peakuiiHol
cymiwi gogasanu 1 M BogHui po3udnH kanito docdaty (0,4 mn), (3-pTopdheHin)bopoHOBOI KMCNOTK
(50,5 wmr) Ta XPhos Pd G3 (15,2 mr) npu 90 °C. Cymiw nepemiwysanu B atmocdepi azoty npu 90 °C
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npoTtsrom 1 rod., 4O peakuilnHOl cymilwi gogaBanu Boay, Ta cymiw ekctparyBanu EtOAc. OpraHiyHun
Wwap BigokpemniooBanu, MNpoMmBanu BOAOK Ta HACUYEHVMM COMbOBUM PO3YMHOM, CYLUMAM Hag
0e3BoaHMM HaTpito Cynb(aToM, Ta KOHUEHTpyBanum MNpu 3HWKEHOMY TWUCKY. 3anullok YucTunn 3
BMKOPUCTaHHAM cunikareneBoi konoHkoBoi xpomaTtorpadii (EtOAc/rekcaH), oTpumyroum HasBaHy
cnonyky (250 wr).

MC: [M+H]* 533,2.

L) N-{(2S,3R,4S)-2-[(2,3"-andTop[1,1'-BicbeHin]-3-in)meTun]-4-cbTopniponignH-3-
injeTaHcynbdoHamig

Cymiw 3 6eH3nn(2S,3R,4S)-2-[(2,3'-andpTop[1,1'-6icdeHin]-3-in)meTnn]-3-[(eTaHCYNbGOHI)amiHo]-
4-cpTopniponianH-1-kapbokeunaty (240 wmr), 10 % nanagito Ha Byrinni (24,0 mr) Ta MeOH (5,0
Mn)/Tre (3,0 mn) nepemiwyBanu NpOTArOM HOYi MPUM HOpMarbHOMY TUCKY aTMocdepu BOAHK npwu
KiMHaTHIN TemnepaTypi. Katanizatop Bugananu qinbTpyBaHHAM, Ta inbTpaT KOHUEHTpyBanu npu
3HWKEHOMY TUCKY, OTPUMYHOYM Ha3BaHy crnonyky (178 wmr).

MC: [M+H]* 399,0.

M) (2S,3R,4S)-2-[(2,3'-audpTop[1,1'-6idheHin]-3-in)meTun]-3-[(eTaHCcynbgoHin)amiHol-4-ptop-N,N-
anmeTtunniponignH-1-kapbokcamig

Oo cymiwi 3 N-{(2S,3R,4S)-2-[(2,3-andpTop[1,1'-6ideHin]-3-in)meTun]-4-cpropniponignH-3-
injetraHcynbdoHamigy (10,0 wmr), DIPEA (22,2 wmr) T1a TIo® (0,200 wmn) pgogasanu
anmetunkapbamoinxnopua (11,7 mr) npn 0 °C. Cymiw nepemiwyBann npu KiMHaTHI TemnepaTypi
npoTaroM 3 rod., Ta peakuiiHUA pO34YMH CYLIMMM NpoAyBaHHAM as3oTy. 3anuok 4YvicTunu 3
BMKOPUCTaHHAM cunikarenesoi konoHkoBoi xpomaTorpadii (EtOAc/rekcaH), oTpuMMykouM HasBaHy
crnonyky (6,7 wr).

H AMP (400 Mlu, CDCls) 6 0,81-1,44 (3H, m), 2,59-4,17 (13H, m), 4,73-4,90 (2H, m), 5,06-5,27
(1H, m), 6,98-7,53 (7H, m).

Mpuknag 211

N-{(2S,3R,4S)-1-(azetnanH-1-kapboHin)-2-[(2,3"-ancpTop[1,1'-6icbeHin]-3-in)meTnn]-4-
dropniponiguH-3-inteTaHcynsoHamig

Oo cymiwi 3 N-{(2S,3R,4S)-2-[(2,3-andpTop[1,1'-6ideHin]-3-in)meTun]-4-cpropniponignH-3-
injetaHcynbdoHamigy (8,9 wmr), bic(tpuxnopmeTun)kapbonaty (4,0 mr) Ta TI® (0,200 mn) gogasanu
DIPEA (7,40 mr) npn 0 °C. Cywmiw nepemiwysanu npu 0 °C npotdrom 30 XxB., Ta peakuinHuin po3ymH
KOHLEHTpyBanu npu 3HmwkeHoMy Tucky. OTpumanuii 3anuvwok posbasnsanu TI® (0,200 mn), 4O HBOrO
pofasanu asetuauH (3,83 Mr) npu KiMHaTHIM TemnepaTypi, Ta CyMmill nepemilwyBanu npu KiMHaTHIA
Temnepatypi npotarom 1 rog. Cymiw cywunu npoayBaHHAM as3oTy, Ta 3anuwoK Yuctuim 3
BUKOPUCTaHHAM cunikarenesBoi KonoHkoBoi XxpomaTtorpadii (EtOAc/rekcaH), oTpumyrounm HasBaHy
crnonyky (4,8 mr).

H AMP (400 Mlu, CDCls) 6 0,81-1,35 (3H, m), 2,06-2,16 (2H, m), 2,85-4,23 (11H, m), 4,64-5,29
(3H, m), 6,98-7,54 (7H, m).

Mpuknag 212

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-[(2,3'-andTop[1,1'-6ideHin]-3-in)meTnn]-4-
dropniponiguH-3-injeTaHcynsgoHamig

Oo cymiwi 3 N-{(2S,3R,4S)-2-[(2,3-andpTop[1,1'-6ideHin]-3-in)meTun]-4-cpropniponignH-3-
in}etaHcynbgoHamigy (11,6 mr), umknonponaHkapooHoBoi knucnotu (4,6 mr), DIPEA (11,8 mr) Ta AM®
(0,200 mn) popasanu HATU (20,5 mr) npu kiMHaTHIA TeMmnepaTypi. Cymilw nepemiwysany NpoTarom
Ho4Yi Mpu KiMHaATHIM TemnepaTtypi, OO0 CyMmiwi goaasanu Body, Ta cymiw ekctparysanu EtOAc.
OpraHiyHnin Wap cywuny npoayBaHHSAM a3oTy. 3anuLloK YNCTUNN 3 BUKOPUCTaHHAM curikarenesol
KonoHkoBoil xpomaTtorpadii (EtOAc/rekcaH), oTpumMmytoun Ha3BaHy cnonyky (8,4 mr).

H AMP (400 MI'y, CDCls) 8 0,05-1,47 (7H, m), 2,64-5,43 (11H, m), 6,98-7,54 (7H, m).

Mpuknag 220

N-{(2S,3R,4S)-4-bTOp-1-(2-rigpokcu-2-meTunnponaHoin)-2-[(2,3',5'-tpudtop[1,1'-6ideHin]-3-
in)metun]niponiguH-3-injetTaHcynsoHamig

A) N-{(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4-cTopniponiguH-3-intetaHcynshoHamigy
rigpobpomia

Ho 0eH3un(2S,3R,4S)-2-[(3-xnop-2-pTopdheHin)meTnn]-3-[(eTaHCynbdOHIN)amiHo]-4-
dTopniponignH-1-kapbokcunaty (78 mr) gogasanu 30 % po3yuH rigpobpomigy-outoBoi kucnotu (0,8
M) Npu KiMHaTHIN TemnepaTypi. Cymilw nepemillyBanu npu KiMHaTHIN TemnepaTypi npoTtarom 1 rof,.,
Ta peakuiiHUA PO3YMH KOHUEHTpYBanu Mpu 3HWKEHOMY Tucky. OTpumMaHum 3anuuiok niggasanu
a3eoTpOoMnHii gucTunsauii 3 Tonyonom, Ta cycnenaysanu B IPE, Ta HepO34YMHHY peyoBMHY 36mpanu
GiNbTpyBaHHSM, OTPUMYIOUM Ha3BaHy Cronyky (65 mr).

MC, sHangeHo: 338,9.
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B) N-[(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)metun]-4-dTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injetaHcynsgoHamig
Jo cymiLui 3 N-{(2S,3R,4S)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4-cbTopniponignH-3-

infetaHcynbdoHamigy rigpobpomigy (65 mr), DIPEA (60,0 mr) Ta TT'® (0,8 mn) gogasanu 1-xnop-2-
meTun-1-okconponaH-2-in auetat (30,6 mr) npu 0 °C. Cymiw nepemiwyBanuM npu Takik camin
TemnepaTtypi npotarom 1 rod., Ta gogasanu sogy (0,4 mn) Ta 4 M BogHMI pPO34nH MiTito rigpokenagy
(0,387 mn) npn 0 °C. Cymiw nepemiyBanu npu KiMHaTHIN TemnepaTtypi npotarom 1 roa., A0 CymiLi
aodaBanu Bogy, Ta cymiw ekctparyBanu EtOAc. OpraHiynumi wap BigoKkpemntoBanu, npomuBanu
HaCM4YEeHVM COSIbOBUM PO3YMHOM, CYLUUNM Hag 6e3BOAHUM MarHilo cynbgaTtom, Ta KOHUEHTpyBanm
NP 3HWKEHOMY TUCKY, OTPUMYIOUN Ha3BaHy Cronyky (66 mr).

MC: [M+H]* 425,0.

C) N-{(2S,3R,4S)-4-dpTOp-1-(2-rigpokcu-2-meTunnponaHoin)-2-[(2,3',5'-tpudTtop[1,1'-6icdpeHin]-3-
in)MeTun]niponigun-3-injetaHcynbdoHamig

CymiLu 3 N-[(2S,3R,4S)-2-[(3-xnop-2-hTopdeHin)metun]-4-dpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injetaHcynscoHamigy (22 mr), (3,5-audTopceHin)bopoHOBOI KMCNOTU
(16,4 wr), XPhos Pd G3 (4,38 mr), 1 M BogHoro po3unHy kanito pocdaty (0,155 mn) Ta DME (0,8 mn)
nepemiwysanu B atmocdepi asoty npu 80 °C npotarom 1 rog. Cymiw 4nctunm 3 BUKOPUCTAHHAM
cunikarenesoi konoHkoBoi xpomatorpadii (EtOAc/rekcaH), Ta noTtiMm cunikareneBoi KOMOHKOBOI
xpomatorpadii (NH, EtOAc/rekcaH), oTpumMytoumn Ha3BaHy cnonyky (20,2 mr).

H AMP (400 Ml'u, CDCIs) 81,20 (3H, T, J=7,0 '), 1,40 (6H, c), 2,85 (2H, kB, J=6,9 'u), 3,02 (2H,
aa, J=13,4, 6,1 I'u), 3,22 (1H, g, J=13,9, 7,8 I'y), 3,96-4,30 (3H, m), 4,75-5,02 (2H, wm), 5,10-5,32
(1H, m), 6,82 (1H, 1, J=8,9 l'u), 7,02-7,13 (2H, m), 7,16-7,23 (1H, m), 7,27-7,50 (2H, m).

Mpuknag 225

N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6ideHin]-3-in)metun]-4,4-andpTop-1-((1r,3S)-3-bTopunknobyTaH-
1-kap6oHin)niponianH-3-injeTaHcynsoHamig

A) N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)metnn]-4,4-gudptop-1-[(1r,3S)-3-pTopumnknobyran-1-
KapboHin]niponignH-3-inteTaHcynsoHamig

o pO34nHYy N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gucdtopniponignH-3-
infetaHcynbdoHamigy rigpoxnopugy (0,310 r) Ta 3-dpropumknobyrtaH-1-kapboHosoi kucrnotn (0,128
mn) B8 AM® (10 mn) gogasanu HATU (0,450 r) ta DIPEA (0,551 mn) npu KiMHaTHiA Temneparypi.
CyMmilw nepemilyBany NpoTArom Houi Npu KiMHaTHIA TemnepaTypi. Cymiw racnnm BOAHUM HAacUYEHUM
pPO34MHOM amoHito xropuay Ta ekctparyBanu EtOAc. OpraHiuHuiA Wwap BigoKpemnioBanu, npomMmeanm
BOZOIO Ta HACUYEHMM COJIbOBMM PO3YMHOM, CYLLMNW HaA HaTpito cyrnbdaTtoM Ta KOHLEHTpyBanu npwm
3HWKEHOMY TUCKY. 3anuiok YUCTUNM 3  BUKOPUCTAHHAM  KOMOHKOBOI  xpomaTtorpadii  (NH
cunikarenesol, enionoBaHoi cymiwwio EtOAc/rekcaH), Ta MOTIM  YACTUAW 3 BUKOPUCTAHHAM
npenapaTuBHOI BEPX (KonoHka: CHIRALCEL OD-H, pyxoma dasa: niokeng
Byrneuto/(MeOH/gietnnamin =1000/3)=850/150 (06./06.), oTpumytoun HassaHy cnonyky (177 wr) 3
MEHLUUM Yacom yTpuMaHHA 3 BukopuctaHHam BEPX (Konowka: CHIRALCEL OD-H, pyxoma ¢asa:
piokeung sByrneuto/(MeOH/gietnnamid =1000/3)=850/150 (06./06.)).

MC: [M+H]* 457,1.

B) N-[(2S,3R)-2-[(2,3"-gudpTop[1,1'-6idheHin]-3-in)meTun]-4,4-ancpTop-1-((1r,3S)-3-
dTopumnknobyTtan-1-kapboHin)niponiguH-3-injeTaHcynbgoHamig
o cyMmiLLi 3 N-{(2S,3R)-2-[(3-xnop-2-cTopcheHin)metnnl-4,4-gnutop-1-[(1r,3S)-3-

dTopumnknobyTtan-1-kapboHin]niponianH-3-intetaHcynbgoHamigy (50 wmr), (3-dpTopdeHin)6opoHOBOI
kncnotn (30,6 mr) Ta XPhos Pd G3 (9,26 mr) gopgasanu DME (2 mn) Ta 1 M BOogHWUIA pO34nH Kanito
docdpaTty (0,328 mn) npu kimHaTHIn Temnepatypi. Cymiw nepemiwysanu npu 80 °C B aTMocdepi
asoTy npotarom 1 rog. lMicns oxXonomKeHHA 3HOBY A0 KIMHATHOI TemMnepaTypu, PO34YMHHUK BUOansanu
Npy 3HWKEHOMY TUCKY, Ta 3alMUWOK YMCTUNN 3 BMKOPUCTAHHAM KOJOHKOBOI xpomaTtorpadii (NH
cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH), oTpumMyoumn HasBaHy cnonyky (54,1 mr).

'H AMP (400 MI'y, CDCls) & 1,29-1,48 (3H, m), 1,55-2,03 (2H, ™), 2,25-3,26 (7H, m), 3,33-4,55
(4H, m), 4,88-5,24 (2H, m), 7,03-7,48 (7H, m).

Mpuknag 226

N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6ideHin]-3-in)meTun]-4,4-gndpTop-1-((1s,3R)-3-dbTopumknobyTaH-
1-kap6oHin)niponianH-3-injeTaHcynsdoHamig

A) N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gudtop-1-[(1s,3R)-3-dbTopumknobyTaH-1-
kapboHin]niponiguH-3-injeTaHcynbgoHamig

o pPO34nHY N-{(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4,4-gudTopniponiguH-3-
in}etaHcynbcoHamigy rigpoxnopugy (0,310 r) Ta 3-dpropunknobyTaH-1-kapboHoBoi kucnoTtun (0,128
mn) 8 AM® (10 mn) gogasanu HATU (0,450 r) ta DIPEA (0,551 mn) npu KiMmHaTHIn TemnepaTypi.
Cywmilw nepemilyBanm NpoOTAroM Houi Npu KiMHaTHIN TemnepaTypi. CyMmiw racunu BOAHUM HaCUYEHNM

70



10

15

20

25

30

35

40

45

50

55

60

UA 131013 C2

PO34MHOM amoHito xropuay Ta ekctparyBanu EtOAc. OpraHivyHuiA Wwap BigoKpeMoBanu, npoMveanm
BOAOIO Ta HACUYEHMM CONbOBMM PO3YMHOM, CYLLMNW HaA HaTpito CyrnbdaTtoM Ta KOHLEHTpyBanu npwm
3HWKEHOMY TUCKY. 3anuiok YUCTUNM 3  BUKOPUCTAHHSM  KOMOHKOBOI  xpomaTtorpacpii  (NH
cunikarenesoi, enionoBaHoi cymiwwio EtOAc/rekcaH), Ta NOTIM 4YMCTUAM 3  BUKOPUCTaHHAM
npenapatusHoi BEPX (Kononka: CHIRALCEL OD-H, pyxoma da3sa: pgiokena Byrneuio/
(MeOH/pietunamin =1000/3)=850/150 (06./06.), oTpumytoun HassaHy crnonyky (134 mr) 3 Ginbwum
yacom yTpumaHHs 3 BukopuctaHHam BEPX (Kononka: CHIRALCEL OD-H, pyxoma dasa: giokcua
Byrneuto/(MeOH/aietnnamid =1000/3)=850/150 (06./06.)).

MC: [M+H]* 457,1.

B) N-[(2S,3R)-2-[(2,3'-audptop[1,1'-6ideHin]-3-in)metnn]-4,4-ancdTtop-1-((1s,3R)-3-
dTOpUMKNObYTaH-1-kapboHin)niponianH-3-injeTaHcynbgoHamig

Cymiw 3 N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metnn]-4,4-ancrop-1-[(1s,3R)-3-dpTopuUmknodyTaH-
1-kap6oHin]niponignH-3-intetaHcynbdoHamigy (45 wr), (3-pTopdeHin)bopoHoBoi knucnotu (17,9 mr),
XPhos Pd G3 (8,34 mr) Ta 1 M BoagHOro posuvHy kanito ¢ocarty (0,295 mn) B8 DME (2 mn)
nepemiwysanu npu 80 °C npotarom 2 rog. licna oxonogXeHHs 3HOBY OO0 KiMHaTHOI TemnepaTtypu,
PO3YMHHUK BMAAMNANN NPU 3HMKEHOMY TUCKY, Ta 3anuWOK YUCTUMNWN 3 BUKOPUCTAHHSIM KOFOHKOBOI
xpomatorpadii (NH cunikarenesoi, entonosaHoi cymiwwo EtOAc/rekcaH). 3anvwok KpucTtanisysanum
3 cymiwi EtOAc/rekcaH, oTpuMytoumn Ha3BaHy cnonyky (19,5 wr).

H AMP (400 Ml'u, CDCI3) & 1,29-1,47 (3H, m), 1,80-3,92 (11H, m), 4,19-5,01 (4H, m), 7,02-7,46
(7H, m).

Mpuknag 236

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-cdTop-2-[(2,3',5'-TpucpTop[1,1'-6idpeHin]-3-
in)metun]niponignH-3-in}eTaHcynbgoHamig

A) N-[(2S,3R,4S)-2-[(3-xnop-2-dTopdeHin)meTnn]-1-(unknonponaHkapOoHin)-4-cpropniponignH-3-
inJeTaHcynbdoHamig

CymiLu 3 6eH3nn(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-3-[(eTaHCynbMOHin)amiHo]-4-
dropniponignH-1-kapbokcunaty (179 wmr) Ta 30 % po3umH rigpobpomigy/outoBoi kucnotn (2,0 mn)
nepemiwysany NpoOTAroM HOYi Mpu KiMHaTHIM TemnepaTypi. [Jo oTpumaHoro gogasanu Tonyon (20
MIT), Ta CyMill KOHLEHTPYBanu npu 3HMxeHomy TUcky. 3anuwok posbasnsanu EtOAc, Ta HEPO3UUHHY
peyoBuHY 36upanu inbTpyBaHHAM, Ta npomuBanu EtOAc, oTpumytoun TBepay peyoBuHy. [Jo cymiLi
3 oTpumaHoi TBepAoi pevoBuHn, TIP (2,0 mn) Ta 2M BoaHOro po3uunHy HaTpito rigpokeugy (0,50 mn)
AofaBanu uumknonponaHkapboHinxnopug (81 mr) npy kiMHaTHIn Temnepatypi. Cymiw nepemiwysanm
npu kKiMHaTHIN TemnepaTypi npotarom 30 xB. [o cymiwi gogaBanu BoAy, Ta CyMill ekcTparysanmu
EtOAc. OpraHiyHui Wwap BigokpemstoBanu, NpoOMMBanuM BoAOK Ta HAaCUYEHUM COSIbOBUM PO3YMHOM,
cywunu Hag ©6e3BogHUM HaTpilo cynbdaToM, Ta KOHUEHTPYBanM Npu 3HMWKEHOMY TUCKY. 3anuiiok
YUCTUNU 3 BUKOPUCTaAHHAM cumikareneBoi KoroHkoBoi xpomaTtorpadii (EtOAc/rekcaH), oTpumyoumn
HasBaHy crnonyky (88,2 wr).

MC: [M+H]* 407,0.

B) N-{(2S,3R,4S)-1-(umknonponaHkapboHin)-4-pTop-2-[(2,3',5'-TpudTop[1,1'-6idpeHin]-3-
in)meTun]niponigmu-3-injetTaHcynbgoHamig

Oo cymiwi 3  N-[(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTnn]-1-(unknonponaHkapboHin)-4-
dTopniponigunH-3-inletaHcynbgoHamigy (22,0 mr), (3,5-andTopdeHin)bopoHoBoi kucnotn (17,3 wmr),
1M BogHoro po3uuHy kanito ¢gocdaty (0,130 mn) ta DME (0,500 mn) gogasann XPhos Pd G3 (5,0
Mr) Npu KiMHaTHIM TemnepaTypi. Cymill nepeMilysanu NpoTArom Houi B atMmocdepi asoty npu 90 °C.
CyMilW YncTnnmn 3 BUKOPUCTaHHAM curnikarerneBoi kKornoHkoBoi xpomatorpadii (NH, EtOAc/rekcaH), Ta
nepekpuctanizosyBanu 3 cymiwli EtOAc/rekcaH, oTpumytoumn HassaHy crnonyky (13,5 mr).

H AMP (400 MTl'u, CDCI3) & 0,05-1,48 (7H, m), 2,68-4,30 (8H, m), 4,60-5,41 (3H, m), 6,76-7,54
(6H, m).

Mpuknag 239

N-{(2S,3R,4S)-1-(uuknonponaHkapboHin)-4-gTop-2-[(2-dpTop[1,1'-6ideHin]-3-in)meTun]niponignH-
3-injetaHcynbdoHamig

Oo cymiwi 3  N-[(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-1-(unknonponaHkapboHin)-4-
dropniponiguH-3-injetaHcynbdoHamigy (22,0 mr), deHinbopoHosoi kucnotu (17,0 mr), 1 M BogHoro
po3uuHy kanito ¢occaty (0,130 mn) Ta DME (0,500 mn) popasanu XPhos Pd G3 (6,0 mr) npu
KiMHaTHIM TemnepaTypi. Cymill nepemiwyBanun NpoTarom Houi B atMocdepi asoty npu 90 °C. Cymiw
YUCTUNU 3 BUKOPUCTaAHHAM KONOHKOBOI xpomaTtorpadii (NH cunikarenesoi, entonoBaHOi CyMiLLLLO
EtOAc/rekcaH), notim nepekpuctanizosysanu (EtOAc/rentaH), oTpumytoumM HasBaHy cnonyky (13,2
Mr).

H AMP (400 MI'u, CDCI3) & 0,09-1,47 (7H, m), 2,60-4,31 (8H, m), 4,60-5,38 (3H, m), 6,98-7,57
(8H, m).
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Mpuknapg 245

N-[(2S,3R)-2-[(3'-xnop-2,5"-gudtop[1,1'-6icpeHin]-3-in)meTnn]-1-(LumknonponaHkapboHin)-4,4-
andropniponignH-3-injMetaHcynsgoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-1-(umnknonponaHkapboHin)-4,4-gudptopniponigmH-
3-in]meTaHcynboHamig

Jo PO34nNHY N-{(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4,4-gudTopniponignH-3-
in}metaHcynedoHamigy rigpoxnopuay (141 wmr) Ta umknonponaHkapboHosoi kucnotu (0,044 mn) B
OM® (4 mn) gogasanm HATU (212 wmr) ta DIPEA (0,260 mn) npu kiMmHaTHin Temnepatypi. CymiL
nepemilyBann MNpOTArOM HOYi Npu KiMHaTHIM TemnepaTtypi. Cymilw racunu BOOHWUM HaCUYEHUM
pPO34MHOM amoHito xropuay Ta ekctparysanu EtOAc. OpraHiyHni wap BigokpemitoBanu, npoMmMeanu
BOLOIO T@ HACMYEHMM COSIbOBMM PO3YMHOM, CYLLMNWN HaA HaTpito CynbdaTtoM Ta KOHLEHTpyBanu npwm
3HWKEHOMY TUCKY. 3anuoK YUCTUIM 3 BUKOPUCTAHHSIM  KOFMOHKOBOI  xpomaTtorpadii  (NH
cunikareneBoi, entonoBaHoi cymiwwwio EtOAc/rekcaH), oTpuMyoumn HasBaHy crnonyky (134 mr).

MC: [M+H]* 411,0.

B) N-[(2S,3R)-2-[(3-xnop-2,5"-andTop[1,1'-6icbeHrin]-3-in)meTnn]-1-(umknonponaHkapboHin)-4,4-
andropniponignH-3-injmetaHcynsoHamig

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTnn]-1-(umknonponaHkapboHin)-4,4-
andropniponigunH-3-injmetaHcynsdoHamigy (134  wr), 4,4,4',4'5,5,5',5'-oktametnn-2,2'-6i(1,3,2-
piokcaboponaHy) (124 wr), XPhos Pd G3 (55,2 mr) Tta kanio auetaTty (64,0 mr) B Tonyoni (4 mn)
nepemiwysanu npu 80 °C B atMocdepi a3oTy npoTtarom 8 rod. PeakuiiHy cymiw po3baensanu Bogo
Ta ekctparyBsanu EtOAc. EkcTpakT npommnBanu HacM4eHVM COMMbOBMM PO34YMHOM, CYLUMNW Haf MarHito
cynbdartoM, inbTpyBanu Ta KOHUEHTPYBanu nNpu 3HMWXEHOMY TUCKY. CyMill 3 OTPUMAHOro 3anuLUKy
(0,041 r), uesito kapboHaTty (0,080 r), 1-6pom-3-xnop-5-cbTopbensony (0,051 r), PdClz(dppf) (0,012 r)
Ta DME (1 mn)/Boga (0,300 mn) nepemiwyBann B repmeTnsoBaHin konbi npu 80 °C B aTtmocdepi
asoTy npotarom 1 rogd. PO3YMHHUMK BMAananuM Npu 3HWKEHOMY TWUCKY, Ta 3anuwoK YnCTunmn 3
BuKopucTaHHam npenapatmeHoi BEPX (Kononka: YMC-Actus Triant C18, pyxoma ¢asa: H20 10 mM
NH4HCO3/CH3CN), oTpuMytoum Ha3BaHy cnonyky (13,8 mr).

H AMP (400 My, CDCIs) 6 0,05-1,47 (5H, m), 2,83-5,42 (10H, m), 7,07-7,47 (6H, m).

Mpuknapg 248

N-[(2S,3R)-2-[(3'-xnop-2,5"-andtop[1,1'-6ideHin]-3-in)metnn]-1-(unknonponaHkapboHin)-4,4-
andbTopniponignH-3-injetaHcynsdgoHamig

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-1-(LmknonponaHkapboHin)-4,4-
andTopniponigun-3-injetaHcynboHamigy (144 wr), 4,4,4',4'5,5,5',5'-oktameTnn-2,2'-6i(1,3,2-
giokcaboponaHy) (129 mr), XPhos Pd G3 (57,4 mr) Ta kanito auetaTy (66,5 mr) B Tonyoni (4 mn)
nepemiwysanu npu 80 °C B aTmocdepi a3oTy npoTsirom 36 rog. PeakuiiHy cymiw po3baensanu Bogot
Ta ekctparyBanu EtOAc. EkcTpakT npoMmynBanu Hacu4eHMM COMNbOBMM PO3YMHOM, CYLUUMW Haf, MarHito
cynbatom, inbTpyBanu Ta KOHUEHTPYyBanu npu 3HMXeHoMy TUcKy. CyMill 3 OTPUMAHOro 3anuLuKy
(0,043 r), uesito kapboHaty (0,081 r), 1-6pom-3-xnop-5-cpTopbensony (0,052 r), PAClz(dppf) (0,012 )
Ta DME (1 mn)/Bogn (0,300 mn) nepemiwyBanu B repmeTtusoBaHin konbi npu 80 °C B aTtmocdepi
a3oTy npotaroMm 1 rogd. PO3YMHHUK BMAanNanuM Npu 3HMKEHOMY TWUCKY, Ta 3anuwoK 4YncTunmn 3
BUKopucTaHHaM npenapatmeHoi BEPX (Kononka: YMC-Actus Triant C18, pyxoma ¢asa: H20 10 mM
NHsHCO3s/CH3CN), oTpumytoum HassaHy cronyky (6,00 wmr).

H AMP (400 MI'y, CDCls) 6 0,06-1,51 (8H, m), 2,84-5,44 (9H, m), 7,05-7,48 (6H, m).

Mpuknag 249

N-[(2S,3R)-2-[(3'-xnop-2,2'-gudptop[1,1'-6idbeHin]-3-in)meTun]-1-(unknonponaHkapboHin)-4,4-
andpropniponigunH-3-injetTaHcynbdoHamig

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-1-(LmknonponaHkapoboHin)-4,4-
andropniponigunH-3-injetaHcynedoHamigy (144 wr), 4,4,4',4'5,5,5',5'-oktameTnn-2,2'-6i(1,3,2-
piokcaboponaHy) (129 wr), XPhos Pd G3 (57,4 mr) Ta kanito auetaTty (66,5 mr) B Tonyoni (4 mn)
nepemiwysanu npu 80 °C B aTmocdepi asoTy npoTsirom 36 rog. PeakuiviHy cymiw po3basnsnu Bogot
Ta ekctparyBanu EtOAc. EKkCTpakT npoMmBany HaCM4E€HUM COSNTbOBUM PO3YMHOM, CYLLUWIM HaZ4 MarHito
cynbatom, inbTpyBanM Ta KOHUEHTPYyBanu npu 3HWXeHoMYy TUCKy. CyMill 3 OTPUMAHOro 3anuLUKy
(0,043 r), uesito kapboHaty (0,081 r), 1-6pom-3-xnop-2-dpTopbeHsony (0,052 r) Ta PAClz(dppf) (0,012
r) 8 DME (1 mn)/Bogm (0,300 mn) nepemiwyBanu B repmeTr3oBaHin konbi npu 80 °C B atmocdepi
asoty npotsrom 1 rod. PO3YMHHMK BMAAnsnu npu 3HMWKEHOMY TWUCKY, Ta 3anuwoK YUCTMMK 3
BUKOpUcTaHHAM npenapaTtusHoi BEPX (KonoHka: YMC-Actus Triant C18, pyxoma ¢a3sa: H20 10 mM
NHsHCO3s/CH3CN), oTpumytoum HassaHy crnonyky (9,30 wmr).

H AMP (400 MI'y, CDCIs) & -0,11-0,22 (1H, m), 0,47-1,48 (7H, m), 2,79-4,98 (9H, m), 6,95-7,61
(6H, m).

Mpuknag 250
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N-[(2S,3R)-2-[(3'-xnop-2-¢dTop[1,1'-6ideHin]-3-in)meTnn]-1-(umknonponaHkapOoHin)-4,4-
andropniponignH-3-injMetaHcynsoHamia

CymiLu 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metun]-1-(umknonponaHkapboHin)-4,4-
andpropniponigunH-3-injmetaHcynsdoHamigy (134  wr), 4,4,4',4'5,5,5'5'-oktametun-2,2'-6i(1,3,2-
piokcaboponaHy) (124 wr), XPhos Pd G3 (55,2 mr) ta kanio auetaTty (64,0 mr) B Tonyoni (4 mn)
nepemiwysanu npu 80 °C B atmoccpepi a3oTy npoTtarom 8 roa. PeakuiHy cymiw po3basnanu Boaoo
Ta ekctparyBanu EtOAc. EkcTpakT npoMmBany HaCM4eHUM CONbOBUM PO3YMHOM, CYLLUIW HaA MarHito
cynbatoM, inbTpyBany Ta KOHUEHTPYBanu npu 3HMWXKEHOMY TUCKy. CyMill 3 OTPUMAHOro 3anuLUKy
(0,041 r), uesito kapboHaTty (0,080 r), 1-xnop-3-nogdeHsony (0,058 r) Ta PdClz(dppf) (0,012 r) 8 DME
(1 mn)/Boga (0,300 mn) nepemiwyBanu B repmeTusoBaHini konbi npu 80 °C B aTmocdepi asoTy
npotaroM 1 rog. PO34MHHMK BUAANSANN NPU 3HKEHOMY TUCKY, Ta 3aNULWLOK YNCTUN 3 BUKOPUCTAHHAM
npenapatuHoi BEPX (KonoHnka: YMC-Actus Triant C18, pyxoma dasa: H0 10 MM
NHsHCO3/CH3CN), oTpumytoumn HassaHy crnonyky (0,013 r).

H AMP (400 MI'u, CDCI3) 6 0,07-1,48 (5H, m), 2,76-5,27 (10H, m), 7,12-7,51 (7H, m).

Mpuknag 251

N-[(2S,3R)-2-[(5'-xnop-2,2'-gudptop[1,1'-6idpeHin]-3-in)meTnn]-1-(LmknonponaHkapboHin)-4,4-
AndTopniponignH-3-injetaHcynbgoHamig

CymiLu 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metnn]-1-(umknonponaHkapboHin)-4,4-
andpropniponigunH-3-injetaHcynedoHamingy (144 wr), 4,4,4',4'5,5,5'5'-oktameTnn-2,2'-6i(1,3,2-
piokcaboponaHy) (129 mr), XPhos Pd G3 (57,4 mr) Ta kanito auetaTy (66,5 mr) B Tonyoni (4 mn)
nepemiwysanu npu 80 °C B aTMocdepi a3oTy npotsarom 36 roa. PeakuiviHy cymill po3taensnu Bogo
Ta ekctparyBsanu EtOAc. EkcTpakT npommnBanu Hacu4eHMM COMNbOBMM PO3YMHOM, CYLUWUMW Haf, MarHito
cynbdartoM, inbTpyBanM Ta KOHUEHTPYBanu nNpu 3HMWXKEHOMY TUCKY. CyMill 3 OTPUMAHOro 3anuLUKy
(0,043 1), uesito kapboHarty (0,081 r, 2-6pom-4-xnop-1-dpTopbeHson (0,052 r), PAClz(dppf) (0,012 ) Ta
DME (1 mn)/Boga (0,300 mn) nepemiwysanu B repMmeTnsoBaHiv konbi npu 80 °C B atmMocdepi a3oty
npotsirom 1 rog. PO34YMHHUK BMAANANM NPU 3HWKEHOMY TUCKY, Ta 3amnuLLOK YUCTUNN 3 BUKOPUCTAHHSM
npenapatusHoi BEPX (KonoHka: YMC-Actus Triant C18, pyxoma dasa: H0 10 ~mM
NH4HCO3/CH3CN), oTpumMytoum Ha3BaHy cnonyky (10,6 mr).

H AMP (400 MT'u, CDCIz) 6 0,11-1,47 (8H, m), 2,77-5,39 (9H, m), 6,97-7,61 (6H, m).

Mpuknag 257

N-{(2S,3R)-1-6yTaHoin-2-[(2,3"-gnudTop[1,1'-6icbeHin]-3-in)meTnn]-4,4-gudpTopniponignH-3-
in}eTaHcynbgoHamig

HOo  posunHy  N-((2S,3R)-2-((2,3"-gudptop-[1,1'-6idpeHin]-3-in)meTtun)-4,4-gucptopniponignH-3-
in)eTaHcynbcboHamigy rigpoxnopugy (0,020 r) ta macnsHoi kucnotu (6,08 mkn) 8 OM® (1 mn)
pogasanu HATU (0,025 r) ta DIPEA (0,031 mn) npu kiMHaTHIN Temnepatypi. Cymiw nepemiwlysanu
NPOTAroM HOMi Mpu KiMHaTHIN Temnepatypi. Cymiw racvnn BOAHWM HACU4YEHUM PO3YUHOM aMOHIt0
xnopuay Ta ekctparysanu EtOAc. OpraHiyHunm wap BigokpemmoBany, npoMyBani BOAOK Ta
HaCM4YeHVM COMbOBMM PO3YMHOM, CYLUWAM Hag HaTpilo cynbdaTtoM Ta KOHUEHTpyBanu mnpu
3HWKEHOMY TUCKY. 3anuwiok YuCTUAM 3 BUKOPUCTaHHAM  KOMOHKOBOI  xpomatorpaddii  (NH
cunikarenesoi, entonosaHoi cymiwwo EtOAc/rekcaH), Ta noTiM YMCTUNKM 3  BUKOPUCTaHHAM
npenapatusHoi BEPX (KonoHka: YMC-Actus Triant C18, pyxoma dasa: H0 10 ~mM
NHsHCO3s/CH3CN), oTpumytoumn HassaHy crnonyky (9,90 wmr).

H AMP (300 My, AMCO-ds) © 0,44-0,69 (3H, m), 0,70-1,33 (6H, m), 1,81-2,31 (1H, m), 2,56-3,24
(4H, m), 3,64-4,82 (4H, m), 7,08-7,58 (7H, m), 8,11-8,41 (1H, m).

Mpuknag 267

N-[(2S,3R)-2-[(3'-xnop-2-dT0p[1,1'-6ideHin]-3-in)metun]-4,4-adpTop-1-(oKkceTaH-2-
KapOoHin)niponianH-3-injeTaHcynboHaMig 3 MEHLLMM YacoM YTPUMAHHS

A)  TpeT-0yTMN(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6icheHin]-3-in)meTnn]-3-[(eTaHCyNbdOHIN)amiHo]-
4,4-pndpTopniponiguH-1-kapbokcunat

Cymiw 3  T1peT-6yTUn(2S,3R)-2-[(3-xnop-2-dpTopdheHin)meTnn]-3-[(eTaHcynbdoHin)amiHo]-4,4-
andropniponigunH-1-kapbokecunaty (51 wr), 4,4,4',4',5,5,5',5'-oktameTnn-2,2'-6i-1,3,2-giokcaboponany
(42,5 mr), XPhos Pd G3 (18,9 wr), kanito auetaty (21,9 mr) Ta Tonyony (2 mn) nepemiwysanu B
atmoccbepi aszoty npu 80 °C npotdarom 36 roa. PeakuinHy cymiw po3baBnsnu BoAotw, Ta
ekcTparyBann EtOAc. OpraHiyHuiA Wwap BigoKpemmnoBanu, MNpoMMBaNuM HaCUYEeHUM COMNbOBUM
PO34YMHOM, CYLUMIN Hag 6e3BOAHUM MarHito cynbdaTtoM, Ta KOHLEHTPYBamnu npu 3HWKEHOMY TUCKY.
Cymilw 3 oTpuMMaHoro 3anuiky, uesito kapboHaty (108 wmr), 1-xnop-3-riogbensony (39,3 wr),
PdClz(dppf) (16,1 mr) Ta DME (1 mn)/Boga (0,3 mMn) nepemiwyBanu B repMeTU4HUX YMOBax, B
atmocdpepi asoty npu 80 °C npotarom 1 roa. Po3uvHHUK BUNapoByBanu Mpu 3HMWKEHOMY TUCKY, Ta
3amnuvLIOK YUCTUMM 3 BUKOPUCTaHHAM cunikareneBoi konoHkoBoi xpomaTorpadii (NH, EtOAc/rekcaH),
OTPVMYIOUUN Ha3BaHy Cronyky (22 mr).
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MC: [M-H] 531,1.

B) N-{(2S,3R)-2-[(3'-xnop-2-cpTop[1,1'-6ipeHin]-3-in)meTun]-4,4-gudTopniponiamH-3-
injeTaHcynbdoHamiay rigpoxnopua
CymiLu 3 TpeT-6yTnn(2S,3R)-2-[(3'-xnop-2-dtop[1,1'-6ideHin]-3-in)meTnn]-3-

[(eTaHcynbdoHIN)amiHO]-4,4-andTopniponianH-1-kapbokcunaty (22 mr) Ta 4M pPO34rH
rinpoxnopna/CPME (15 mn) nepemillyBanu NpoTAromM HoYi Npu KiMHaTHIN TemnepaTtypi. Hepo3unHHy
peyoBuHY 36upanu inbTpyBaHHAM, OTPUMYIOYN Ha3BaHy crnonyky (4,5 mr).

MC: [M-H] 431,0.

C) N-[(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6ideHin]-3-in)meTnn]-4,4-gudtop-1-(okceTaH-2-
kapOoHin)niponignH-3-injetaHcynbdoHaMig 3 MEHLLMM YacoM YTPMMaHHS

HOo cymiwi 3 N-{(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6ideHin]-3-in)metnn]-4,4-anctopniponignH-3-
injeTaHcynbdoHamigy rigpoxnopuay (4,5 mr), okceTtaH-2-kapboHoBoi kucnotu (1,47 mr) Ta OM® (1
mn) gogaeanu HATU (5,47 mr) Ta DIPEA (4,96 mr) npu kimHaTHin TemnepaTypi. Cymiw nepemiwysanu
NPOTAroM HOYi NpW KIMHATHIN TemnepaTtypi, Ta KOHUEHTPYBanu MNpu 3HWKEHOMY TUCKY. 3anuLiok
ynctunu 3 sukopuctanHsam BEPX (YMC-Actus Triant C18 pyxoma ¢asa: Boga/CH3CN (sika mictuts 10
MM amoHito 6ikapboHaTy)), oTpumytoum HassaHy crnonyky (0,4 wmr).

IH AMP (300 Ml'u, AMCO-de) & 1,18-1,32 (3H, m), 2,23-2,40 (1H, m), 2,61-3,16 (5H, m), 3,78-5,11
(7H, m), 7,12-7,61 (7H, m), 8,12-8,42 (1H, m).

Mpuknag 272

N-{(2S,3R)-4,4-gndTop-1-(1-rigpokcmumnknobyTtan-1-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-6idbeHin]-
3-in)meTun]niponiguH-3-intetaHcynsdoHamig

Ho po3unHy N-((2S,3R)-4,4-andTop-2-((2,3',5'-Tpudptop-[1,1'-6icdbeHin]-3-in)meTmn)niponignH-3-
in)etaHcynbgoHamigy rigpoxnopuay (0,030 r) Ta 1-rigpokcmuuknobyTtan-1-kapboHosoi kucnoTtu (10,2
mMkrn) B OM® (1 mn) gogasanu HATU (0,036 r) Ta DIPEA (0,045 mn) npu KiMHaTHIn Temnepartypi.
Cymil nepemillyBanm NPOTAroM HOYi NpK KiMHaTHIN TemnepaTypi. CyMmiw racunn BOAHUM HAaCUYEHUM
PO34YNMHOM amoHito xropuay Ta ekctparysanu EtOAc. OpraHiyHun wap BigokpemnioBanu, npoMusanu
BOAOIO T@ HACMYEHMM CONbOBMM PO3YMHOM, CYLLUIN Hag HaTPilo CynbdaToM Ta KOHLEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuLoK YMCTUNN 3 BUKOPUCTAHHAM KOFOHKOBOI XxpomaTorpadii (cunikarenesoi,
entorioBaHoi cymiwo EtOAc/rekcaH), oTpumytoum Ha3eaHy cnonyky (0,016 r).

1H AMP (400 My, CDCIz) 6 1,36 (3H, 1, J=7,3 T'w), 1,77-1,92 (1H, m), 1,96-2,11 (3H, m), 2,45-
2,62 (2H, m), 2,90-3,19 (4H, m), 3,35-3,67 (1H, m), 3,98-4,39 (3H, m), 4,86-5,08 (2H, m), 6,78-6,86
(1H, m), 7,02-7,12 (2H, m), 7,15-7,23 (1H, m), 7,24-7,30 (1H, m), 7,35-7,45 (1H, m).

Mpuknag 302

N-[(2S,3R,4S)-4-pTop-2-[(2-dbTOPp[1,1'-6icbeHin]-3-in)meTnn]-1-((2R)-okceTaH-2-
KapOoHin)niponianH-3-injeTaHcynbgoHamig

A) 0eH3nn(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHol-4-dTop-2-[(2-pTop[1,1'-6icdheHin]-3-
in)metun]niponigmu-1-kapbokcunat

CymiLu 3 6eH3nn(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-3-[(eTaHCynbOoHin)amiHo]-4-
dropniponigunH-1-kapbokcunaty (129 mr), dpeninbopoHoBoi kncnotu (66,5 mr), XPhos Pd G3 (23,1 wmr)
Ta 1 M BogHoOro posuuHy kanito docdaTty (0,818 mn) B8 DME (4 mn) nepemiwysanu npu 80 °C B
atmocdepi asoTy npotarom 1 roa. Cymiw posbasnsanu Bogot Ta ekctparysanu EtOAc. O6'egHaHi
OpraHivHi Wwapu cywmnu Hag MarHito cynbdaToM, inbTpyBanu Ta KOHUEHTpYBanu fnpu 3HWXEHOMY
TUCKY. 3anuLoK OTPUMaHUIN YMCTUMM 3 BUKOPUCTaAHHSAM KONMOHKOBOI xpomaTtorpadii (cunikarenesol,
entorioBaHol cymiwo EtOAc/rekcaH), oTpuMytoun Ha3BaHy cnonyky (92 mr).

MC: [M+H]* 515,1.

B) N-{(2S,3R,4S)-4-pTop-2-[(2-bTOP[1,1'-BicbeHin]-3-in)meTun]niponiguH-3-injeTaHcynbdoHamigy
rigpobpomig

Ho 6eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-dpTop-2-[(2-¢pTop[1,1'-icheHin]-3-
in)metun]niponiguH-1-kapbokcmnaTty (90 mr) gogasanu 30 % po3unH HBr/outoBa kmucnoTa (1 mn) npu
KiMHaTHIn TemnepaTypi. Cymiw nepemiwyBanu npu KiMHaTHIM Temnepatypi npotarom 1,5 rog., Ta
PO34YMHHUK BunapoBysBanu 3 Tonyonom. OTpumaHy TBepay pedqoBuHy cycneHgyBanm B IPE Ta
36upanu dinbTpyBaHHAM, OTPUMYIOYM Ha3BaHy crnonyky (80,9 wr).

MC: [M+H]* 381,0.

C) N-[(2S,3R,4S)-4-dTop-2-[(2-dTOpP[1,1'-6icbeHin]-3-in)meTun]-1-((2R)-okceTaH-2-
kapOoHin)niponianH-3-injeTaHcynbgoHamig
o PO34YMHY N-{(2S,3R,4S)-4-cbTOp-2-[(2-PTOP[1,1'-BidheHin]-3-in)meTnn]niponignH-3-

in}eTaHcynbgoHamigy rigpobpomigy (35 mr) Ta okceTaH-2-kapboHoBOiI kucnotu (23,2 mr) B M (2
mn) gogasanu HATU (43,3 mr) Ta DIPEA (0,053 mn) npm 0 °C. Cymiw nepemiwysanu npu KiMHaTHIN
TemnepaTtypi npotarom 1,5 rog. Cymiw racunu Bogot Ta ekcTparyBann EtOAc. OpraHiyHun wap
CyWIMNN Hag MarHito cynbdatoM, QinbTpyBanu Ta KOHUEHTPYBanu nNpu 3HWKEHOMY TUCKY. 3anuiok
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YMCTUNKM 3 BUKOPUCTaHHAM npenapatmBHoi BEPX (Kononka: YMC-Actus Triant C18, pyxoma dasa:
H20 10 MM NH4HCO3/CHsCN), oTpumytoun HadBaHy cnonyky (11,5 mr).

1H AMP (300 My, OMCO-ds) & 1,19-1,31 (3H, ™, ), 2,30-2,46 (1H, m), 2,60-2,86 (2H, m), 3,02-
3,20 (3H, m), 3,46-3,68 (1H, m), 3,77-4,28 (4H, m), 4,39-5,40 (3H, m), 7,09-7,61 (8H, m), 7,81 (1H, w
C).

Mpuknag 304

N-{(2S,3R,4S)-4-bTOp-1-(OKCETAH-2-KapOOHIn)-2-[(2,3',5'-TpudpTop[1,1'-6ideHin]-3-
in)MeTun]niponigun-3-injeTaHcynbdoHaMmig 3 MEHLIMM YacoM YTPUMaHHS

A) 0eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-dbTop-2-[(2,3',5'-TpndTop[1,1'-6icdeHin]-3-
in)MmeTtun]niponigunH-1-kapbokcmunar

HOo cymiwi 3 6eH3nn(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-3-[(eTaHcynbdoHin)amiHo]-4-
dTopniponianH-1-kapbokecunaty (129 wr), (3,5-andTopdeHin)doopoHoBoi kucnotn (94,6 mr), XPhos
Pd G3 (21,9 mr) Ta DME (2,0 mn) gogaeanu 1 M BogHui po3umH kanito docdaty (0,60 mn) npwu
KiMHaTHIN Temnepatypi. Cymiw nepemiwysanu npu 90 °C B atmocdepi asoty npotdarom 4 rog. [o
cymiwi popasanu Bogy, Ta cymiw ekctparyBanu EtOAc. OpraHiyHum wap BigokpemmnoBanu,
npoMuBanyM BOAOK Ta HACUYEHMM CONbOBUM PO3YMHOM, CYLUIMNW Hag HaTpilo cynbgatoMm Ta
KOHUEHTpYBanu npu 3HMKEHOMY TUCKY. 3anuwiok YUCTUAM 3  BUKOPUCTAHHSIM  KOJTOHKOBOT
xpomaTtorpadii (cunikarenesoi, enonoBaHoi cymiwwio EtOAc/rekcaH), OTpUMYyHOYM Ha3BaHy CMOmMyKy

(30,4 wmr).
MC: [M+H]* 551,2.
B) N-{(2S,3R,4S)-4-pTOp-1-(0KCETaH-2-KapboHin)-2-[(2,3",5'-TpudpTop[1,1'-6icpeHin]-3-

in)metTun]niponignH-3-injeTaHcynboHamig 3 MEHLIMM YacoM YTPUMaHHS

Cymiw 3 6eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-pTop-2-[(2,3',5'-TpndTop[1,1'-6ideHin]-
3-in)meTtun]niponiagnH-1-kap6okcunaty (30,4 mr) ta 10% Pd-C (3,0 mr) B MeOH (1,0 wmn)
rigporeHisysanu nig 6anoHHUM TUCKOM MPOTArOM HOYi MpW KiMHaTHIn Temnepatypi. KaTanizatop
Buaananu inbTpyBaHHAM, Ta inbTpaT KOHUEHTPyBanu npu 3HWKEHOMY Tucky. [o cymiwi 3
OTPUMAHOrO 3anuLlKy, 2-okcetaHkapboHoBoi kucnotu (10,2 mr), DIPEA (0,030 mn) ta AM® (1,0 mn)
popasann HATU (36,1 wmr) npwm kiMHaTHin TemnepaTypi. Cymiw nepemiwyBanv npu KiMHaTHIu
Temnepatypi npotarom 1 roa. [o cymiwi gogaBanM  HacMYEHUM BOAHUW  PO3YMH  HATpIito
rigpokapboHaTy, Ta cymiw ekctparyBanum EtOAc. OpraHiyHui LWwap BigokpemmnoBanu, npoMusanu
BOAOK Ta HAaCUYEHMM COSbOBMM PO3YMHOM, CYLLUMNN HaA HaTpito Ccynbdatom Ta KOHUEHTpyBanv npu
3HWKEHOMY TUCKY. 3anuLLoK YnCTUnM 3 BUKOPUCTaHHAM npenapaTtusHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma dasza: H20 10 MM NH4sHCO3/CHsCN), oTpumytoun HaszsaHy cronyky (5,2 mr).

'H AMP (300 MI'y, AMCO-ds) 6 1,17-1,33 (3H, m), 2,22-2,45 (1H, m), 2,58-3,20 (5H, m), 3,48-5,42
(8H, m), 7,13-7,51 (6H, m), 7,73-7,91 (1H, m).

Mpuknag 305

N-{(2S,3R,4S)-4-pTOp-1-(OKCETaH-2-KapboHin)-2-[(2,3",5'-TpudTop[1,1'-6icbeHin]-3-
in)metun]niponigmH-3-injetTaHcynsgoHamig 3 6inbLwrM Yacom yTpUMaHHS

Cymiw 3 6eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHol-4-pTop-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-
3-in)metun]niponignH-1-kapbokeunaty (30,4 wmr) ta 10% Pd-C (3,0 mr) B MeOH (1,0 wmn)
rigporeHisyBanu nig 6anoHHUM TUCKOM MPOTArOM HOYi MpW KiMHaTHIN Temnepatypi. KaTanizatop
Buaananu @inbTpyBaHHAM, Ta @inbTpaT KOHUEHTpyBanu npuv 3HWXKEHOMY Tucky. [o cymiwi 3
OTPMMAaHOro 3anuLuKy, 2-okceTaHkapboHoBoi kucnotu (10,2 mr), DIPEA (0,030 mn) ta AM® (1,0 mn)
popgasann HATU (36,1 Mr) npu kimMHaTHin Temnepatypi. Cymiw nepemiwyBanu npu KiMHaTHin
TemnepaTypi npotarom 1 rog. [o cymiwi pogaBanu  HacWYEeHUM BOOHWA  PO3YMH  HATPIO
rigpokapboHaTy, Ta cymiw ekctparyBanum EtOAc. OpraHiyHui Lap BigokpemmnoBanu, npoMusanu
BOAOI Ta HAaCUYEHMM COSbOBMM PO3YMHOM, CYLUMIN Had HaTpilo CynbdaToM Ta KOHLEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuLioK YiCcTunm 3 BUKOpUCTaHHAM npenapaTtusHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma c¢asa: H20 10 MM NH4sHCO3/CH3CN), oTpumytoum Ha3BaHy cnonyky (4,1 mr).

H AMP (300 MI'y, AMCO-ds) 6 1,19-1,33 (3H, m), 2,22-2,44 (1H, m), 2,61-3,22 (4H, m), 3,42-5,41
(9H, m), 7,12-7,56 (6H, m), 7,73-8,00 (1H, m).

Mpwuknag 307

N-{(2S,3R,4S)-4-bTOp-1-(0KCETAH-2-KapboHIn)-2-[(2,2',3"-TpudpTop[1,1'-6ideHin]-3-
in)MeTun]niponiguH-3-injetaHcynbdoHaMmig 3 MEHLIMM YacoM YTPUMaHHS

A) 6eH3nn(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHol-4-pTop-2-[(2,2',3'-TpundTop[1,1'-6icdbeHin]-3-
in)metun]niponigmnH-1-kapbokcunat

Ho cymiwi 3 6eH3un(2S,3R,4S)-2-[(3-xnop-2-pTopdeHrin)meTnn]-3-[(eTaHCcynbdoHIN)amiHo]-4-
dTopniponignH-1-kapbokcunaty (129 wr), (2,3-andTopdeHin)éopoHoBoi kucnotn (91,9 mr), XPhos
Pd G3 (21,9 mr) Ta DME (2,0 mn) gogasanu 1 M BogHun posyuH kanito docdaty (0,60 mn) npwu
KiMHaTHIN TemnepaTtypi. licna Toro, sk npotarom 4 rog. nepemiwysanu npu 90 °C B atmocdepi
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a30Ty, CYMiLLl KOHLEHTPYBanu Npu 3HWKEHOMY TUCKY. 3anuLLIOK YNCTUNWN 3 BUKOPUCTAHHAM KOFTOHKOBOI
xpomaTtorpadii (cunikarenesoi, enonoBaHoi cymiwwio EtOAc/rekcaH), OTpUMYHOYM Ha3BaHy CrOmMyKy

(32,7 wr).
MC: [M+H]* 551,2.
B) N-{(2S,3R,4S)-4-pTOp-2-[(2,2',3'-TpNdpTOp[1,1'-GicbeHin]-3-in)meTun]niponignH-3-

injetaHcynbgoHamig

Cymiw 3 6eH3unn(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-cpTop-2-[(2,2',3'-TpudbTop[1,1'-6ideHin]-
3-in)meTtun]niponignH-1-kapbokcunaty (32,7 mr) ta 10% Pd-C (3,0 mr) B MeOH (1,0 wmn)
rigporeHisyBanu nig GanoHHMM TWUCKOM MPOTSIrOM HOYi Mpu KiMHaTHIM TemnepaTypi. KaTanisatop
BMAANANN QinbTpyBaHHAM, Ta inbTpaT KOHUEHTPYBanU Npu 3HWKEHOMY TUCKY, OTPMMYIOUN Ha3BaHy
cnonyky (23,6 mr).

MC: [M+H]* 417,1.

C) N-{(2S,3R,4S)-4-bTOp-1-(0KCETAH-2-KapboHiIn)-2-[(2,2',3'-TpndTop[1,1'-6icdpeHin]-3-
in)metTun]niponiamH-3-injetaHcynboHaMig 3 MEHLMM YacoM YyTPUMaHHS

HOo cymiwi 3 N-{(2S,3R,4S)-4-dpTOp-2-[(2,2',3'-TpNdhTOp[1,1'-GicbeHin]-3-in)meTun]niponignH-3-
infetaHcynbdoHamigy (23,6 mr), 2-okceTaHkapboHoBoi kucnotu (16,1 mr), DIPEA (0,050 mn) Ta AM®
(1,0 mn) pogasann HATU (26,0 mr) npu kimHaTHIn Temnepatypi. lMicna Ttoro, gk npotarom 1 roa.
nepemiwyBany nNpy KiMHaTHIN TemMnepaTypi, CyMill KOHLUEHTPYBanu nNpu 3HWKEHOMY TUCKY. 3anuLiok
YNCTUNKM 3 BUKOpUCTaHHAM npenapaTtusBHoi BEPX (Konowka: YMC-Actus Triant C18, pyxoma ¢asa:
H20 10 MM NH4HCO3/CHsCN), oTpuMyoun Ha3BaHy cnonyky (8,7 mr).

'H AMP (300 Ml'y, AMCO-ds) & 1,24 (3H, T, J=7,3 '), 2,23-2,45 (1H, m), 2,58-2,89 (2H, m), 3,00-
3,18 (3H, m), 3,41-5,39 (8H, m), 7,07-7,59 (6H, m), 7,82 (1H, w c).

Mpuknapg 346

N-[(2S,3R,4S)-2-[(3'-xnop-2-dTop[1,1'-6idbeHin]-3-in)meTnn]-4-pTop-1-(2-rigpokcmn-2-
MEeTUANPONaHoin)NiponianH-3-injeTaHcynsoHamig

A) N-{(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4-cdTopniponignH-3-infetaHcynsoHamigy
rigpobpomia

o 6eH3nn(2S,3R,4S)-2-[(3-xnop-2-dpropdeHin)meTnn]-3-[(eTaHCynbMOHin)amiHo]-4-
dropniponignH-1-kapbokcunaty (2,18 r) gogasann 30 % po3unH HBr/outoBa kucnota (20 mn) npu 0
°C. Micna Toro, sk npotarom 30 XxB. MepemiwyBanu npu KiMHaTHIA TemnepaTypi, CyMiL
KOHLEHTPYBanu Mpu 3HWKEHOMY TUCKYy 3 rentaHoM, Ta 3anuwok posbasnanu IPE. HeposunHHwiA
MaTepian 36upanu ginbTpyBaHHAM, Ta npoMmusanu IPE, oTpumyoumn Ha3saHy crnonyky (1,83 r).

MC: [M+H]* 339,0.

B) N-[(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTtun]-4-dpTop-1-(2-rigpokcu-2-
MeTurnnponaHoin)niponiguH-3-injetaHcynsgoHamig
o cymiLi 3 N-{(2S,3R,4S)-2-[(3-xnop-2-pTopheHin)meTnn]-4-ptopniponignH-3-

infetaHcynbdoHamigy rigpobpomigy (195 mr) Ta DIPEA (0,402 mn) B TT'® (4 mn) gogasanu anbda-
auetokci-isobytupunxnopug (0,081 mn) npu 0 °C, Ta cymiw nepemiwyBanuM Mpu Takii camin
Temnepatypi npotarom 10 xB. [o cymiwi gogasanu Bogy (1 mn) Ta 4 M BogHWIA PO3YMH RiTitO
rigpokcmay (1,16 mn), Ta cymiw nepemiwysanu NpOTArOM HOYI NpW KiMHaTHIA Temnepatypi. Cymiw
racunm HacuM4YeHVM BOOHMM PO34YMHOM HaTpilo rigpokapboHaTy, Ta ekctparyBanu EtOAc. Ekctpakt
NpoMuBanM HacU4eHUM CONbOBMM PO3YMHOM, CYLUWUMWU HaL MarHito cynbaTtoM Ta KOHLEeHTpysBanu
npu  3HWKEHOMY TUCKY. 3anuIIOK YUCTUAM 3 BUKOPUCTAHHAM  KOFOHKOBOI  XpomaTorpadii
(cunikarenesoi, entorosaHol cymiwio EtOAc/rekcaH), oTpumMyoum HasBaHy crnionyky (180 mr).
MC: [M+H]* 425,0.

(03] N-[(2S,3R,4S)-2-[(3'-xnop-2-dTop[1,1'-6ideHin]-3-in)meTun]-4-cdpTop-1-(2-rigpokcu-2-
MeTurnnponaHoin)niponiguH-3-injetaHcynsgoHamig
Cymiw 3 N-[(2S,3R,4S)-2-[(3-xnop-2-dbTopdeHin)meTnn]-4-pTop-1-(2-rigpokcmn-2-

MeTunnponaHoin)niponiguH-3-injetaHcynsgoHamigy (45 wmr), (3-xnopdeHin)éopoHoBoi knucnotn (21,5
mr), XPhos Pd G3 (8,96 mr) Ta 1 M BogHoro posuvHy kanito docdarty (0,318 mn) B DME (2 mn)
nepemiwysanu npu 80 °C npotsarom 2 roa. icna oxonomXeHHs 3HOBY A0 KiMHaTHOI TemnepaTypw,
PO3YMHHUK BUAAMNSANN NMPU 3HWKEHOMY TUCKY, Ta 3aNULLOK YUCTUIN 3 BUKOPUCTaAHHSM npenapaTUBHOI
BEPX (KonoHka: YMC-Actus Triant C18, pyxoma dasza: H2O 10 mM NH4sHCO3/CH3CN) Ta notim
konoHkoBoi xpomatorpadii (NH cunikarenesoi, entonosaHoi cymiwio EtOAc/rekcaH), oTpumyoum
Ha3BaHy cnonyky (11,4 mr).

'H AMP (400 Ml'y, CDCls) & 1,10-1,22 (3H, m), 1,40 (6H, c), 2,73-3,27 (5H, m), 3,94-4,31 (3H, m),
4,76-5,33 (3H, m), 7,13-7,55 (7H, m).

Mpuknag 374

N-{(2S,3R,4S)-1-(6iuunkno[1,1,1]neHTan-1-kapboHin)-4-dpTop-2-[(2,3',5'-Tpucptop[1,1'-6idpeHin]-3-
in)meTun]niponianH-3-in}metaHcynbgoHamig
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A) N-((2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-kapOoHin)-2-(3-xnop-2-pTopodeH3un)-4-
dTopniponianH-3-in)MetaHcynboHamig
Jo pPO34nNHY N-{(2S,3R,4S)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4-coTopniponignH-3-

in}metaHcynedoHamigy rigpobpomigy (100 mr) Ta 6iumkno[1,1,1]neHTaH-1-kapboHoBoi knucnotu (0,044
mn) B AM® (3 mn) gopasanm HATU (141 wr) ta DIPEA (0,129 mn) npu 0 °C. Cymiw nepemiwysanu
npu KiMHaTHIN Temnepatypi npotarom 1,5 roa., NOTIM racunyM HaCMYeHNUM BOOHWM PO3YMHOM HaTpito
rinpokapboHaty Ta ekcTparyBsanu EtOAc. OG6'egHaHi oOpraHiyHi Wwapu npoMmMBanM HacudeHuUM
CONbOBMM PO3YMHOM, CYLUWMAM Haf MarHito cynbdgaTom, inbTpyBanu Ta KOHUEHTpyBanu. 3anuLuok
UNCTUNN 3 BUKOPUCTAHHSIM KOJIOHKOBOI XpomaTtorpadii (cunikareneBoi, entovoBaHOi CyMiLLLLO
EtOAc/rekcaH), oTpumMytoum HasBaHy crnonyky (102 mr).

MC: [M+H]* 419,0.

B) N-{(2S,3R,4S)-1-(6iunkno[1,1,1]neHTaH-1-kapboHin)-4-pTop-2-[(2,3',5'-TpndTop[1,1'-6ideHin]-
3-in)meTun]niponianH-3-in}meTaHcynbdoHamig

CymiLu 3 N-((2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-kapboHin)-2-(3-xnop-2-dpTopbeHann)-4-
dropniponignH-3-in)metaHcynsdoHamigy (20 wmr), (3,5-andTopdeHin)bopoHoBoi kucnotu (15,1 mr),
XPhos Pd G3 (4,04 wmr) Ta 1 M BogHoro posunHy kanito docdaty (0,143 mn) B8 DME (0,8 mn)
nepemiwysanu npu 80 °C B atmocdepi azoty npotarom 2 roga. Cymiw Ynctnnm 3 BMKOPUCTaHHSAM
KONMOHKOBOI xpomatorpacii (cunikarenesoi, entonoaHoi cymiwwo EtOAc/rekcaH) 3 HacTymHUM
BUMKopucTaHHaM npenapatueHoi BEPX ((Konowka: L-KonoHka 2 ODS, pyxoma dasza: H2O 5 mM
NHsHCO3/CH3CN), oTpumytoum HasBaHy crnonyky (15,5 wr).

'H AMP (400 My, CDCls) & 1,75-1,94 (1H, m), 2,07-2,38 (5H, m), 2,53 (3H, g, J=26,2 '), 2,88-
3,31 (3H, wm), 3,62-4,47 (3H, m), 4,65-5,35 (3H, m), 6,78-6,88 (1H, m), 7,02-7,12 (2H, m), 7,16-7,26
(2H, m), 7,46-7,55 (1H, m).

Mpuknag 375

N-{(2S,3R)-4,4-gndTop-1-((1r,3S)-3-dpTopunknodbyran-1-kapbonin)-2-[(2,3',5'-Tpucptop[1,1'-
BiceHin]-3-in)metun]niponignH-3-inteTaHcynehoHamig

Cymiw 3 N-{(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTtnn]-4,4-gudtop-1-[(1r,3S)-3-dbTOpunknobyran-
1-kap6oHin]niponignH-3-infetaHcynedoHamigy (28 wmr), (3,5-andropdenin)éopoHosoi kucnotn (19,4
mr), XPhos Pd G3 (5,19 mr) Ta 1 M BoagHOro posuuHy kanito cocgarty (0,184 mn) 8 DME (2 mn)
nepemiwysanu npu 80 °C npotarom 2 roa. icna oxonogXeHHs 3HOBY A0 KiMHaTHOI TemnepaTypw,
PO3YMHHUK BUOANANN MPU 3HMKEHOMY TUCKY, Ta 3afMLLIOK YUCTUAWM 3 BUKOPUCTAHHAM KONOHKOBOI
xpomatorpadii (NH cunikarenesoi, entoroBaHoi cymiwwio EtOAc/rekcaH) Ta npenapatmeHoi BEPX
(KonoHka: YMC-Actus Triant C18, pyxoma dasa: H20 10 MM NH4HCO3/CHsCN), oTpumytoun Ha3BaHy
cnonyky (28,3 mr).

'H AMP (300 MI'y, AMCO-ds) & 1,21-1,73 (4H, m), 2,00-2,42 (3H, m), 2,60-3,26 (5H, m), 3,68-5,13
(5H, m), 7,11-7,55 (6H, m), 8,09-8,40 (1H, m).

Mpuknag 376

N-{(2S,3R)-4,4-gndpTop-1-((1r,3S)-3-dpTopunknobyrtan-1-kapboHin)-2-[(2,2',5'-Tpudptop[1,1'-
BiceHin]-3-in)meTun]niponiguH-3-infeTaHcynshoHamig

Cymiw 3 N-{(2S,3R)-2-[(3-xnop-2-cbTopdeHin)meTtnnl-4,4-gudtop-1-[(1r,3S)-3-dbTOpunknodbyran-
1-kap6oHin]niponignH-3-intetaHcynedoHamigy (28 wmr), (2,5-andTopdeHin)bopoHoBoi kucnotn (19,4
mr), XPhos Pd G3 (5,19 wmr) Ta 1 M BoagHoro posuuHy kanito docdaty (0,184 mn) 8 DME (2 mn)
nepemiwysanu npu 80 °C npotarom 2 rog. lNicna oxonoaxeHHs 3HOBY A0 KiMHaTHOI Temnepartypw,
PO3YMHHUK BUOANANN MPU 3HMKEHOMY TUCKY, Ta 3afMLLIOK YMCTMAN 3 BMKOPUCTAHHAM KOMOHKOBOI
xpomatorpadii (NH cunikarenesoi, entornoBaHol cymiwio EtOAc/rekcaH) Ta npenapatuBHoi BEPX
(KonoHka: YMC-Actus Triant C18, pyxoma dasa: H20 10 MM NH4HCO3/CHsCN), oTpumytoun Ha3BaHy
cnonyky (18,2 mr).

H AMP (300 MI'y, AMCO-ds) 6 1,19-1,74 (4H, m), 2,01-2,42 (3H, m), 2,57-3,22 (5H, m), 3,66-5,17
(5H, m), 7,13-7,48 (6H, m), 8,11-8,37 (1H, m).

Mpuknag 378

N-[(2S,3R)-4,4-gudptop-2-[(2-cpTop[1,1'-GicbeHin]-3-in)metun]-1-((1r,3S)-3-bTopumknobyraH-1-
KapOoHin)niponignH-3-injetTaHcynsgoHamig

Cymiw 3 N-{(2S,3R)-2-[(3-xnop-2-cTopdeHin)meTtnn]-4,4-gudptop-1-[(1r,3S)-3-bTopunknobyTtaH-
1-kap6oHin]niponignH-3-infeTaHcynedoHamigy (28 mr), deHinbopoHoBoi kucnoTn (14,9 mr), XPhos Pd
G3 (5,19 mr) Ta 1 M BogHoro posuuHy kanito gpocdaty (0,184 mn) 8 DME (2 mn) nepemiwysanu npu
80 °C npotsrom 2 roa. lNMicns oxonoxXeHHs 3HOBY A0 KIMHATHOI TeMnepaTypu, pPO34YMHHUK BUOAnNANM
npu 3HWKEHOMY TUCKY, Ta 3arnuLIOK YUCTUMM 3 BUKOPUCTaAHHAM KONOHKOBOI xpomatorpadii (NH
cunikarenesol, entoroBaHoil cymilwto EtOAc/rekcan) Ta npenapatnsHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma casza: H20 10 MM NH4HCOs/CH3CN), oTpumytoum HasBaHy cnonyky (26,9 wr).
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H AMP (300 MI'y, AMCO-ds) 6 1,20-1,71 (4H, m), 1,99-2,43 (3H, m), 2,60-3,23 (5H, m), 3,68-5,14
(5H, m), 7,09-7,56 (8H, m), 8,11-8,38 (1H, m).

Mpuknag 380

N-{(2S,3R)-4,4-gndTop-1-((1s,3R)-3-bTopumknobytaH-1-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-
Bicbenin]-3-in)meTun]niponignH-3-infeTaHcynehoHamig

Cymiw 3 N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTnn]-4,4-auctop-1-[(1s,3R)-3-bTopumknodbytaH-
1-kap6oHin]niponiguH-3-intetaHcynbdoHamigy (17 wmr), (3,5-amdpTopdheHin)bopoHoBoi kucnotun (11,8
mr), XPhos Pd G3 (3,15 mr) Ta 1 M BogHoro posumHy kanito docdarty (0,112 mn) B8 DME (1 mn)
nepemiwysanu npu 80 °C npotarom 2 rog. licna oxonomKeHHs 3HOBY 4O KiMHATHOI Temnepartypw,
PO3YMHHUK BUAAMNSANN MPU 3HMKEHOMY TUCKY, Ta 3anvOK YUCTUAN 3 BUKOPUCTaAHHSIM KONOHKOBOI
xpomatorpadii (NH cunikarenepoi, entoroBaHoi cymiwwto EtOAc/rekcaH) Ta npenapatuBHoi BEPX
(KonoHka: YMC-Actus Triant C18, pyxoma casza: H20 10 MM NH4HCO3/CH3CN), oTpumytoun Ha3BaHy
cnonyky (15,8 mr).

'H AMP (300 MI'u, AMCO-de) & 1,11-3,20 (12H, m), 3,73-5,00 (5H, m), 7,11-7,52 (6H, m), 8,14-
8,35 (1H, m).

Mpuknag 381

N-{(2S,3R)-4,4-gndTop-1-((1s,3R)-3-dbTopumknobytaH-1-kapboHin)-2-[(2,2',5'-TpndTop[1,1'-
BiceHin]-3-in)meTtun]niponignH-3-infeTaHcynehoHamig

Cywmiw 3 N-{(2S,3R)-2-[(3-xnop-2-dpropdeHin)metnn]-4,4-gucptop-1-[(1s,3R)-3-dpTOpumnknodbyTtan-
1-kap6oHin]niponignH-3-intetaHcynedoHamigy (17 wmr), (2,5-audTopdeHin)oopoHoBoi kucnotn (7,64
mr), XPhos Pd G3 (3,15 mr) Ta 1 M BoagHoro po3uuHy kanito cdocgarty (0,112 mn) 8 DME (1 mn)
nepemiwysanu npu 80 °C npotarom 2 rog. licna oxonomXeHHst 3HOBY A0 KiMHAaTHOI TemnepaTypu,
PO3YMHHUK BMAAMNANN MPU 3HMKEHOMY TUCKY, Ta 3anvOK YUCTUWN 3 BUKOPUCTaHHSIM KONOHKOBOI
xpomatorpadii (NH cunikarenesoi, entoroBaHoi cymiwwio EtOAc/rekcaH) Ta npenapatmeHoi BEPX
(KonoHka: YMC-Actus Triant C18, pyxoma ¢asa: H20 10 MM NH4HCO3/CH3CN), oTpymMytoun Ha3BaHy
cnonyky (12,0 mr).

IH AMP (300 MI'u, AMCO-de) & 1,19-1,30 (3H, m), 1,70-2,44 (5H, m), 2,54-3,22 (4H, m), 3,70-5,12
(5H, m), 7,10-7,49 (6H, m), 8,10-8,38 (1H, m).

Mpuknag 383

N-[(2S,3R)-4,4-gudptop-2-[(2-cbTop[1,1'-6icbeHin]-3-in)meTnn]-1-((1s,3R)-3-pTopumknobyrtaH-1-
KapOoHin)niponianH-3-injeTaHcynbgoHamig

Cymiw 3 N-{(2S,3R)-2-[(3-xnop-2-dropdeHin)metnn]-4,4-gucdptop-1-[(1s,3R)-3-dpTOpUnKnodyTaH-
1-kap6oHin]niponignH-3-inteTaHcynedoHamigy (17 mr), deHinbopoHoBoi kucnoTn (9,07 mr), XPhos Pd
G3 (3,15 mr) Ta 1 M BogHoro po3uuny kanito gocdaty (0,112 mn) 8 DME (1 mn) nepemiwysanu npu
80 °C npoTtdrom 2 rog. lNicns oxonoaxXeHHs 3HOBY A0 KIMHATHOI TeMnepaTypu, PO34YMHHUK BUOANANN
nNpu 3HWKEHOMY TUCKY, Ta 3aruLIOK YMCTUMIM 3 BUKOPUCTaAHHAM KONOHKOBOI XpomaTtorpacdii (NH
cunikarenesoi, entoroBaHoi cymiwwo EtOAc/rekcan) Ta npenapatueHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma casa: H20 10 MM NH4sHCO3/CH3CN), oTpumytoum HassaHy crnonyky (8,00 wmr).

H AMP (300 MI'u, AMCO-de) & 1,12-3,24 (12H, m), 3,68-5,03 (5H, m), 7,06-7,59 (8H, m), 8,10-
8,40 (1H, m).

Mpuknag 388

N-[(2S,3R,4S)-2-[(3'-xnop-2-d1op[1,1'-6icheHin]-3-in)meTnn]-4-pTop-1-(2-rigpokcmn-2-
MeTunnponaHoin)niponiguH-3-injMmetaHcynbgoHamig

A) 0eH3nn(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTnn]-4-cdTop-3-
[(meTaHcynbdoHin)amiHo]niponiguH-1-kapbokcunat

MeTtaHcynbcoHoBUA  aHrigpug (225 wMr) pgogasanuM OO0 MNEPEMIllyBaHOrO  PO3YMHY
0eH3nn(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-dpTopdeHin)metun]-4-cptopniponianH-1-kapbokcunaty (328
mr) Ta TEA (0,360 mn) B TT'® (10 mn) npu kimHaTHIn TemnepaTypi. Yepes 0,5 roa., peakuinHy cymiLl
KOHUEHTpYBanu npu 3HWKEHOMY TWUCKY, Ta 3anuwoK YUCTUMIM 3 BUKOPWUCTAHHSAM KOFOHKOBOI
xpomarorpadii (cunikarenesoi, entonoBaHoi cymiwiwio EtOAc/rekcaH), oTpuMytouM Ha3BaHy CMosyKy
(336 wmr).

MC: [M+H]* 459,0.

B) N-{(2S,3R,4S)-2-[(3-xnop-2-pTopeHin)meTnn]-4-dTopniponignH-3-injmeTaHcynboHamig
rinpobpomig

o 6eH3un(2S,3R,4S)-2-[(3-xnop-2-pTopdeHrin)veTnn]-4-cdTop-3-
[(MeTaHcynbdoHIn)amiHo]niponiguH-1-kapbokeunaty (1,17 r) gogasanu 30 % po3umH HBr/outoBa
kncnota (10 mn) npu kKiMHaTHIN TemnepaTypi. Cymilwl nepemilyBanu npu KiMHaTHIN Temnepatypi
npotarom 30 xB. Cymiwl BunapoByBanu 3 TOMyonom, Ta 3anuwok cycneHaysanu B IPE, Ta
HEPO3YMHHY PeYOBUHY 30upany inbTpyBaHHAM Ta npomuBanu IPE, oTpymMykoun Ha3BaHy Crnonyky
(0,974 1).
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MC, sHanpgeHo: 325,1.

C) N-[(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTtun]-4-dpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injMetaHcynbgoHamig
Jo cymiLi 3 N-{(2S,3R,4S)-2-[(3-xnop-2-pTopheHin)meTnn]-4-cpTopniponignH-3-

in}metaHcynedoHamigy rigpobpomigy (100 mr) Ta DIPEA (0,299 mn) B TT'® (3 mn) gogasanu anbda-
auetoki-isobytupunxnopua (0,071 mn) npn 0 °C, Ta cymiw nepemiwysBanu npu Takin camin
Temnepatypi npotarom 10 xB. [Jo cymiwi gogasanu Bogy (1 mn) Ta 4 M BogHWIA PO3YMH RiTitO
rigpokeuay (1 mn), Ta cymiw nepemiwyBanu npu KiMHaTHIA Temnepatypi npotarom 4 rog. Cymiw
racuny HacuM4YeHMM BOOHMM PO34YMHOM HaTpilo rigpokapboHaTy Ta ekctparyBanu EtOAc. EkcTtpakT
NpOMMBanyM HaCU4eHUM CONIbOBMM PO34YMHOM, CYLUWMW Hag HaTpilo cynbdaTtoM Ta KOHUEHTpyBanwu
Nnpv  3HWKEHOMY TWUCKY. 3anulIOK YMCTMIM 3 BUKOPUCTAHHSAM  KOJIOHKOBOI  Xpomatorpadii
(cunikareneBoi, entonoBaHoi cymiwwto EtOAc/rekcaH), oTpuMyoumn Ha3BaHy crnonyky (96 mr).
MC: [M+H]* 411,1.

D) N-[(2S,3R,4S)-2-[(3'-xnop-2-dTop[1,1'-6ideHin]-3-in)meTnn]-4-cptop-1-(2-rigpokcum-2-
MeTunnponaHoin)niponiguH-3-injmetaHcynbgoHamig
CymiLu 3 N-[(2S,3R,4S)-2-[(3-xnop-2-TopdeHin)meTnn]-4-pTop-1-(2-rigpokcmn-2-

MeTUnnponaHoin)niponignH-3-injmetaHcynbdoHamigy (23 wr), (3-xnopdeHin)bopoHOBOI  KMCNOTK
(17,5 mr), XPhos Pd G3 (4,74 wmr) Ta 1 M BogHoro posuuHy kanito poccary (0,168 mn) B8 DME (2 mn)
nepemiwysanu npu 80 °C npotarom 2 roa. licna oxonomXeHHs 3HOBY A0 KiMHaTHOI TemnepaTypw,
PO3YMHHUK BMOAMNANN NPU 3HWKEHOMY TUCKY, Ta 3aNuLWOK YACTUNW 3 BUKOPUCTaHHAM npenapaTuBHOI
BEPX (Komnonka: YMC-Actus Triant C18, pyxoma dasza: H20 0,1 % TPO/CHsCN 0,1 % TPO) Ta
KonoHkoBoi xpomatorpadii (NH cunikareneBoi, entoroBaHoi cymiwwio EtOAc/rekcaH), oTpumyoun
Ha3BaHy crnonyky (5,40 wmr).

'H AMP (400 MIu, CDCIs) & 1,42 (6H, c), 2,60 (6H, w c), 4,01-4,30 (3H, m), 4,77-5,34 (3H, m),
7,16-7,23 (1H, m), 7,27-7,55 (6H, m).

Mpuknag 392

N-[(2S,3R)-2-[(2,3-andTop[1,1'-6ideHin]-3-in)metun]-4,4-andpTop-1-(3-propumknobyrtaH-1-
KapboHin)niponiamH-3-injmeTaHcynsoHamig 3 BinbLMM YacoM yTPUMaHHS

A) N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-audptop-1-(3-propumknobyraH-1-
KapboHin)niponiamH-3-injmeTaHcynbhoHamig
o pPO34nHy N-((2S,3R)-2-(3-xnop-2-cpTopbeH3nn)-4,4-gudTopniponignH-3-

in)metaHcynbgoHamigy rigpoxnopugy (0,310 r) Ta 3-propumknobyraH-1-kap6oHoBoi kucnotn (0,133
mn) 8 AM® (10 mn) gogasanu HATU (0,466 r) Ta DIPEA (0,571 mn) npu KiMHaTHIA Temneparypi.
CyMmiw nepemilyBanu NpoTAromM Houi Npu KiMHaTHIM TemnepaTypi. Cymill racunu BOAHUM HacUYEeHUM
pO34YMHOM amoHito xropuay Ta ekctparysanu EtOAc. OpraHiyHuii Wwap BigokpemnioBanu, npomMmmeanm
BOZOIO T@ HACUYEHMM COJTbOBMM PO3YMHOM, CYLLUIN Ha HaTpilo cynbdaToM Ta KOHLEHTPYBanu npu
3HWKEHOMY TUCKY. 3anuwiok YuCTUAM 3 BUKOPUCTAHHAM  KOMOHKOBOI  xpomatorpaddii  (NH
cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH, Ta NoTiM cunikarenesoi, entonoBaHoi CyMILLLLIKO
EtOAc/rekcaH), oTpumMytoum Ha3BaHy cnonyky (0,196 r).

MC: [M+H]* 443,0.

B) N-[(2S,3R)-2-[(2,3'-andTop[1,1'-BicbeHin]-3-in)metnn]-4,4-gndTop-1-(3-propumknobyTtaH-1-
kapOoHin)niponignH-3-injMmeTaHcynsdoHamig 3 GinbLMM YacoM YyTPUMaHHS

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metun]-4,4-andptop-1-(3-pTopumknobyraH-1-
kapOoHin)niponiauH-3-injMeTtaHcynsgoHamigy (29 mr), (3-dpTopdeHin)oopoHoBoi kucrnotn (18,3 wr),
XPhos Pd G3 (5,54 mr) Ta 1 M BogHoro posuumHy kanito cdoccaty (0,196 mn) B DME (2mn)
nepemiwysanu npu 80 °C npotarom 2 rof. lNicna oxonomxeHHs 3HOBY A0 KiMHaTHOI TemnepaTypu,
PO3YMHHUK BUAAMNANN NPU 3HWKEHOMY TUCKY, Ta 3anMLLOK YUCTUN 3 BUKOPUCTAHHAM MpenapaTuBHOI
BEPX (KonoHka: YMC-Actus Triant C18, pyxoma dasza: H20 0,1 % TPO/CHsCN 0,1 % TPO, Ta noTim
KonoHka: CHIRALPAK IB, pyxoma ¢asa: giokeug yrneuto/(MeOH/gietunamin =1000/3)=900/100
(06./06.)), oTprmMytoum HasBaHy crnonyky (11,3 mr).

'H AMP (400 MI'y, CDCls) 8 1,56-1,72 (1H, m), 1,95-3,14 (9H, m), 3,36-3,92 (2H, m), 4,26-4,53
(2H, m), 4,88-5,24 (2H, m), 7,26 (7H, c).

Mpuknag 393

N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6ideHin]-3-in)meTun]-4,4-andpTop-1-(3-pTopumknodbyTtaH-1-
kapOoHin)niponignH-3-injMeTaHcynboHaMig 3 MEHLLMM YacoOM YTPUMaAHHS

CymiLu 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metun]-4,4-andptop-1-(3-pTopumknobyraH-1-
kapOboHin)niponiauH-3-injMeTtaHcynsdoHamigy (29 mr), (3-dpTopdeHin)oopoHoBoi kucnotn (18,3 wr),
XPhos Pd G3 (5,54 mr) Ta 1 M BogHoro posuvHy kanito ¢ocdarty (0,196 mn) B8 DME (2 wmn)
nepemiwysanu npu 80 °C npotarom 2 roa. lNicna oxonoaxeHHs 3HOBY A0 KiMHaTHOI Temnepartypw,
PO3YMHHUK BUAAMNSANN MPU 3HWKEHOMY TUCKY, Ta 3anMLLOK YUCTUM 3 BUKOPUCTAHHAM npenapaTuBHOIl
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BEPX (Konoxka: YMC-Actus Triant C18, pyxoma dasa: H20 0,1 % T®O/CH3CN 0,1 % TPO, Ta notim
KonoHka: CHIRALPAK IB, pyxoma ¢hasa: giokeupg Byrneuto/(MeOH/gietunamin =1000/3)=900/100
(06./06.)), oTprmytoumn HassaHy crnonyky (10,2 mr).

'H AMP (400 MI'u, CDCI3) 6 1,84-3,14 (10H, m), 3,32-3,94 (2H, m), 4,27-5,13 (4H, m), 7,03-7,46
(7H, m).

Mpuknag 431

N-{(2S,3R)-4,4-gucpTop-1-((1r,3S)-3-pTopumknobyraH-1-kapboHin)-2-[(2,3',5'-TpucpTop[1,1'-
OicbeHin]-3-in)meTun]niponignH-3-intmeTaHcynbgoHamia

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metnn]-4,4-andTop-1-(3-dpTopumknodbyraH-1-
kapOoHin)niponignH-3-injmetaHcynbgoHamigy (29 wmr), (3,5-andTopdeHin)déopoHoBoi kucnotn (20,7
mr), XPhos Pd G3 (5,54 mr) Ta 1 M BogHOro posuvHy kanito docdarty (0,196 mn) B DME (2 mn)
nepemiwysanu npu 80 °C npotarom 2 rog. lNicna oxonomKeHHs 3HOBY 4O KiMHATHOI Temnepartypw,
PO3YMHHUK BUAAMNSANN NPU 3HWKEHOMY TUCKY, Ta 3anMLLIOK YUCTUIN 3 BUKOPUCTaAHHAM MpenapaTuBHOI
BEPX (Kononka: YMC-Actus Triant C18, pyxoma dasza: H20 0,1 % T®O/CH3CN 0,1 % TdO, ta noTim
KonoHka: CHIRALPAK IB, pyxoma ¢a3sa: giokeupg Byrneuto/(MeOH/gietunamin =1000/3)=900/100
(06./06.)), oTpumytoum Ha3BaHy cnonyky (9,90 mr).

'H AMP (400 MI'y, CDCls) & 1,56-1,70 (1H, m), 1,98-3,14 (9H, m), 3,27-3,98 (2H, m), 4,25-4,52
(2H, m), 4,88-5,23 (2H, m), 6,78-6,88 (1H, m), 6,99-7,09 (2H, m), 7,16-7,45 (3H, m).

Mpuknag 433

N-{(2S,3R)-4,4-gndTop-1-((1s,3R)-3-pTopumknodyTaH-1-kapboHin)-2-[(2,3',5'-TpudTop[1,1"-
OideHin]-3-in)meTun]niponiguH-3-in}MeTaHcynbgoHaMig

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metun]-4,4-andptop-1-(3-pTopumknobyraH-1-
kapOboHin)niponiguH-3-injmeTtaHcynedoHamigy (29 wr), (3,5-andpTopdeHin)6opoHoBoi kucnotu (20,7
mr), XPhos Pd G3 (5,54 wmr) Ta 1 M BogHoro posumHy kanito docdarty (0,196 mn) B DME (2 mn)
nepemiwysanu npu 80 °C npotarom 2 rog. icna oxonogXeHHA 3HOBY A0 KiMHaTHOI Temneparypu,
PO3YMHHUK BMOAMNANN NPU 3HWKEHOMY TUCKY, Ta 3aNULLOK YACTUNW 3 BUKOPUCTAHHAM npenapaTuBHOI
BEPX (Kononka: YMC-Actus Triant C18, pyxoma dasza: H20 0,1 % TPO/CH3CN 0,1 % TPO, ta noTim
Kononka: CHIRALPAK IB, pyxoma cpasa: giokcmg Byrneuro/(MeOH/gietnnamin =1000/3)=900/100
(06./06.)), oTprMytoumn HasBaHy crnonyky (12,3 mr).

H AMP (400 MI'u, CDCIs) 6 1,29-3,22 (10H, m), 3,30-5,24 (6H, m), 6,77-7,47 (6H, m).

Mpuknag 435

N-{(2S,3R)-4,4-gndpTop-1-(3-pTopumknobyTaH-1-kapboHin)-2-[(2,2',3'-TpudTop[1,1'-6icpeHin]-3-
in)metTun]niponiguH-3-in}metaHcynbgoHamig 3 6inbnm Yyacom yTpuMaHHs

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metun]-4,4-andptop-1-(3-pTopumknobyraH-1-
kapOboHin)niponiguH-3-injmeTtaHcynsdoHamigy (29 wr), (3,5-andpTopdeHin)6opoHoBoi kucnotu (20,7
mr), XPhos Pd G3 (5,54 mr) Ta 1 M BogHoro posuuHy kanito docdaty (0,196 mn) 8 DME (2 mn)
nepemiwysanu npu 80 °C npotarom 2 roa. licna oxonomXeHHs 3HOBY A0 KiMHaTHOI TemnepaTypw,
PO3YMHHUK BMOAMNANN NPU 3HWKEHOMY TUCKY, Ta 3aNULLOK YUCTUIN 3 BUKOPUCTAHHSM npenapaTuBHOI
BEPX (KonoHka: YMC-Actus Triant C18, pyxoma dasza: H20 0,1 % TPO/CHsCN 0,1 % TdO, ta noTim
Kononka: CHIRALPAK IB, pyxoma cba3sa: giokcmg Byrneuto/(MeOH/gietnnamin =1000/3)=900/100
(06./06.)), oTprMytOUM Ha3BaHy cnonyky (9 mr).

H AMP (400 Mlu, CDCls) & 1,60-3,18 (10H, m), 3,36-3,94 (2H, m), 4,28-4,53 (2H, m), 4,92-5,24
(2H, m), 7,05-7,46 (6H, m).

Mpuknag 436

N-{(2S,3R)-4,4-gndpTop-1-(3-pTopumknobyTtaH-1-kapboHin)-2-[(2,2',3'-TpudTop[1,1'-6icheHin]-3-
in)MeTun]niponiguH-3-in}MeTaHcynb@oHaMi 3 MEHLIUM YacoM YTPUMaHHS

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metun]-4,4-andptop-1-(3-pTopumknobyraH-1-
kapboHin)niponiauH-3-injmeTtaHcynedoHamigy (29 wr), (3,5-andTopdeHin)oopoHoBoi kncnotu (20,7
mr), XPhos Pd G3 (5,54 mr) Ta 1 M BogHOro posuvHy kanito docdarty (0,196 mn) B DME (2 mn)
nepemiwysanu npu 80 °C npotsarom 2 rog. icnd oxonomXeHHs 3HOBY A0 KiMHaTHOI TemnepaTypw,
PO3YMHHUK BMOAMNANU NPU 3HWKEHOMY TUCKY, Ta 3aNMULLIOK YACTUNN 3 BUKOPUCTaHHAM npenapaTuBHOI
BEPX (KonoHka: YMC-Actus Triant C18, pyxoma dasza: H20 0,1 % TPO/CHsCN 0,1 % TPO, ta noTim
Kononka: CHIRALPAK IB, pyxoma ¢asa: piokceug Byrneuto/(MeOH/gietunamin =1000/3)=900/100
(06./06.)), oTpUMyto4M Ha3BaHy crnonyky (7,6 mr).

H AMP (400 MI'y, CDCls) & 1,54-3,23 (10H, m), 3,27-5,08 (6H, m), 7,04-7,47 (6H, m).

Mpuknag 437

N-{(2S,3R)-4,4-gndpTop-1-(3-pTopumknobyTtaH-1-kapboHin)-2-[(2,2',5'-TpucTop[1,1'-6icheHin]-3-
in)metTun]niponignH-3-in}meTaHcynbgoHamig 3 6inbnm Yacom yTpuMaHHS

CymiLu 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metun]-4,4-andptop-1-(3-pTopumknobyraH-1-
kapboHin)niponiauH-3-injmeTtaHcynedoHamigy (29 wr), (2,5-andTopdeHin)oopoHoBoi kucnotu (20,7
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mr), XPhos Pd G3 (5,54 mr) Ta 1 M BogHOro posuvHy kanito docdarty (0,196 mn) B DME (2 mn)
nepewmiwysanu npu 80 °C npotarom 2 rog. licna oxonoaXeHHs 3HOBY A0 KiMHaTHOI TemnepaTypu,
PO3YMHHUK BUAAMNANN NPU 3HWKEHOMY TUCKY, Ta 3anuLOK YUCTUNN 3 BUKOPUCTaAHHAM MpenapaTuBHOI
BEPX (Kononka: YMC-Actus Triant C18, pyxoma dasza: H20 0,1 % T®O/CH3CN 0,1 % TdPO, ta noTim
Kononka: CHIRALPAK IA, pyxoma ¢hasa: piokeva Byrneuto/(MeOH/gietunamin =1000/3)=900/100
(06./06.)), oTprMytoYM HasBaHy crnonyky (6,1 mr).

H AMP (400 MI'u, CDCI3) & 1,54-3,36 (10H, m), 3,33-3,94 (2H, m), 4,27-4,53 (2H, m), 4,91-5,24
(2H, m), 7,02-7,46 (6H, m).

Mpuknag 439

N-{(2S,3R)-4,4-gudpTop-1-(3-pTopumnknobyTan-1-kapooHin)-2-[(2,2',5'-Tpudtop[1,1'-6ideHin]-3-
in)MeTunniponiguH-3-in}MeTaHcynb@oHaMI4 3 MEHLIUM YacoM YTPUMaHHS

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-andTop-1-(3-dpTopumknodbyraH-1-
kapOoHin)niponiguH-3-injmetaHcynbgoHamigy (29 wmr), (2,5-andTopdeHin)éopoHoBoi kucnotn (20,7
mr), XPhos Pd G3 (5,54 mr) Ta 1 M BogHoro posuuHy kanito cgocdarty (0,196 mn) 8 DME (2 mn)
nepewmiwysanu npu 80 °C npotarom 2 rog. lNicna oxonomxeHHs 3HOBY A0 KiMHaTHOI Temnepartypw,
PO3YMHHUK BUAAMANWN NPU 3HWKEHOMY TUCKY, Ta 3anULLOK YACTUIN 3 BUKOPUCTaAHHAM npenapaTuBHOl
BEPX (Kononka: YMC-Actus Triant C18, pyxoma dasza: H20 0,1 % TPO/CHs3CN 0,1 % TPO, ta noTim
Kononka: CHIRALPAK IA, pyxoma cpasa: giokcmg Byrneuto/(MeOH/gietnnamin =1000/3)=900/100
(06./06.)), oTprMytouM Ha3BaHy crnonyky (8,4 mr).

H AMP (400 MI'y, CDCls) 8 1,30-3,21 (10H, m), 3,25-5,07 (6H, m), 6,97-7,47 (6H, m).

Mpuknag 440

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-6idbeHin]-3-in)metun]-1-(3-cpTopumknodyraH-1-
KapOoHin)niponianH-3-injMeTtaHcynsdoHaMig 3 GinbLWMM Yacom yTPUMaHHSs

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metnn]-4,4-ancdTop-1-(3-dpTopumknodbyraH-1-
kapboHin)niponiamH-3-injmeTtaHcynsdoHamigy (29 mr), dpeHinbopoHoBoi kucnotn (16,0 mr), XPhos Pd
G3 (5,54 wmr) Ta 1 M BogHoro posudnHy kanito dpocaty (0,196 mn) B8 DME (2 mn) nepemiwysanu npm
80 °C npoTsarom 2 roa. licna oxonogXeHHsA 3HOBY A0 KiMHATHOI TemnepaTypu, PO3YUMHHUK BUAANAN
NP1 3HXXEHOMY TUCKY, Ta 3anyLOK YNCTUNN 3 BUKOPUCTaHHAM npenapatmeHoi BEPX (KonoHka: YMC-
Actus Triant C18, pyxoma ¢asa: H20 0,1 % TPO/CH3CN 0,1 % TPO, ta noTim KonoHka: CHIRALPAK
0J-H, pyxoma dasa: giokcug Byrneuto/(MeOH/gietunamin =1000/3)=900/100 (06./06.)), oTpuMyoum
HasBaHy crnonyky (11,8 wmr).

H AMP (400 Mlu, CDCls) 6 1,54-3,15 (10H, m), 3,32-3,93 (2H, m), 4,27-4,52 (2H, m), 4,91-5,23
(2H, m), 7,09-7,53 (8H, m).

Mpuknapg 441

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp[1,1'-6idbeHin]-3-in)metun]-1-(3-dpTopumknodyraH-1-
kapOoHin)niponignH-3-injMmeTaHcynboHaMig 3 MEHLLMM YacoOM YTPUMaAHHS

CymiL 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-audptop-1-(3-pTopumknobyraH-1-
kapboHin)niponiamH-3-injmeTtaHcynedoHamigy (29 mr), dpeHinbopoHoBoi kucnotn (16,0 mr), XPhos Pd
G3 (5,54 wmr) Ta 1 M BogHoro posuyvHy kanito dpocary (0,196 mn) B8 DME (2 mn) nepemiwysanu npu
80 °C npotsarom 2 rog. licns oxonogXeHHsa 3HOBY A0 KIMHATHOI TeMmnepaTtypu, PO34YUMHHMK BUAANANM
NPy 3HMWKEHOMY TUCKY, Ta 3anuLIoK Yuctunu 3 BukopuctaHHam BEPX (KonmoHnka: YMC-Actus Triant
C18, pyxoma ¢asza: H20 0,1 % TPO/CHsCN 0,1 % TPO, ta notim KonoHka: CHIRALPAK OJ-H,
pyxoma dasa: giokeng Byrneuto/(MeOH/gietnnamiv =1000/3)=900/100 (06./06.)), OTpuUMyHO4M
Ha3BaHy crnonyky (8 mr).

H AMP (400 MI'y, CDCls) 8 1,29-3,20 (10H, m), 3,35-5,19 (6H, m), 7,10-7,53 (8H, m).

Mpuknapg 442

(2S,3R)-3-[(aumeTnncynbedamoin)amidol-4,4-gudtop-2-[(2-dTop-3'-MeTnn[1,1'-6icpeHin]-3-
in)metnn]-N,N-aumeTunniponigunH-1-kapbokcamig

A) TpeT-6yTun(2S,3R)-2-[(3-xnop-2-dhTopdeHin)metnn]-3-[(aumeTuncynbdamoin)amiHo]-4,4-
andropniponignH-1-kapbokcunaT

Cymiw 3 TpeT-6yTUn(2S,3R)-3-amiHo-2-[(3-xnop-2-dpropdeHin)meTun]-4,4-gudtopniponignH-1-
kapbokcunaty (300 mr), gumetuncynedamoinxnopuay (800 mr) ta DMAP (201 mr) nepemiwysanu
npoTsroMm Houi B atmocdepi aszoty npu 50 °C. PeakuinHy cymiw po30aBnsnmM HacM4YeHUM BOAHUM
pPO34YMHOM HaTpito rigpokapboHaty, Ta ekcTparyBanu EtOAc. OpraHiyHui wap BigoKpemmoBanu,
NpoOMMBanyM HacCU4YEHUM CONbOBUM PO3YMHOM, CyWMnM Hag Oe3BoAHMM MarHito cynbdgatom, Ta
KOHUEHTpYBann Mpu 3HWKEHOMY TUCKY. 3anuoK YWCTUIM 3 BUKOPWUCTAHHSAM CuIlikareneBoi
konoHkoBoi xpomaTtorpadii (EtOAc/rekcaH), oTpuMytouM Ha3BaHy Cronyky (225 mr).

MC: [M-H] 470,1.

B) TpeT-6yTUNn(2S,3R)-3-[(aumeTnncynsdamoin)amiHol-4,4-gudtop-2-[(2-dbTop-3'-MeTun[1,1'-
OiceHin]-3-in)meTun]niponignH-1-kapbokcunaT
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Cymiw 3 TpeT-0yTnn(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTun]-3-[(aumeTuncynsgamoin)amiHo]-
4,4-pndptopniponianH-1-kapbokeunaty (200 mr), (3-meTundeHin)6opoHoBoi kucnotn (86 mr), XPhos
Pd G3 (35,9 wmr), 1M BogHoro posuuHy kanito cocdary (0,636 mn) ta TI® (3 mn) niggasanu Aii
MiKpoXxBUnbLoBoro BunpomiHeHHs npu 80 °C npotsrom 1 rog. Cymiw HeWTpanisyBanuM HacudeHuM
BOOHWM pPO34YMHOM HaTpito rigpokapboHaTty npu 0 °C, Ta ekctparyBanu EtOAc. OpraHiyHuin wap
BiJOKpemnioBanu, NpoM1MBanyn BOA4OI Ta HAaCMYEHUM COMbOBUM PO3YMHOM, CYLUMMM Hag 6e3BogHUM
MarHito cynbdaTtoMm, Ta KOHLEHTPYBanu npu 3HWKEHOMY TUCKY. 3arnuwioK YNCTUNN 3 BUKOPUCTAHHAM
cunikareneBoi KonoHkoBoi xpomatorpadii (NH, EtOAc/rekcaH), oTpuMytouM HasBaHy crionyky (150
Mr).

MC: [M-H] 526,2.

C) N'-{(2S,3R)-4,4-gudTop-2-[(2-pTop-3'-MeTnn[1,1'-6ideHrin]-3-in)metnn]niponiamH-3-in}-N,N-
ANMeTUACipYaHoi KUCNOTKM diamigy rigpoxnopua

CymiL 3 TpeT-6yTUn(2S,3R)-3-[(anmeTnncynbdamoin)amido]-4,4-gudpTop-2-[(2-pTop-3'-
meTtun[1,1'-6idpeHin]-3-in)meTun]niponiguH-1-kapbokcmnaty (145 Mr) Ta 4M PO34nNHY
rigpoxnopua/CPME (5 wmn) nepemiwysBanu npu 60 °C npotarom 4 roa. PeakuiiHy cymiw
KOHLUEHTpYBanu npun 3HWKEHOMY TUCKY, OTPUMYIOYM HasBaHy crnonyky (125 wmr).

MC, 3HanpeHo: 428,1.

D) (2S,3R)-3-[(aumeTnncynbdamoin)amiHol-4,4-auctop-2-[(2-dpTop-3'-meTnn[1,1'-6icpeHrin]-3-
in)meTun]niponiauH-1-kap6oHinxnopng

Ho cymiwi 3 N'-{(2S,3R)-4,4-andTop-2-[(2-dpTOp-3'-MeTun[1,1'-6icpeHin]-3-in)meTnn]niponignH-3-
in}-N,N-gumeTtuncipyaHoi kucnotu giamigy rigpoxnopugy (50 wmr), DIPEA (27,9 wr) Ta TI® (4,7 mn)
popasanu Bic(Tpuxnopmetun)kapboHaTt (25,6 mr) npu 0 °C. PeakuinHy cymiw nepemiwysanu npu 0
°C npotsarom 10 xB., Ta MOTIM nepemMillyBanu nNpu KiMHaTHin Temnepatypi npotsrom 10 xB. Cymil
HeWTpanidyBanyM HacM4YeHUM BOAHMM PO34MHOM HaTpito rigpokapboHaTy npu 0 °C, Ta ekcTparyBanm
EtOAc. OpraHiyHui wap BigokpemnioBanu, NpoMmMBany BoA4OK Ta HAaCUYEHUM COMbOBUM PO3YMHOM,
cywunnun Hag 6e3BOoOHUM MarHito cynbdaToM, Ta KOHLEHTPYBanu npu 3HWKEHOMY TUCKY, OTPUMYIOY U
HasBaHy crnonyky (48 mr).

MC: [M+H]* 490,1.

E) (2S,3R)-3-[(aumeTnncynbsdamoin)amiHol-4,4-auctop-2-[(2-dpTop-3'-MmeTnn[1,1'-6icpeHrin]-3-
in)metun]-N,N-gumeTtunniponiguH-1-kapbokcamig,

Ho cymiwi 3 (2S,3R)-3-[(aumeTuncynsdamoin)amiHo]-4,4-gndpTop-2-[(2-pTop-3'-meTmn[1,1'-
BideHin]-3-in)meTun]niponiguH-1-kapboHinxnopuay (48 mr) Ta TT® (0,5 mn) gogasanu 2M po3uunH N-
MeTunmetaHamiH/TI® (0,5 mn) npu 0 °C. Cymiw nepemiwyBanu npu KiMHATHIN TemnepaTypi
npoTAroMm 2 rof., Ta YACTUNM 3 BUKOPUCTAHHAM CUMiKareneBoi KOSIOHKOBOI XpomaTorpadoii
(EtOAc/rekcaH), oTpuMytoun HassaHy cronyky (35 mr).

H AMP (400 MI'u, CDCIs) 8 2,40 (3H, c), 2,60 (6H, c), 2,76-2,88 (7H, m), 2,98-3,05 (1H, m), 3,66-
3,78 (1H, m), 3,88-4,00 (1H, m), 4,14-4,27 (1H, m), 4,82-4,90 (1H, m), 5,05 (1H, g, J=9,7 T'y), 7,09-
7,34 (7TH, m).

Mpuknapg 443

N'-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-4,4-gndTop-2-[(2-pTop-3'-meTun[1,1'-6icheHin]-3-
in)metun]niponiguH-3-in}-N,N-gumeTuncipyaHol Kucnotu giamig

o cymiwi 3 (2S,3R)-3-[(ammeTnncynbdamoin)amidol-4,4-gudtop-2-[(2-pTop-3'-meTun[1,1'-
OideHin]-3-in)meTun]niponiguH-1-kapboHinxnopugy (50 mr) tTa TI® (0,5 mn) pogaBanu aseTvavH
(17,5 wmr) npu 0 °C. Cymiw nepemiyBanu Npu KiMHaTHIn TemnepaTtypi NpoTArom 2 rof., Ta YNCTUnu 3
BUKOPUCTaHHAM cunikareneBoi KonoHkoBoi Xpomatorpadii (EtOAc/rekcaH), oTpuMykouM HasBaHy
crnonyky (20 wmr).

H AMP (400 MTl'u, CDCIs) 6 1,99-2,11 (2H, m), 2,41 (3H, c), 2,78 (6H, c), 2,83-2,93 (1H, m), 2,96-
3,09 (1H, wm), 3,58-3,91 (6H, m), 4,10-4,26 (1H, m), 4,69-4,87 (1H, m), 4,87-5,01 (1H, m), 7,12-7,23
(2H, m), 7,24-7,36 (5H, m).

Mpuknag 450

N-{(2S,3R,4S)-1-(azeTnamnH-1-kapboHin)-4-cdpTop-2-[(2,3',5'-Tpudtop[1,1'-6ideHin]-3-
in)metun]niponignH-3-injeTaHcynbsoHamig

A) N-{(2S,3R,4S)-1-(a3eTnanH-1-kap6oHin)-2-[(3-xnop-2-dpTopdeHin)metun]-4-cdTopniponiganH-3-
injeTaHcynboHamig

o cymiLi 3 N-{(2S,3R,4S)-2-[(3-xnop-2-pTopheHin)meTnn]-4-cptopniponignH-3-
in}eTaHcynboHamigy rigpobpomigy (60 wmr), bic(tpuxnopmeTun)kapboHart (25,5 mr) Ta TIP (1,4 mn)
nonasanu DIPEA (0,075 mn) npu 0 °C. lNicna Toro, sk nepemiwysanu npu 0 °C npotdarom 30 xB.,
cymiw Bunueanu y Bogy Ta ekctparyBanu EtOAc. O6'egHaHi opraHiyHi Wapu cylwmnu Hag HaTpito
cynbartoM, QinbTpyBanu Ta KOHUEHTPYBanu npu 3HWXKeHoOMY TUCKY. 3anuwok po3basnsanu TIe (1,4
Mn), Ta o Hboro godasanu asetuaumH (0,029 mn) nmpu kimHaTHIA TemnepaTtypi. [icns Toro, sik
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nNpPoTAromM 2 rod. nepemiwysanu npu KiMHaTHIN TemnepaTtypi, CyMill BUAMBanu y BOAHWA HAaCUYEHUM
pPO34MH aMoHilo xnopuay Ta ekctparyBanu EtOAc. OB6'egHaHi opraHivHi Wwapu cylumnu Hag HaTtpito
cynbatoM, inbTpyBanu Ta KOHUEHTPYBanM Mpu 3HWKEHOMY TWUCKY. 3anuwioK 4uctunm 3
BUKOpUcTaHHAM npenapatuBHoi BEPX (Kononka: L-Kononka 2 ODS, pyxoma dasa: H20 10 mM
NHsHCO3/CH3CN), oTpumytoum HassaHy crnonyky (49,0 wmr).

MC: [M+H]* 422,1.

B) N-{(2S,3R,4S)-1-(azeTnamH-1-kapboHin)-4-prop-2-[(2,3',5"-Tpncptop[1,1'-6icpeHin]-3-
in)MeTun]niponiguH-3-injetaHcynbdoHamig
CymiL 3 N-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-2-[(3-xnop-2-dpTopdheHin)metnn]-4-

dTopniponianH-3-infetaHcynbgoHamigy (23 wmr), (3,5-andTopdeHin)éopoHoBoi kucnotu (17,2 wmr),
XPhos Pd G3 (4,61 mr) Ta 1 M BogHoro posumHy kanito docdarty (0,164 mn) 8 DME (0,8 mn)
nepemiwysanu npu 80 °C B aTmocdepi a3oty npotarom 2 roa. Cymiw 6e3nocepegHbo YMCTUAM 3
BMKOPUCTAHHAM  KOMOHKOBOI  xpomatorpadpii  (NH  cunikareneBoi, enoioBaHOI  CyMILLLLIO
EtOAc/rekcaH), oTpumytoum Ha3BaHy cnonyky (24,5 mr).

1H AMP (400 MI'u, CDCIs) 6 1,28 (3H, 1, J=7,4 '), 2,13 (2H, kBiH., J=8,0 I'y), 2,95 (3H, kB, J=7,3
M), 3,04-3,14 (1H, m), 3,61-3,79 (4H, m), 3,89-4,08 (3H, m), 4,66-4,75 (1H, m), 4,86 (1H, A, J=10,3
i), 5,06-5,27 (1H, m), 6,82 (1H, 1, J=8,9 I'y), 7,08 (2H, @, J=7,0 l'y), 7,15-7,22 (1H, m), 7,27-7,31
(1H, m), 7,36 (1H, T, J=7,1 ).

Mpuknag 451

N-{(2S,3R,4S)-1-(a3eTngnH-1-kapOoHin)-4-pTop-2-[(2-pTop-3'-MmeTnn[1,1'-6ideHin]-3-
in)metun]niponiguu-3-in}eTaHcynbdoHamig

CymiL 3 N-{(2S,3R,4S)-1-(a3eTngunH-1-kapboHin)-2-[(3-xnop-2-dTopdeHin)meTnn]-4-
dTopniponiguH-3-injetaHcynsdoHamigy (23 mr), m-toninéopoHoBoi kncnotu (14,8 mr), XPhos Pd G3
(4,61 mr) Ta 1 M BogHOro po3umny kanito dpocdaty (0,164 mn) 8 DME (0,8 mn) nepemiwysanu npu 80
°C B artmocdepi asoty npotarom 2 rog. Cymiw 6e3nocepefHbO YMCTURM 3 BUKOPUCTAHHAM
konoHkoBoi xpomatorpadii (NH cunikarenesoi, entoroBaHoi cymiwwio EtOAc/rekcaH), oTpumMyoum
HasBaHy crnonyky (23,5 wr).

H AMP (400 Mlu, CDCIz) & 1,22 (3H, 1, J=7,3 T'y), 2,06-2,18 (2H, m), 2,38-2,45 (3H, m), 2,87
(2H, kB, J=7,2 W), 2,92-3,01 (1H, m), 3,05-3,14 (1H, m), 3,60-3,82 (4H, m), 3,88-4,09 (3H, m), 4,68
(1H, kB, J=7,3 Tn), 4,88 (1H, g, J=10,3 '), 5,04-5,27 (1H, m), 7,13-7,21 (2H, m), 7,27-7,37 (5H, m).

Mpuknag 458

N'-{(2S,3R,4S)-1-(a3eTngunH-1-kapOoHin)-4-dpTop-2-[(2,3",5'-TpudTop[1,1'-6icpeHin]-3-
in)meTtun]niponiguH-3-in}-N,N-gumeTuncipyaHoi kKucnotu giamia

A) 6eH3un(2S,3R,4S)-2-[(3-xnop-2-dTopdeHin)meTnn]-3-[(anmeTuncynbgamoin)amiHo]-4-
dTopniponiavH-1-kapbokcmunat

Cymiw 3 0eH3nn(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-dpTopdeHin)meTun]-4-cpTopniponignH-1-
kapbokcunaty (100 mr), DMAP (64,2 mr) Ta gumetuncynbdamoinxnopuay (3 mn) nepemiwysanu
npoTaAroM Hodi B atmocdpepi asoty npu 50 °C. PeakuiHy Cymill 4YMCTUAM 3 BUKOPUCTAHHAM
KonoHkoBoi xpomatorpaddii (NH cunikarenesoi, enonosaHoi cymiwwio EtOAc/rekcaH), oTpymyoun
HasBaHy crnonyky (114 wmr).

MC: [M+H]* 488,1.

B) N'-{(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4-cdTopniponignH-3-in}-N,N-gumeTuncipyaHoi
KucnoTu giamigy rigpobpomig

o 06eH3nn(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)Metnn]-3-[(aumeTuncynedamoin)amiHo]-4-
dTopniponiguH-1-kapbokcunaty (225 mr) gogasanu 30 % po3umH HBr/outoBa kucnota (10 mn) npm
KiMHaTHIM TemnepaTtypi. Cymiw nepemiwlysanu npu KiMHaTHIA TemnepaTypi 16 rod. NOTiM PO3YNMHHUK
BMNapoByBanuM 3 TONnyosioMm. TBepdy pedvYoBMHY OTpuMMaHuin cycnenHgysann B IPE Ta 36upanu
iNbTPyBaHHAM, OTpUMYLOUM HassaHy cnonyky (180 mr).

MC: [M+H]* 354,0.

C) (2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)metun]-3-[(aumeTnncynsgamoin)amiHo]-4-
dropniponignH-1-kapboHinxnopva

Bic(tpuxnopmeTtun)kapboHat (76 wmr) pogaBanm go po3umHy N'-{(2S,3R,4S)-2-[(3-xnop-2-
dpropdeHin)meTun]-4-propniponiguH-3-in}-N,N-gumeTtuncipyaHoi kncnotu giamigy rigpobpomigy (140
mr) Ta DIPEA (0,112 mn) B TT'® (4,7 mn) npu 0 °C. lMicna Toro, sk nepemiwysanu npu 0 °C npoTarom
10 xB. Ta npu KiMHaTHIn TemnepaTtypi npotarom 10 XB., Cymill HerWTpanisysanuM HaCU4eHUM BOOHUM
po34ynMHOM HaTpito rigpokapboHaTty npu 0 °C Ta ekctparyBanu EtOAc. OpraHiyHui wap
BiJOKpemnoBanu, NpoMmMBanu BOAOK Ta HACUYEHUM COMbOBMM PO3YMHOM, CYLUMIN Hag MarHito
Ccynb(aToM Ta KOHLIEHTPYBanu npu 3HWKEHOMY TUCKY, OTPUMYIOUM Ha3BaHy cnonyky (120 wr).

MC: [M-H]-414,0.

83



10

15

20

25

30

35

40

45

50

55

60

UA 131013 C2

D) N'-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-2-[(3-xnop-2-dpTopdeHin)metnn]-4-dTopniponignH-3-
in}-N,N-gnmeTuncipyaHoi kKucnotu giamia

AsetngmH (300 mkn) pgopaBanu OO0 posdunHy (2S,3R,4S)-2-[(3-xnop-2-TopdeHrin)meTnn]-3-
[(anmeTnncynegamoin)amiHo]-4-cdpTopniponianH-1-kap6oHinxnopuay (80 mr) B TI® (3 mn) npum 0 °C.
Cymiw nepemiwyBany npu KiMHaTHi TemnepaTtypi B cyxin atmocdepi npoTtdarom 2 rog. Cymiw
Hentpanidysanu 0,05 M rigpoxnopugHoto kucnototo npu 0 °C Ta ekctparysanu EtOAc. OpraHiyHun
Lap BigokpemnoBanu, NpoOMmMBanmM HaCM4YeHUM BOAHUM PO34YMHOM HaTpito rigpokapboHaTy, BoJot Ta
HacM4YeHVM COMbOBMM PO3YMHOM, CYLIMIW Hag MarHilo cynbdaTtoM Ta KOHUEHTpyBanu npwu
3HWKEHOMY TUCKY, OTPUMYHOYM Ha3BaHy crnonyky (70,0 wr).

MC: [M+H]* 437,1.

E) N'-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-4-dpTop-2-[(2,3',5"-TpndTop[1,1'-6icdpeHin]-3-
in)Metun]niponigun-3-in}-N,N-gnmeTuncipyaHoi kKucnoTu giamia
CymiL 3 N'-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-2-[(3-xnop-2-dbTopdeHin)metTnn]-4-

dTopniponianH-3-in}-N,N-gumeTuncipyaHoi kucnotu giamigy (35 wmr), (3,5-gudTopdeHin)6opoHoBOI
kucnotu (19,0 mr), XPhos Pd G3 (6,78 mr) Ta 1 M BogHoro posunHy kanito cdocaty (0,120 mn) B
Tr® (3 mn) Harpisanu npu 80 °C npotarom 1 rog. nig Ai€eld MiKPOXBMIBLOBOrO BUMPOMIHEHHS. CyMilLL
HeWTpanidyBanvM BOAHMM HacU4eHUM po3dynHOM amoHito xropuay npu 0 °C Ta ekctparyBanu EtOAc.
OpraHiyHni Wwap Bigokpemnosanu, NPoOMmMBanu BoAOK Ta HACUYEHUM COMNbOBMM PO3YMHOM, CYLUUMN
Hag MarHito cynbdaTtoM Ta KOHUEHTpyBanu npu 3HWXeHOoMY TucKy. Cupui npoaykT uuctunu 3
BMKOPUCTaHHAM npenapatmBHoi TLWX (cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH),
OTPMMYyIOYM Ha3BaHy cronyky (20,0 wr).

H AMP (400 MI'y, CDCls) & 1,99-2,21 (2H, m), 2,71 (6H, c), 2,84-3,00 (1H, m), 3,00-3,18 (1H, m),
3,63-3,80 (4H, m), 3,80-4,01 (3H, m), 4,58-4,81 (1H, m), 4,77-4,97 (1H, m), 5,05-5,37 (1H, m), 6,70-
6,90 (1H, m), 7,02-7,21 (3H, m), 7,25-7,30 (1H, m), 7,32-7,45 (1H, m).

Mpuknag 459

(2S,3R,4S)-3-[(anmeTuncynedamoin)amiHol-4-pTop-2-[(2-pTop-3'-meTun[1,1'-6ideHin]-3-
in)metun]-N,N-gumeTtunniponiguH-1-kapbokcamig,

A) (2S,3R,4S)-2-[(3-xnop-2-TopdeHin)metnn]-3-[(ammeTnncynsdamoin)amiHo]-4-dptop-N,N-
avmMetunniponiguH-1-kapbokcamia

OvmeTtunamin (366 mkn) gogaBanu o po3dnHy (2S,3R,4S)-2-[(3-xnop-2-TopdeHnin)meTnn]-3-
[(aMmeTuncynbpamoin)amiHo]-4-dTopniponiguH-1-kapboHinxnopuay (40 mr) B TI® (2 mn) npu 0 °C.
Cymiw nepemiwyBanyM npu KiMHaTHin TemnepaTtypi B cyxilt atmocdepi npoTtdarom 2 rog. Cymiw
Hentpanidysanu 0,05 M rigpoxnopugHoto kucrnototo npu 0 °C Ta ekctparysanu EtOAc. OpraHiyHun
LWap BiAOKpeMIoBanu, NpoMmBanyu Bogo Ta HACMYEHUM COJIbOBMM PO3YMHOM, CYLUWIM HaZ MarHito
cynbaToM Ta KOHLIEHTpYBarnu npu 3HMXEHOMY TUCKY, OTPUMYIOYM Ha3BaHy cnonyky (35,0 mr).

MC: [M+H]* 425,0.

B) (2S,3R,4S)-3-[(anmeTuncynbgdamoin)amiHo]-4-pTop-2-[(2-pTop-3'-MeTun[1,1'-6ideHin]-3-
in)metun]-N,N-gumeTunniponignH-1-kapbokcamig

Cymiw 3 (2S,3R,4S)-2-[(3-xnop-2-dpToppeHrin)meTnn]-3-[(ammeTuncynbdamoin)amiHo]-4-dpTop-
N,N-gumeTunniponignH-1-kapbokcamigy (35 mr), m-toninbopoHosoi kucnotu (16,8 mr), XPhos Pd G3
(6,97 mr) Ta 1 M kanito docdat, BogHoro po3umH (0,247 mn) B TI® (3 mn) Harpisanu npu 85 °C
npotarom 3 rod. nig Ai€to MIKPOXBUNBbOBOrO BUMPOMiIHEHHS. CyMmiwl HeWTpanisyBany HacuyeHUM
BOOHMM PO34MHOM HaTpito rigpokapboHaty npu 0 °C Ta ekctparyBanu EtOAc. OpraHiyHun wap
BiJOKpemInioBanu, nNpoMuBan BOAOK Ta HACUYEHUM COMbOBUM PO3YMHOM, CYLUUIN Ha MarHito
cynbaTtoM Ta KOHLEHTPYBanu Npu 3HWKEHOMY TUCKy. Cupuii NpoayKT YUCTUIN 3 BUKOPUCTAHHSM
KonoHkoBoi xpomatorpadii (NH cunikarenesoi, entonosaHoi cymiwwo EtOAc/rekcaH), oTpumyoun
HasBaHy crnonyky (13,0 mr).

H AMP (400 MI'y, CDCIs) & 2,41 (3H, c), 2,65 (6H, c), 2,80 (6H, c), 2,82-2,90 (1H, m), 3,00-3,08
(1H, m), 3,58-3,76 (1H, m), 3,78-4,04 (2H, m), 4,75-4,89 (2H, m), 5,01-5,39 (1H, m), 7,07-7,15 (1H, m),
7,15-7,23 (2H, m), 7,24-7,27 (1H, m), 7,28-7,36 (3H, m).

Mpuknag 462

N'-[(2S,3R,4S)-4-dT1op-2-[(2-dbTOp-3'-MeTnn[1,1'-6icdeHin]-3-in)meTun]-1-(1-rigpokcuumknobyTtaH-
1-kap6oHin)niponignH-3-in]-N,N-aMmeTuncipyaHoi KucnoTu giamig

A) N'-[(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTnn]-4-cdtop-1-(1-rigpokcmumknodbyraH-1-
kapOboHin)niponignH-3-in]-N,N-gumeTnncipyaHoi kucnoTu giamin

o pPO3YMHY N'-{(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTun]-4-cbTopniponignH-3-in}-N,N-
AVMEeTUNCcipyaHoi kucnotu giamigy rigpobpomiagy (40 mr) ta 1-rigpokcmumnknobytaH-1-kapboHoBOi
kncnotn (12,8 mr) 8 AM® (1 mn) gogasanu HATU (52,5 mr) ta DIPEA (0,048 mn) npu KiMmHaTHIn
TemnepaTypi. Cymilw nepemiwyBanu MPOTArOM HOMI NpWU KiMHaTHIK TemnepaTypi. Cymiw racunu
HacMyeHVM BOAHUM PO3YMHOM HaTpilo rigpokapboHaTy Ta ekctparyBanu EtOAc. OpraHiynni wap
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BiJOKpemIoBanu, nNpomuBan BOAOK Ta HACUYEHUM COMbOBUM PO3YMHOM, CYLIUIN Ha MarHito
cynbhatoM Ta KOHUEHTPyBanmu nNpW 3HWKEHOMY TUCKY. 3anuwioK YUCTUIM 3 BUKOPUCTAHHAM
konoHkoBoi xpomatorpaddii (NH cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH), oTpumytoun
HasBaHy crnonyky (40,0 wmr).

MC: [M+H]* 452,0.

B) N'-[(2S,3R,4S)-4-dbTOp-2-[(2-bTOP-3'-MeTun[1,1'-Bicpenin]-3-in)meTnn]-1-(1-
rigpokcumumknobyTtaH-1-kapboHin)niponignH-3-in]-N,N-aumeTnncipyaHoi kucnoTtu giamia

Cymiw 3 N'-[(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)metnn]-4-cdTop-1-(1-rigpokcmumknodyTaH-1-
kapOoHin)niponignH-3-in]-N,N-gumeTtuncipyaHoi kucrnotu giamigy (40 Mr), M-ToninGopoHOBOI KMCNOTK
(18,1 wmr), XPhos Pd G3 (7,49 mr) Ta 1 M BogHoro po3unHy kanito cpocdaty (0,266 mn) B TT® (3 mn)
HarpiBann npu 85 °C npotarom 3 rod. nig pAielo MIKPOXBMIIbOBOrO BUMPOMIHEHHSA. Cymiw
HenTpaniayBanu BOAHMM HacM4YeHMM PO34YMHOM amoHito xnopuay npu 0 °C Ta ekctparyBanm EtOAc.
OpraHiyHni Wap BigokpemmoBanu, NpoMmnBany Bo4oK Ta HACUYEHUM COMNbOBMM PO3YMHOM, CYLUUMN
Hag MarHitlo cynbaTtom Ta KOHUEHTpyBanu Mpu 3HWKEHOMY TUCKY. 3anuwiok 4Yuctunm 3
BUKOPUCTaAHHAM  KOFMOHKOBOI  xpomartorpacdpii  (NH  cunikareneBoi, enooroBaHOl  CyMILLLLIO
EtOAc/rekcaH), oTpumytoum Ha3BaHy cnonyky (32,0 mr).

1H AMP (400 MTl'u, CDCI3) & 1,59-1,70 (1H, m), 1,82-1,97 (1H, m), 1,97-2,14 (2H, m), 2,15-2,20
(1H, m), 2,41 (3H, c), 2,57 (8H, c), 2,98-3,11 (1H, m), 3,11-3,27 (1H, m), 3,74-4,30 (3H, m), 4,72-4,84
(1H, m), 4,85-5,01 (1H, m), 5,09-5,34 (1H, m), 7,10-7,23 (2H, m), 7,26-7,30 (1H, m), 7,31 (3H, c), 7,36-
7,47 (1H, m).

Mpuknag 463

N'-{(2S,3R,4S)-1-(azeTngnH-1-kapOoHin)-4-dpTop-2-[(2-pTop-3'-MmeTUn[1,1'-6icbeHin]-3-
in)metun]niponiguu-3-in}-N,N-gumeTuncipyaHoi Kucnotu giamig

CymiL 3 N'-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-2-[(3-xnop-2-pTopdeHin)meTnn]-4-
dropniponigunH-3-in}-N,N-aumeTuncipyaHoi kucnotn giamigy (35 mr), M-ToninGopoHOBOI KMCNOTK
(16,3 mr), XPhos Pd G3 (6,78 mr) Ta 1 M BogHoro po3uunny kanito gocdgary (0,240 m) B TId (3 mn)
HarpiBann npu 85 °C npotarom 3 rog. nig [Ai€l0 MIKPOXBWUMBLOBOMO BUMNPOMIHEHHS. Cymil
HeWTpanidyBanvM BOAHMM HacU4EHUM pO34YMHOM amoHito xnopuay npu 0 °C Ta ekctparyBanu EtOAc.
OpraHiyHni Wwap BigokpemnioBanu, NPoOMmMBanu Bogo Ta HACMYEHUM CONbOBUM PO3YMHOM, CYLLUN
Hag MarHito cynbaTtom Ta KOHUEHTPyBanu Mpu 3HWKEHOMY TMCKY. 3anuwiok 4uctmnm 3
BMKOPUCTAHHAM  KONOHKOBOI  xpomatorpadii  (NH  cunikareneBoi, eniorioBaHOi  CyMiLLLLO
EtOAc/rekcaH), oTpumytoun Ha3BaHy cnonyky (13,0 mr).

H AMP (400 MI'y, CDCls) & 2,03-2,16 (2H, m), 2,41 (3H, c), 2,63-2,69 (6H, m), 2,90-2,99 (1H, m),
3,03-3,15 (1H, m), 3,59-4,01 (7H, m), 4,63-4,76 (1H, m), 4,76-4,91 (1H, m), 5,03-5,41 (1H, m), 7,10-
7,21 (2H, m), 7,26-7,37 (5H, m).

Mpuknag 505

N-[(2S,3R)-2-{[3"-(amdpTopmeTun)-2-dptop[1,1'-6ideHin]-3-injlmetun}-4,4-gudrop-1-(3-
dpropumnknobyTtan-1-kapboHin)niponiguH-3-injetaHcynbgoHamig 3 6inbwmnm Yyacom yTpruMaHHs

A) TpeT-6yTnn(2S,3R)-2-{[3"-(andTopmeTtun)-2-cptop[1,1'-6ideHin]-3-injlmetnn}-3-
[(eTaHcynbdoHIN)amiHO]-4,4-andTopniponignH-1-kapbokcunat
CymiLu 3 TpeT-6yTun(2S,3R)-2-(3-xnop-2-dgropbeH3un)-3-(eTuncynbdoHamigo)-4,4-

andTopniponignhH-1-kapbokeunaty (270 mr), (3-(audTopmeTun)deHin)bopoHoBoi kucnotu (203 wr),
XPhos Pd G3 (50,0 mr) Ta 1 M BogHoro posuuHy kanito docdarty (1,77 mn) B TId (7 mn)
nepemiwysanu npotsrom Hodi npu 90 °C B repmeTusoBaHii npobipui. Cymilw racmnm Hacu4eHUm
BOOHMM pO34MHOM HaTpito rigpokapboHaty Ta ekctparyBanm EtOAc. OpraHiyHmin  wap
BiJOKpemInoBanu, NpoM1MBanM HacMYeHM COMbOBUM PO3YMHOM, CYLLUUIIN Had HaTpito cynbdartoM Ta
KOHLIEHTpYBarnu rnpu 3HmWKeHoMY TUCKY. CyMill YACTUMNN 3 BUKOPUCTaHHSAM KOJTOHKOBOI XpomaTtorpadii
(cvnikareneBoi, enoroBaHoi cymiwwwio EtOAc/rekcaH), oTpuMyoumn HasBaHy cnonyky (231 mr).

MC: [M-H]- 547,2.

B) N-[(2S,3R)-2-{[3'-(andbTopmeTnn)-2-dT1op[1,1'-6idpeHin]-3-in]meTun}-4,4-gucptopniponignH-3-
inJeTaHcynboHamigy rigpoxnopug

CymiL 3 TpeT-6yTun(2S,3R)-2-{[3'-(ancdTopmeTun)-2-gprop[1,1'-6ideHin]-3-injmeTunn}-3-
[(eTaHcynbdoHiIN)amiHo]-4,4-gndTopniponianH-1-kapbokcunaTty (231 mr) Ta 4 M posunHy HCI/CPME
(5 mn) nepemiwyBanu npu KiMHaTHIA TemnepaTypi npoTtdarom 2 rod. [Npu UbOMy TBepay pPeyoBUHY
36upanu dinbTpyBaHHAM, OTPUMYIOYM Ha3BaHy crnonyky (195 mr).

MC: [M+H]* 449,1.

C) N-[(2S,3R)-2-{[3"-(andpTopMeTUn)-2-dbtop[1,1'-6icheHin]-3-injmetnn}-4,4-gudtop-1-(3-
dpTopumnknobyTaH-1-kapboHin)niponiguH-3-inleTaHcynbgoHamig 3 HinbwnmM Yacom yTpuMaHHS

o cymiwi 3 3-cpTopumknobyTaHkapboHoBoi kucnoTn (29,2 wmr), N-[(2S,3R)-2-{[3"-(andTopmeTun)-
2-cbTop[1,1'-OicbeHin]-3-in]meTun}-4,4-gudpTopniponignH-3-injetaHcynbcoHamigy rigpoxnopugy (60
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mr), DIPEA (0,130 mn) tTa OM® (1 mn) gogasanm HATU (75 mr) npu kiMHaTHin TemnepaTypi. Cymilu
nepemillysanu npu KiMHaTHIN Temnepatypi npotarom 3 rog. Cymiw racmnu BOAHMM HaCUYEHUM
PO34YMHOM aMOHI0 Xnopuay npu KiMHaTHIN TemnepaTypi Ta ekctparyBanu EtOAc. OpraHivyHun wap
BiQOKpeMIIoBanNu, NpoOMMBanM HaCMYeHUM BOAHMM PO3YMHOM HaTpIlo rigpokapboHaTy Ta HaCuYyeHUm
COMbOBUM PO3YMHOM, CYLUWAM HaA HaTpito CynbaToMm Ta KOHLUEHTPYBamnu Mpu 3HWXEHOMY TUCKY.
3anuwoK 4YnMcTMnM 3 BUKOPUCTAHHSIM KOJTOHKOBOI XpomaTtorpacdii  (cunikareneBoi, enonoBaHoi
cymiwwo EtOAc/rekcaH) Ta noTim npenapatmsHoi BEPX (KonoHka: CHIRALCEL OJ-H, pyxoma casa:
aiokeung Byrneuto/MeOH=900/100 (06./06.)), oTpumytouM Ha3BaHy cnonyky (25,6 mr).

'H AMP (400 Ml'y, CDCls) & 1,25-1,48 (3H, m), 1,63-3,30 (9H, m), 3,70-5,30 (6H, m), 6,53-6,88
(1H, m), 7,14-7,71 (7H, m).

Mpuknapg 542

N'-{(2S,3R)-4,4-gudpTop-1-[(2R)-0KCeTaH-2-kapboHin]-2-[(2,3',5"-TpudTop[1,1'-6ideHin]-3-
in)Metun]niponigun-3-in}-N,N-gnmeTuncipyaHoi KucnoTu giamia

A) (2R)-okceTaH-2-kapboHOBOT KUCNOTH

WMopbensonpiaueTar (8,04 r), (2,2,6,6-TeTpameTunninepnaun-1-in)okeun (0,532 r) Ta (R)-okceTan-
2-inmetaHon (1,00 r) o6'eaHyBanu, Ta 4o AaHoi cymiwi pogasanvu CHsCN (50 mn) ta Boay (50,0 mn),
Ta NoTiM CyMill nepemillyBanu npoTarom 3 rod. npu KiMHaTHIn TemnepaTypi. Cymiw HenTpanisyBanm
1 M BogHum posunHom NaOH npu 0 °C, ta BogHum wap npomuBanu |PE. BogHwi wap
nigkucnosanu, sukopuctosytoum 2 M rigpoxnopugry kucnoty npu 0 °C. Jo cymiwi gogasanu NaCl,
Ta cymiw ekctparysanu TI®/EtOAc). OpraHiyHun wap BiJOKpEeMIioBanu, CYWWNW Hag MarHito
cynbaTtoM Ta KOHLEHTPyBanu Mpu 3HWXKEHOMY TUCKy. [Jo 3anuwiky gofdaBanu TOMyon, Ta Cymil
KOHLEHTpYBanu npu 3HWKEHOMY TUCKY, OTpUMYytoun Ha3BaHy cnonyky (0,510 r).

H AMP (400 MIl'u, CDCI3) & 2,69-2,90 (1H, m), 3,00-3,22 (1H, m), 4,68-4,88 (2H, wm), 5,07-5,33
(2H, wm).

B) TpeT-6yTun(2S,3R)-2-[(3-xnop-2-dpropdeHin)meTnn]-3-[(anmeTuncynbdamoin)amiHo]-4,4-
andpropniponignH-1-kapbokcunaT

Cymiw 3 TpeT-6yT1n(2S,3R)-3-amiHo-2-[(3-xnop-2-propdeHin)meTnn]-4,4-gudtopniponignH-1-
kap6okcunarty (500 mr) Ta DMAP (335 mr) B aumeTtuncynbdamoinxnopugi (4 mn) nepemiwysanv npu
65 °C npotarom 5 rog. B atmocdepi asoTy. PeakuinHy cymiw oxonomkysBanu OO KiMHATHOI
Temnepatypu Ta uUACTUAM 3 BUKOPUCTaHHSAM KOMOHKOBOI xpomatorpadii (NH cunikarenesoi,
entonoBaHoi cymiwwo EtOAc/rekcaH), oTpumytoum HassaHy crnonyky (541 wmr).

MC, sHangeHo: 416,0.

(03] N'-{(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnnl-4,4-agudtopniponignH-3-in}-N,N-
AnMeTuncipyaHol KUCnoTu diamigy rigpoxnopua

TpeT-6yTun(2S,3R)-2-[(3-xnop-2-dTopdeHin)meTnn]-3-[(ammeTuncynbcgamoin)amiHo]-4,4-
andTopniponignH-1-kapbokeunat (541 mr) nepemiwysanu B 4 M po3sunHi HCI/CPME (10 mn) npu 60
°C npotsarom 1 rog. Cymiw KOHUEHTpyBanu npu 3HWXKEHOMY TUCKY, po3Tupanu 3 IPE Tta 36upanu
PiNbTPyBaHHAM, OTPUMYHOYM Ha3BaHy cnonyky (439 mr).

MC: [M+H]* 372,0.

D) N'-{(2S,3R)-2-[(3-xnop-2-dbTopdeHin)meTnn]-4,4-gudtop-1-[(2R)-okceTaH-2-
kap6oHin]niponianH-3-in}-N,N-gumeTuncipyaHoi KucnoTtu giamig

o pPO34nHYy N'-{(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnnl-4,4-agudtopniponignH-3-in}-N,N-
AVMeTUncipyaHoi kncnotu giamigy rigpoxnopugy (100 mr) Ta (2R)-okceTaH-2-kapboHOBOI KUCHOTH
(0,034 mn) B AM® (5 mn) gogasanu HATU (140 mr) ta DIPEA (0,171 mn) npu KiMHaTHiA TemnepaTypi.
CyMmiw nepemilyBanu NpoTAromM Houi Npu KiMHaTHIM TemnepaTypi. Cymill racunu BOAHUM HacUYeHUM
pPO34YMHOM amoHito xropuay Ta ekctparysanu EtOAc. OpraHiyHnii iap BigokpemmoBanu, npoMmMsanu
BOZOIO T@ HACUYEHMM COJIbOBMM PO3YMHOM, CYLLMNWN HaA HaTpito cyrnbdaTtoM Ta KOHLEHTpyBanu npwm
3HWKEHOMY TUCKY. 3anuwoKk YuCTUAM 3 BUKOPUCTaHHAM  KOMOHKOBOI  xpomatorpaddii  (NH
cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpumyoum Ha3BaHy cnonyky (109 mr).

MC: [M+H]* 456,0.

E) N'-{(2S,3R)-4,4-andTop-1-[(2R)-okceTaH-2-kapboHin]-2-[(2,3',5'-TpndTop[1,1'-6ideHin]-3-
in)metun]niponiguH-3-in}-N,N-gumeTuncipyaHoi Kucnotu giamig

Cymiw 3 N'-{(2S,3R)-2-[(3-xnop-2-dbTopdeHin)meTnn]-4,4-gudtop-1-[(2R)-okceTaH-2-
kapboHin]niponignH-3-in}-N,N-gumeTnncipyaHoi KncnoTu Jdiamigy (22 Mr), (3,5-
andTopdeHin)oopoHoBoi kncnotu (15,2 mr), XPhos Pd G3 (4,08 mr) Ta 1M BOAHOro po34umHy Karito
docaty (0,145 mn) 8 DME (0,8 mn) nepemiwysanu npu 80 °C B aTMocepi a3oTy NnpoTarom 2 rof.
CyMilL YncTMnM 3 BUKOPUCTaHHSAM KOMNOHKOBOI XpoMaTorpadii (cunikarenesol, entonoBaHoi CyMiLLILLIIO
EtOAc/rekcaH), oTpuMyoumn Ha3BaHy cnonyky (16,4 mr).

H AMP (400 MTl'u, CDCI3) & 2,71-3,06 (9H, m), 3,06-3,25 (1H, m), 3,69-3,90 (1H, m), 4,05-5,17
(7H, m), 6,77-6,87 (1H, m), 7,06 (2H, g, J=7,0 'u), 7,21 (1H, k8, J=7,3 '), 7,27-7,48 (2H, m).
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Cnonyku 3 lNpuknagie € nokasaHUMM B HACTYNHUX Tabnmusix. MC B Tabnuusix o3Havae aktuyHe
BUMIipsiHE 3HadeHHs. Cnonyku 3 lMpuknagis 6, 9-12, 14-20, 22-24, 27-34, 36-43, 47-49, 53-55, 57-65,
69-72, 74, 75, 80, 82-86, 89, 90, 93, 95, 96, 99-105, 107-115, 117-120, 123, 125-128, 130, 132, 134-
143, 148-170, 172-201, 203, 204, 206-209, 213-219, 221-224, 227-235, 237, 238, 240-244, 246, 247,
252-256, 258-266, 268-271, 273-301, 303, 306, 308-345, 347-373, 377, 379, 382, 384-387, 389-391,
394-430, 432, 434, 438, 444-449, 452-457, 460, 461, 464-504, 506-541 T1a 543-616 B HaCTynHUX
Tabnuusix 6ynu oTpuMaHdi BignoBigHoO Ao cnocobis, onucaHux B 3a3HadeHux Bulle MNpuknagax, abo 3a
cnocobamu aHanoriYHMMK 4o HUX.

Tabnuua 1-1

Mp. HA3BA 3A IUPAC CTpyKTypa [ob6aBka MC

N-[(2S,3R)-2-[(2,3'-gudpTop
[1,1'-6icbeHin]-3-in)meTun]
-4,4-gndpTop-1-((2R)-okceTaH-2-
kapboHin)niponiguH-3-injeTaHcynbdoHamia

501,4

N-{(2S,3R)-4,4-gndT0op-1-(2-rigpokcmn-2-
meTunnponaHoin)-2-[(2,3",5'-TpudpTtop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}meTaHcynbgoHamig

507,1

N-{(2S,3R)-4,4-gndT0op-1-(2-rigpokcmn-2-
meTunnponaHoin)-2-[(2,3',5-TpudpTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig

521,1

N-[(2S,3R)-4,4-gudptop-2-[(2-pTop[1,1'"-
BideHin]-3-in)metun]-1-(2-rigpokcun-2-
MeTMANPONaHoiN)NiponiamH-3-
in]meTaHcynbdoHamig

471,2

N-[(2S,3R)-4,4-andTop-2-[(2-dTop[1,1'-
GideHin]-3-in)metun]-1-(2-rigpokcun-2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbdoHamia

485,2

N-{(2S,3R)-4,4-gnTop-2-[(2-pTop[1,1'-
6ideHin]-3-in)metun]-1-[(2R)-3,3,3-

6 | TpudTOp-2-rigpoKkcn-2-
MeTunnponaHoin]niponignH-3-
in}MeTaHcynbgoHamig

523,3

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-
in)metun]-4,4-oudpTop-1-(2-rigpokcun-2-
MeTunnponaHoin)niponignH-3-
in]metaHcynbdoHamig

487,2

N-[(2S,3R)-2-[(2,3'-audTop[1,1'-bicbeHin]-3-
in)metun]-4,4-gudpTop-1-(2-rigpokcun-2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

503,1
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N-{(2S,3R)-2-[(2,3"-andTop[1,1'-6icdbeHin]-3-
in)metun]-4,4-gudpTop-1-[(2R)-okconaH-2-
kapOoHin]niponignH-3-in}
MeTaHcynbdoHamig

501,1

10

(2S,3R)-2-[(2,3'-andTop[1,1'-6icbeHrin]-3-
in)meTtun]-4,4-gudTop-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

4741

11

N-{(2S,3R)-1-(a3eTnamH-1-kapboHin)-2-[(2,3'-
andprop[1,1'-6ideHin]-3-in)metnn]-4,4-
andropniponiguH-3-in}metaHcynsgoHamig

486,1

12

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icpeHin]-3-
in)metun]-4,4-ondpTop-1-(3-dpTopaszeTnanH-
1-kap6oHin)niponianH-3-
inJmeTaHcynbdoHamig

504,1

13

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-
in)metun]-4,4-gncpTop-1-(1-
rigpokcmumnknobyTaH-1-kap6boHin)niponigmH-
3-in]JmeTaHcynbdoHamig

501,1

14

N-[(2S,3R)-2-[(3',5'-audTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gndTop-1-(2-rigpokcu-2-
MeTMANPONaHoiN)NiponiamH-3-
inJetaHcynbdoHamig

503,1

15

rac-N-[(2S,3R,4R)-2-[(2,3"-andTop[1,1'-
BideHin]-3-in)metun]-4-cpTop-1-(2-rigpokcu-
2-meTunnponaHoin)niponiguH-3-
inJMmeTaHcynbgoHamig

471,2

16

N-[(2S,3R)-2-[(2,3'-aucTop[1,1'-6icbeHin]-3-
in)metun]-4,4-oudpTop-1-(2-rigpokcun-2-
mMeTunoyTaHoin)niponignH-3-
in]MeTaHcynbgoHaMig 3 MEeHLIMM YacoMm
YyTPUMaHHSA

503,2

17

N-[(2S,3R)-2-[(2,3'-audTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gndTop-1-(2-rigpokcu-2-
mMeTunbyTaHoin)niponignH-3-
in]MeTaHcynbdoHaMmig 3 6inbLwMM Yacom
YyTPUMaHHSA

503,2

18

N-{(2S,3R)-4,4-andpTop-1-(2-rigpokcun-2-
MEeTUANPONaHois)-2-
[(3'-meTun[1,1'-6icbeHin]-3-in)meTun]
niponiguH-3-injetaHcynedoHamig

481,2
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19

N-[(2S,3R)-2-[(2',3'-andTop[1,1'-6icdeHin]-3-
in)metun]-4,4-gudTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbgoHamig

503,2

20

N-[(2S,3R)-4,4-gudptop-2-[(3'-pTop[1,1'-
BideHin]-3-in)metun]-1-(2-rigpokcun-2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

485,2

21

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-4,4-andTop-2-[(3'-dTop[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
in}metaHcynbgoHamig

479,2

22

N-{(2S,3R)-1-(1-uiaHoumknobyTaH-1-
kapboHin)-4,4-gudpTtop-2-[(3'-dpTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}metaHcynbgoHamig

490,2

23

N-[(2S,3R)-4,4-gudptop-2-[(2-pTop[1,1'"-
Bidenin]-3-in)metun]-1-(1-
rigpokcmumnknobyTaH-1-kap6boHin)niponigmH-
3-inJeTaHcynboHamig

497,2

24

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
Bidenin]-3-in)metunn)-1-
(3-rigpokcnazeTngunH-1-kapOoHin)
niponianH-3-injetaHcynbgoHamig

498,2

25

N-[(2S,3R)-4,4-andTop-2-[(2-dTOP-3'-
metun[1,1'-BiceHin]-3-in)
meTun]-1-(2-rigpokcmn-2-
MeTMANPONaHoinN)niponiamH-3-
in]metaHcynbgoHamig

485,2

26

N-{(2S,3R)-4,4-gndpTop-2-[(3'-pTOp[1,1'-
BideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
MeTaHcynbdoHaMig

483,2

27

N-[(2S,3R)-2-{[3'-(ancdTopmeTun)-2-
dTop[1,1'-6ideHin]-3-injmeTun}-4,4-
andprop-1-(2-rigpokcn-2-MeTUNNpPonaHoin)
niponianH-3-injMeTaHcynbhoHaMmif

521,2

89




UA 131013 C2

28

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-[(2,3"-andTop[1,1'-6icdeHin]-3-
in)meTtun]-4,4-gudTopniponiamH-3-
in}metaHcynbgoHamig

497,2

29

N-{(2S,3R)-2-[([1,1'-BicpeHin]-3-in)
metun]-4,4-gudTop-1-[(2R)-okconaH-2-
kapOoHin]niponignH-3-in}
MeTaHcynbdoHamig

465,2

30

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTan-1-
kapOoHin)-2-[([1,1'-6icdbeHin]-3-in)meTun]-4,4-
andpropniponiguH-3-inMeTaHcynbgoHamig

461,2

31

N-[(2S,3R)-2-[(2,3'-gucpTop-5'-meTun(1,1'-
BideHin]-3-in)metun]-4,4-gndptop-1-(2-
rigpoKCuK-2-MeTUNNPonaHoin)niponiamH-3-
inJmeTaHcynbdoHamig

503,2

32

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudpTop-2-[(3'-meTnn[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}metaHcynbgoHamig

475,2

33

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp-3'-
meTtokcu[1,1'-6idenin]-3-in)metnn]-1-(2-
rigpoKCcuK-2-MeTUNNPonaHoin)niponiamH-3-
in]meTaHcynbdoHamig

501,2

34

N-[(2S,3R)-2-[(3',5'-andTop[1,1'-6icdheHin]-3-
in)meTtun]-4,4-oucpTop-1-(1-
MeTUMLMKNOoNponaH-1-kapboHirn)
niponianH-3-injMeTaHcynboHamig

483,2

35

N-[(2S,3R)-2-[(3',5'-audpTop
[1,1'-6icpeHin]-3-in)meTnn]-4,4-
andgrop-1-(2-meTmunnponaHoin)
niponianH-3-injMeTaHcynbdoHamig

473,2

36

N-{(2S,3R)-2-[(3',5"-andTop
[1,1'-6icpenin]-3-in)meTunn]-4,4-
andgrop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
MeTaHcynbdoHamif

501,2

90
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37

N-{(2S,3R)-4,4-gncTop-1-(2-rigpokcmn-2-
mMeTunnponaHoin)-2-[(2,2',5'-tpudpTtop[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
in}MeTaHcynbdoHamig

507,1

38

N-{(2S,3R)-4,4-gndpTop-1-(2-rigpokcn-2-
MeTunnponaHoin)-2-[(2,2',3'-tpudgTtop[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
in}metaHcynbgoHamig

507,2

39

N-[(2S,3R)-2-[(2,3'-audTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gudpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-
inJunknonponaHcyboHaMig

515,2

40

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
GideHin]-3-in)metun]-1-(2-rigpokcu-2-
MeTMANPonaHoin)niponiamH-3-
inJunknonponaHcynboHaMig

497,2

41

N-[(2S,3R)-2-{[3'-(andTOopmeTOKCH)-2-
d1op[1,1'-6idbeHin]-3-injmeTnn}
-4,4-gpnpTop-1-(2-rigpokcu-2-
MeTMANPONaHoiN)NiponiamH-3-
in]MeTaHcynboHamig

537,1

42

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-2-[(3'-xnop[1,1'-6iceHin]-3-
in)meTtun]-4,4-oudTopniponiamH-3-
in}MeTaHcynbtoHamig

4951

43

N-{(2S,3R)-2-[(3'-xnop[1,1'-6ideHin]-3-
in)metun]-4,4-ancTop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
MeTaHcynbdoHamif,

499,1

44

N-[(2S,3R)-2-[(3'-xnop-2-cTop
[1,1-6icbenin]-3-in)meTun]-4,4-
andTop-1-(2-rigpokcmn-2-
MeTMANPONaHoiN)NiponiamH-3-
in]metaHcynbgoHamig

505,1

45

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponignH-3-in]
eTaHcynbOHaMia 3 MEHLUUM YacoMm
YyTPUMaHHS

483,2

91
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46

N-[(2S,3R)-4,4-gndtop-2-[(2-dpTop[1,1'-
OicdbeHin]-3-in)meTun]-1-(okceTaH-2-
kapOoHin)niponiguH-3-in]
eTaHcynbdoHamig 3 BinbLIMM Yacom
yTPUMaHHS

483,1

47

N-[(2S,3R)-2-[(3',5'-andTop[1,1'-BicpeHin]-3-
in)meTtun]-4,4-oudpTop-1-(oKceTaH-2-
kap6oHin)niponiguH-3-in]
MeTaHCyrnbdOHaMi4 3 MEHLLUM YacoM
yTpPUMaHHS

487,2

48

N-[(2S,3R)-2-[(3',5'-audpTop
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudTop-1-
(okceTaH-2-kapOoHin)niponignH-3-in]
MeTaHcynbdoHaMmig 3 6inbnM Yacom
yTpPUMaHHS

487,1

49

N-[(2S,3R)-2-[(2,3"-gudpTop
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
((2S)-okceTaH-2-kapboHin)niponiamH-3-
inleTaHcynbtoHamig

501,1

50

N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)
meTun]-4,4-gudTop-1-(okceTaH-2-
kapboHin)niponignH-3-in]
eTaHcynbgoHaMig 3 MEHLLUM YacoM
yTPUMaHHS

465,2

51

N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)
meTun]-4,4-gudTop-1-(okceTaH-2-
kapboHin)niponignn-3-in]
eTaHcynbdoHamig 3 BinbLIMM Yacom
yTpUMaHHS

465,2

52

N-[(2S,3R)-4,4-gudptop-2-[(3'-dpTOp[1,1'-
BideHin]-3-in)meTtun]-1-(okceTaH-2-
kapboHin)niponignu-3-in]
eTaHcynboHaMi 3 MEHLLUM YacoM
YyTPUMaHHS

483,2

53

N-[(2S,3R)-4,4-gudptop-2-[(3'-dpTop[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-
KapboHin)niponignH-3-in]
eTaHcynbdoHamia 3 GinblLMM YacoM
YTPUMaHHS

483,2

54

N-[(2S,3R)-2-[(3',5'-audTop
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucptop-1-
(okceTaH-2-kapboHin)niponiamH-3-
inJeTaHcynboHamig 3 MEHLLMM Yacom
yTPUMaHHS

501,2

55

N-[(2S,3R)-2-[(3',5"-gudpTop
[1,1'-6Bidpenin]-3-in)meTtnn]-4,4-gudptop-1-
(okceTaH-2-kapboHin)niponigmH-3-
inJeTaHcynbdoHamig 3 GinbWKM YacoMm
YTPUMaHHS

501,1

92
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56

N-{(2S,3R)-4,4-gndpTop-1-((2R)-
oKkceTaH-2-kapboHin)-2-[(2,3',5'-
TpudpTop[1,1'-6ideHin]-3-in)metTnn]
niponianH-3-injetaHcynsgoHamia

5191

57

N-{(2S,3R)-4,4-andTop-1-((2S)-
oKceTaH-2-kapboHin)-2-[(2,3',5'-
TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponigun-3-in}
eTaHcynbgoHaMig

519,1

58

N-{(2S,3R)-1-(umknobytaHkapboHin)-4,4-
andprop-2-[(3'-gpTop[1,1'-6icdeHin]-3-
in)meTtun]niponignH-3-in}
MeTaHcynbdoHamig

467,2

59

(2S,3R)-4,4-gudbTtop-2-[(3'-pTop
[1,1'-6Bidpenin]-3-in)meTnn]-3-
[(meTaHcynbdoHiIN)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

456,2

60

N-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-4,4-
andprop-2-[(3'-dpTop[1,1'-GicbeHin]-3-
in)metun]niponignH-3-in}
MeTaHcynboHamig

468,2

61

N-[(2S,3R)-4,4-gudptop-2-[(3'-cpTOp[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-
KapboHin)niponignH-3-in]
MeTaHCyrnbdOHaMig 3 MEHLLUM 4YacoM
YyTpPUMaHHSA

469,2

62

N-[(2S,3R)-4,4-andpTop-2-[(3'-dbTop[1,1'-
GideHin]-3-in)meTtun]-1-(okceTaH-2-
kapboHin)niponignH-3-in]
MeTaHcynbdoHamig 3 Binbwnm Yacom
yTpUMaHHS

469,2

63

N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTnn]-
4,4-pudptop-1-(okceTaH-2-
KapboHin)niponignH-3-in]
MeTaHCyrnbdOHaMig 3 MEHLLUM 4YacoM
YyTPUMaHHSA

451,2

64

N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTnn]-
4,4-andpTop-1-(okceTaH-2-
kapboHin)niponignu-3-in]
MeTaHcynbdoHamig 3 Binbwnm Yacom
yTpUMaHHS

451,2

93
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65

N-[(2S,3R)-2-[(2,2'-andpTop-3'-meTnn[1,1'-
bicdbeHin]-3-in)meTtun]-4,4-gudptop-1-(2-
rigpoKcK-2-MeTunnponaHoin)niponigmH-3-
inJetaHcynbgoHamig

517,2

66

N-{(2S,3R)-4,4-gncT0op-1-(2-rigpokcmn-2-
MeTunnponaHoin)-2-[(2,2',3'-tpudgTtop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
infeTaHcynbgoHamig

521,1

67

N-{(2S,3R)-4,4-gndpTop-1-(2-rigpokcn-2-
MeTunnponaHoin)-2-[(2,2',5'-tpudgTtop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
infeTaHcynbgoHamig

521,1

68

N-[(2S,3R)-2-[(3'-xnop-2-pTop
[1,1'-6BicpeHin]-3-in)meTnn]-4,4-
ondpTop-1-(2-rigpoken-2-
MeTMANPONaHoiN)NiponiamH-3-
inleTaHcynbtoHamig

519,1

69

N-[(2S,3R)-4,4-andpTtop-2-{[2-dpTOop-3-(6-
MeTUNNipuanH-2-in)deHinlmetnn}-1-(2-
rigpoKCcuK-2-MeTUNNPonaHoin)niponiamH-3-
inleTaHcynbtoHamig

500,2

70

N-[(2S,3R)-4,4-gncpTtop-2-{[2-dpTOop-3-(4-
MeTUnnipuaunH-2-in)deHinlmetmnn}-1-(2-
rigpoKCcK-2-MeTUNNponaHoin)niponiamH-3-
inJetaHcynbcoHamig

500,2

71

N-[(2S,3R)-2-{[3-(4,6-
AMMeTUnnipuanH-2-in)-2-
dbropdeHin]metun}-4,4-gudtop-1-
(2-rigpokcun-2-meTMnnponaHoin)
niponianH-3-injetaHcynbdoHamig

514,2

72

N-{(2S,3R)-4,4-gnTop-1-[(2R)-0okCcONaH-2-
kapboHin]-2-[(2,3',5'-Tpudptop
[1,1'-6idpeHin]-3-in)meTnn]niponignH-3-
in}meTaHcynboHaMmig

5191

73

N-{(2S,3R)-4,4-gnTop-2-[(2-pTop[1,1'-
BideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
MeTaHcynbdoHamig

483,2

94
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74

N-{(2S,3R)-4,4-andTop-1-[(2R)-
okconaH-2-kapboHin]-2-[(2,2',3'-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
MeTaHcynbdoHamig

5191

75

N-{(2S,3R)-4,4-andpTop-1-[(2R)-
okconaH-2-kapboHin]-2-[(2,2',5'-
TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-in}
MeTaHcynbdoHamig

519,1

76

N-[(2S,3R)-4,4-andtop-2-[(2-dpTop[1,1'-
OicdeHin]-3-in)meTun]-1-(1-
rigpokcmumnknobyTtaH-1-kapboHin)
niponigunH-3-in]jMeTaHcynbMoHamig

483,2

77

N-[(2S,3R)-4,4-andTop-2-[(2-dTop[1,1'-
GideHin]-3-in)metun]-1-(2-
MeTMANPONaHoin)niponiamH-3-
in]meTaHcynboHamig

455,2

78

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-[(2-dpTop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}metaHcynbgoHamig

479,2

79

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponigmH-3-in]
MeTaHcynbdOoHaMmif 3 MEHLINM 4YacoMm
yTpUMaHHSA

469,2

80

N-[(2S,3R)-4,4-andTop-2-[(2-dTop[1,1'-
GideHin]-3-in)meTtun]-1-(okceTaH-2-
kapboHin)niponignu-3-in]
MeTaHcynbdoHamig 3 Binblnm Yacom
yTpUMaHHS

469,2

82

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-
in)meTtun]-4,4-oudpTop-1-((2S)-okcetaH-2-
kapboHin)niponignu-3-in]
MeTaHcynbdoHamif,

487,2

83

N-{(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTunn]-
4,4-puptop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
eTaHcynbdoHamif

479,2

95
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84

N-{(2S,3R)-2-[(3',5"-andTop
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudTop-1-
[(2R)-okconaH-2-kapOoHin]niponignH-3-in}
eTaHCcynbgoHaMig

515,2

85

N-{(2S,3R)-2-[(2',3"-andTOp
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudTop-1-
[(2R)-okconaHn-2-kapOoHin]niponignH-3-
injeTaHcynbgoHamig

515,2

86

N-{(2S,3R)-2-[(2',5"-andTOp
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudpTop-1-
[(2R)-okconaH-2-kap6oHin]niponignH-3-
injeTaHcynbgoHamig

515,2

87

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-[(2,3',5'-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
MeTaHcynbdoHamig

515,3

88

N-{(2S,3R)-4,4-gndpTop-2-[(3"-dbTOP[1,1'-
GideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
eTaHcynbdoHamig

497,2

89

N-[(2S,3R)-4,4-andTop-2-
[(3'-dbTOP[1,1'-BicbeHin]-3-in)meTnn]-1-(2-
MeTUoKconaH-2-kapOoHin)niponignH-3-
inJeTaHcynbdoHaMia 3 MEHLUUM YacoMm
YyTpPUMaHHSA

511,2

90

N-[(2S,3R)-4,4-andpTop-2-[(3'-dbTop[1,1'-
GideHin]-3-in)metun]-1-
(2-meTunokconaH-2-kap6boHin)niponignH-3-
inJeTaHcynbdoHamig 3 GinbWMM YacoMm
YyTPUMaHHSA

511,2

91

N-{(2S,3R)-4,4-gnTop-1-((2R)-0KCETAH-2-
kapbowin)-2-[(2,3',5'-TpudTop
[1,1'-6idpeHin]-3-in)meTnn]niponignH-3-
in}metaHcynbgoHamig

505,1

92

N-{(2S,3R)-4,4-gndpTop-1-((2S)
-oKceTaH-2-kapboHin)-2-[(2,3',5'"-
Tpudptop[1,1'-6icpeHin]-3-
in)metun]niponignH-3-in}
MeTaHcynbdoHamif

505,1

96
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N-{(2S,3R)-1-(6iumkno[1,1,1]neHTan-1-
kapboHin)-2-[(2,3"-andTop[1,1'-6icdeHin]-3-
in)meTtun]-4,4-oudTopniponiamH-3-
injeTaHcynbgoHamig

93 511,2

N-[(2S,3R)-2-[(2,3'-audTop[1,1'-6icpeHin]-3-
in)meTtun]-4,4-gucdpTop-1-(2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

94 487,2

rac-N-[(2S,3R,4S)-2-[([1,1'-6icbeHin]-3-
in)meTtun]-4-cpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynboHamig

95 435,2

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudpTop-2-[(3'-dpTop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynbdoHamig

96 493,2

N-[(2S,3R)-4,4-gudptop-2-[(3'-dpTOp[1,1'-
Bidenin]-3-in)metun]-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
inleTaHcynbtoHamig

97 469,2

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-
in)metun]-4,4-gndpTop-1-(2-
MeTMANPonaHoin)niponiamH-3-
in]meTaHcynbdoHamig

98 473,2

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-{[2-dTop-3-(6-
99 | MeTUNNiPUANH-2-in)
deHinmeTun}niponianH-3-
in]meTaHcynbdoHamig

494,2

N-[(2S,3R)-1-(6iuukno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-{[2-dTop-3-(4-
MeTUNNipManH-2-in)deHin]
mMeTun}niponiguH-3-injmetaHcynbgoHamig

100 4942

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-{[3-(4,6-gumeTnnnipngmnH-2-in)-
2-propdeHin]meTtun}-4,4-gudpTopniponignH-
3-in]meTaHcynbdoHamia

101 508,2
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N-[(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-
kapOoHin)-2-{[3-(2,6-anmeTnnnipnanH-4-in)-
2-cbTopdeHinmeTtun}-4,4-
ondTopniponianH-3-injMeTaHcynbgoHamig

102 508,2

N-[(2S,3R)-1-(6iumkno[1,1,1]JneHTaH-1-
kapboHin)-4,4-audpTop-2-{[2-pTop-3-(6-
103 | MeTOKCUNIPpUANH-2-
in)deHin]meTun}niponianH-3-
in]metaHcynboHamig

510,2

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-4,4-
andprop-2-{[3-(4-meTunnipnanH-2-
in)deHin]meTun}niponianH-3-
inJeTaHcynbdoHamia

104 480,2

N-{(2S,3R)-4,4-gndpTop-2-[(2-dbTOp[1,1'-
GideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
eTaHcynbdoHamig

105 497,1

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'"-
Bidenin]-3-in)metun]-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
inJetaHcynbdoHamig

106 469,2

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-[([1,1'-6icpeHin]-3-in)
meTun]-4,4-gudTopniponianH-3-
in}eTaHcynbdoHamig

107 475,2

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-andpTop-2-{[3-(6-
MeTUnNNipuanH-2-in)deHrin]
MeTun}niponiauH-3-injetaHcynbgoHamig

108 490,2

N-[(2S,3R)-1-(6iuukno[1,1,1]neHTaH-1-
kapboHin)-2-{[3-(4,6-gumeTnnnipnanH-2-
in)cpenin]meTun}-4,4-gudTopniponignH-3-
inJetaHcynbdoHamig

109 504,2

N-[(2S,3R)-1-(6iuunkno[1,1,1]neHTaH-1-
kapOoHin)-4,4-andTop-2-{[3-(4-
MeTUNNipManH-2-in)deHin]
mMeTun}niponiguH-3-injetaHcynsgoHamig

110 490,2
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N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-{[3-(2,6-aumeTnnnipumignH-4-
111|in)-2-cpTopdeHin]metnn}-4,4-
andpTopniponianH-3-in]
MeTaHcynbdoHamig

509,1

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-{[3-(4,6-anmeTnnnipumignH-2-
in)dpeHin]metun}-4,4-gudpTopniponiguH-3-
inJeTaHcynbdoHamia

112 505,2

N-[(2S,3R)-1-(6iumkno[1,1,1]JneHTaH-1-
kapOoHin)-4,4-andTtop-2-{[3-(6-

113| meTOKCUMIpNANH-2-
in)cpenin]meTun}niponigmH-3-
inleTaHcynbtoHamig

506,2

N-[(2S,3R)-4,4-andTop-1-(2-
mMeTunnponaHoin)-2-{[3-(4-
MeTUNNipManH-2-in)deHin]
mMeTun}niponignH-3-injetaHcynsoHamig

114 466,2

N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTnn]-
4,4-ancpTop-1-(2-
MeTMANPonaHoin)niponiamH-3-
inJetaHcynbdoHamig

115 451,2

N-[(2S,3R)-2-[(3',5'-gudpTop
[1,1'-6icpeHin]-3-in)meTnn]-
116 | 4,4-gudptop-1-(2-
MeTMANPonaHoin)niponiamH-3-
inJetaHcynbdoHamig

487,2

N-[(2S,3R)-4,4-andTop-1-(2-
MeTunnponaHoin)-2-{[3-(6-
MeTUnNnipuamnH-2-in)peHinlmetnn}
niponianH-3-injetaHcynbgoHamig

117 466,2

N-[(2S,3R)-2-{[3-(4,6-aMmeTunnipnamH-2-
in)cpenin)meTnn}-4,4-gndtop-1-(2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

118 480,2
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N-[(2S,3R)-2-[([1,1'-6icpeHin]-3-in)meTnn]-
4,4-puptop-1-(2-
MeTunnponaHoin)niponignH-3-
inJmeTaHcynbdoHamig

119 437,2

N-[(2S,3R)-4,4-gndpTop-2-[(3'-pTop[1,1'-
OicdeHin]-3-in)meTun]-1-(2-
MeTunnponaHoin)niponignH-3-
inJmeTaHcynbdoHaMig

120 453,2

N-{(2S,3R)-4,4-gnTop-1-((2R)-
okceTaH-2-kapboHin)-2-[(2,2',3'-
121 | tpudpTop[1,1'-6icdbeHin]-3-
in)metun]niponignH-3-in}
MeTaHcynbdoHamig

505,1

N-{(2S,3R)-4,4-gncTop-1-((2R)-
okceTaH-2-kapboHin)-2-[(2,2',5'-
122 | tpucpTop[1,1'-6icbeHin]-3-
in)metun]niponignH-3-in}
MeTaHcynbdoHamig

505,1

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapbowHin)-4,4-gudTop-2-[(2-dTop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynbdoHamig

123 493,3

N-[(2S,3R)-4,4-andTop-2-[(2-dTOp[1,1'-
GideHin]-3-in)meTtun]-1-(okceTaH-2-

124 | kapboHin)niponianH-3-
inJumkrnonponaHcynbgoHamig 3 MeHLUM
YacoM YTPUMaHHs

495,2

N-[(2S,3R)-4,4-andTop-2-[(2-dTop[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-

125 | kapboHin)niponignH-3-
injumknonponaHcynbgoHamig 3 Ginbwnm
YaCcoM YTPUMaHHSs

495,2

N-{(2S,3R)-4,4-gndTop-2-[(2-dbTOP[1,1'-
6ideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-
inumknonponaHcynbhoHamig

126 509,2
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127

N-[(2S,3R)-4,4-andTop-2-
[(2-dpTOPp[1,1'-BidbeHin]-3-in)
mMeTun]-1-(2-meTunokceTaH-2-
kapOoHin)niponiguH-3-in]
MeTaHCynbdOHaMiA 3 MEHLLMM 4YacoM
YyTpMaHHs 3 BUKopuctaHHam BEPX
(konoHka : CHIRALPAK IC

(4,6 mm B.A. X250 mMn, 5 MKM), pyxoma
dasa : rekcaH/EtOH/gieTnnamin=550/450/1
(06./06./06.))

483,2

128

N-[(2S,3R)-4,4-andTop-2-
[(2-dpTOP[1,1'-BicbeHin]-3-in)
meTun]-1-(2-meTunokceTaH-2-
kap6oHin)niponiguH-3-in]
MeTaHcynbdoHamig 3 Binbwnm Yacom
YTPUMaHHs 3 BUKopuctaHHsam BEPX
(konoHka : CHIRALPAK IC

(4,6 MM B.A. X250 mmn, 5 MKkM), pyxoma
hasa : rekcan/EtOH/gieTunamin=550/450/1
(06./06./06.))

483,2

129

N-[(2S,3R)-2-[(2,3"-gudpTop
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
(okceTaH-2-kapboHin)niponiamH-3-
injumknonponaHcynbgoHaMmig 3 MEHLWNM
YaCOM YTPUMaHHs

513,2

130

N-[(2S,3R)-2-[(2,3"-audTop
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
(okceTaH-2-kapboHin)niponiamH-3-
injumknonponaHcynbgoHamig 3 6inbwnm
YaCOM YTPUMaHHSs

5131

131

N-[(2S,3R)-2-[(2',3'-audTop
[1,1'-BicpeHin]-3-in)meTnn]-
4,4-ancpTop-1-(2-
MeTunnponaHoin)niponignH-3-
in]meTtaHcynbdoHamig

473,2

132

N-[(2S,3R)-2-[(2',5"-gudpTop
[1,1'-6icpeHin]-3-in)meTnn]-
4,4-ancptop-1-(2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynbdoHamig

473,2

133

N-{(2S,3R)-4,4-gndpTop-1-
((2S)-okceTaH-2-kapboHin)-2-[(2,2',3'"-
TpudTop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-3-in}
MeTaHcynbdoHamig

505,1
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N-{(2S,3R)-4,4-gncTOp-1-
((2S)-okceTaH-2-kapboHin)-2-[(2,2',5'-
134 | TpudpTop[1,1'-6icdeHin]-3-
in)metun]niponignH-3-in}
MeTaHcynbdoHamig

505,1

N'-[(2S,3R)-4,4-andtop-2-[(2-pTop[1,1'-
OicdbeHin]-3-in)meTun]-1-(okceTaH-2-

135 | kap6oHin)niponianH-3-in]-N,N-
OUMeTUNCIipYaHoi KUCNOTKU giaMifg 3 MEHLLINM
YacoM YTPUMaHHsI

498,1

rac-N-[(2S,3R)-2-
{[2-(3,5-andTOopdheHin)-1,3-Tiazon-4-
injmetnn}-4,4-oucptop-1-(1-
rigpokcmumknobyTaH-1-
kapboHin)niponignn-3-in]
MeTaHcynbdoHamig

136 508,1

N'-[(2S,3R)-4,4-andpTop-2-[(2-dbTop[1,1'-
GideHin]-3-in)meTtun]-1-(okcetaH-2-

137 | kap6oHin)niponianH-3-in]-N,N-
anmeTuncipyaHoi kucnotu giamig 3 6inbwmm
4YacoM YTPUMaHHsI

498,1

(2S,3R)-3-[(aumeTnncynedamoin)
aMiHol-4,4-gndpTop-2-[(2-dbTop
[1,1'-6Bidpenin]-3-in)meTnn]-N,N-
anmeTunniponigunH-1-kapbokcamig

138 485,2

N'-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-4,4-
andprop-2-[(2-dpTop[1,1'-6icdbeHin]-3-
in)metun]niponignu-3-in}-N,N-
OuMeTUncipYaHol KUCNoTK gdiamig

139 497,2

N'-[(2S,3R)-4,4-gudptop-2-[(2-cpTop[1,1'-
BideHin]-3-in)metun]-1-(2-rigpokcun-2-
mMeTunnponaHoin)niponiamH-3-in]-N,N-
OnmeTuncipyaHoi KucnoTu giamig

140 500,3

N'-{(2S,3R)-1-(umknobytaHkap6oHin)-4,4-
androp-2-[(2-pTop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-3-in}-N,N-
OuMeTUncipYaHoil KUCNoTK gdiamig

141 496,2

(2S,3R)-3-[(aumeTuncynbdamoin)
amiHo]-4,4-andpTop-2-[(2-dbTop[1,1'-
6ideHin]-3-in)metun]-N-meTtokcn-N-
MeTunniponianH-1-kapbokcamig

142 501,2
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N'-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-andTop-2-[(2-dTop[1,1'-
BideHin]-3-in)metun]niponignH-3-in}-N,N-
OUMeTUNCipYaHol KUCNoTK giamia

143 508,2

N-{(2S,3R)-1-(unknonponaHkapboHin)-
4,4-pnptop-2-[(2,3',5'-Tpudptop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
infeTaHcynbgoHamig

144 500,8

N'-[(2S,3R)-4,4-gndtop-2-[(2-pTop[1,1'-
BicdeHin]-3-in)meTun]-1-(1-

145 | rigpokcuunknobyTaH-1-kapOoHin)
niponignH-3-in]-N,N-gumeTtuncipyaHoi
KMUCNoTu giamig,

512,2

N-{(2S,3R)-4,4-gncdTop-1-(2-
meTunnponaHoin)-2-[(2,3',5'-tpucptop
[1,1'-BicpeHin]-3-in)meTnn]niponignH-3-
in}eTaHcynbgoHamig

146 505,2

N-{(2S,3R)-4,4-gndTop-1-(2-
mMeTunnponaHoin)-2-[(2,2',5'-tpudptop
[1,1'-6idpeHin]-3-in)meTnn]niponigmH-3-
in}eTaHcynbdoHamig

147 505,2

N-{(2S,3R)-4,4-gncdTop-1-(2-
mMeTunnponaHoin)-2-[(2,2',3'-tpudtop
[1,1'-6idpeHin]-3-in)meTnn]niponigmH-3-
in}eTaHcynbgoHamig

148 505,2

N'-[(2S,3R)-4,4-andpTop-2-[(2-dbTop[1,1'-
6ideHin]-3-in)metun]-1-(2-
MeTunnponaHoin)niponiguH-3-in]-N,N-
OuMeTUncipYaHoil KUCNoTK gdiamig

149 484,2

N-[(2S,3R)-1-(2,2-gumeTnnnponaHoin)
-4,4-gpnptop-2-{[2-bTOp-3-(4-

150 | meTnnnipuauH-2-in)deHin]
MeTun}niponignH-3-in]
MeTaHcynbdoHaMig

484,2

N-[(2S,3R)-1-(2,2-gumeTnnnponaHoin)
-2-{[3-(4,6-gumMeTunnipumMigunH-2-in)-2-
151| cpropdeHin]meTunn}-4,4-
AandTopniponianH-3-in]
MeTaHcynbdoHamig

499,3
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N-[(2S,3R)-4,4-andTop-2-
[(2-dpTOPp[1,1'-6idbeHin]-3-in)meTnn]-1-(2-
MeTUIoKCeTaH-2-kapOboHin)niponianH-3-
inJeTaHcynboHaMig 3 MEHLLUM YacoMm
yTpumaHHs 3a SFC

152 (konoHka : CHIRALPAK IC

(4,6 mm B.A.x150 mmn, 5 MKM), pyxoma
dhasa : giokeng Byrneuto/
(MeOH/gieTnnamin)=1000/1)=750/250
(06./06.))

497,2

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETAH-2-
kapboHin)-2-[(2,3',5'-Tpudptop
153|[1,1'-6ideHin]-3-in)meTnn]niponianH-3-
injuuknonponaHcyne@oHamia 3 6inbLmm
YacoM YTPUMaHHsI

5311

N-[(2S,3R)-1-(2,2-gumeTnnnponaHoin)
-2-{[3-(4,6-gumeTnnnipuanH-2-in)-2-
154 | bropdeHinimeTtnn}-4,4-
andTopniponianH-3-in]
MeTaHcynbdoHamig

CFsCOOH 498,2

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-4,4-
andprop-2-{[2-dpTOp-3-(6-MeTUNNIpUgNH-2-
in)cpenin]meTun}niponigmH-3-
inJmeTaHcynbdoHamig

155 CFsCOOH 484,2

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETaH-2-
kapboHin)-2-[(2,2',5'"-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-
inumknonponaHcynedoHaMig 3 GinbLwmm
4YacoM YTPUMaHHsI

156 531,1

N-{(2S,3R)-4,4-gndpTop-1-
(okceTaH-2-kapboHin)-2-[(2,2',5'-
Tpudptop[1,1'-6icpenin]-3-
in)metun]niponigmH-3-
inumknonponaHcynboHaMig 3 MEHLLNM
YaCOM YTPUMaHHs

157 5311

N-[(2S,3R)-2-[(2,3"-gudpTop
[1,1'-6idpeHin]-3-in)meTnn]-
4,4-andtop-1-(2-meTunokceTaH-2-
KapboHin)niponignH-3-in]
MeTaHcynbdoHamig 3 Ginbwnm YacoM
YTPUMaHHS

158 501,2

N-{(2S,3R)-4,4-audpTOp-1-(OKCETAH-2-
kapbowin)-2-[(2,2',3'-TpudTop

159 |[1,1'-6icbeHin]-3-in)meTuniniponignH-3-
injuuknonponaHcynegoHamig 3 oinbLnm
YaCoM YTPUMaHHS

531,2
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N-[(2S,3R)-2-[(3",4'-gudpTop
[1,1'-6idpenin]-3-in)meTnn]-
160| 4,4-gudptop-1-(2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynboHamig

471,2

N-[(2S,3R)-4,4-andTop-2-
[(2-dpTOPp[1,1'-BidbeHin]-3-in)
mMeTun]-1-(2-meTunokceTaH-2-
kap6oHin)niponiguH-3-in]
eTaHcynbdoHamig 3 BinbLnMM Yyacom
161 | yTpumaHHa 3a SFC

(konoHka : CHIRALPAK IC

(4,6 mm B.A.x150 mmn, 5 MKM), pyxoma
hasa : giokeuna Byrnewo/
(MeOH/gieTnnamin)=1000/1)=750/250
(06./06.))

497,2

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETAH-2-
kapbowin)-2-[(2,3',5'-TpudTop

162 |[1,1'-6icbeHin]-3-in)MmeTun]niponignH-3-
imumknonponaHcynboHaMia 3 MEHLLUM
YacoM yTPUMaHHsI

531,2

N-[(2S,3R)-2-[(2,3"-gudpTop
[1,1'-Bidpenin]-3-in)meTnn]

163 |-4,4-andpTop-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
inJumknonponaHcynbgoHamig

499,2

N-[(2S,3R)-2-[(2,3"-gudpTop
[1,1'-BidpeHin]-3-in)meTnn]
-4,4-gndTop-1-(2-meTnnokceTaH-2-
KapboHin)niponignH-3-in]
MeTaHCcynb(oHaMia 3 MEHLLIMM YacoMm
YTPUMaHHS

164 501,1

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3'-TpudTop

165 |[1,1'-6icbeHin]-3-in)meTuniniponignH-3-
inumknonponaHcynboHaMig 3 MEHLLINM
YacoM YTPUMaHHSs

5311

N-{(2S,3R)-4,4-gndTop-1-(2-
MeTunnponaHoin)-2-[(2,3',5'-tpudTtop[1,1'-
BideHin]-3-in)meTun]niponignH-3-
imumknonponaHcynehoHaMig

166 517,2
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N-{(2S,3R)-4,4-gncTop-1-(2-
MeTunnponaHoin)-2-[(2,2',5'-tpudTtop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
infunknonponaHcynbgoHamia

167 517,1

N-{(2S,3R)-4,4-andpTop-1-(2-
MeTunnponaHoin)-2-[(2,2',3'-tpudTtop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
infunknonponaHcynbgoHamia

168 517,2

N-[(2S,3R)-2-[(3',5'-audpTop
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudpTop-1-
169 | (okceTaH-2-kap6oHin)niponignH-3-
inJunknonponaHcynbgoHamig 3 MEHLLMM
4acoM yTPUMaHHsI

513,1

N-[(2S,3R)-2-[(3',5'-audpTop
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
170 | (okceTaH-2-kapboHin)niponiamH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
YacoM yTPUMaHHsI

513,2

N-[(2S,3R)-4,4-gudptop-2-[(2-pTop[1,1'"-
Bidenin]-3-in)metun]-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
inJumknonponaHcynbgoHamig

171 481,2

N-[(2S,3R)-2-[(2',5'-audTop
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucptop-1-
172 | (okceTaH-2-kapboHin)niponigmH-3-
inJeTaHcynbdoHaMia 3 MEHLUUM YacoMm
YyTPUMaHHSA

501,1

N-[(2S,3R)-2-[(2',5"-gudpTop
[1,1'-6idpenin]-3-in)meTnn]-4,4-gudptop-1-
173 | (okceTaH-2-kapboHin)niponiamH-3-
inJeTaHcynbdoHamig 3 GinbWMM YacoMm
YyTPUMaHHSA

501,1

N-[(2S,3R)-2-[(2',3"-gudpTop
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
174 | (okceTaH-2-kapboHin)niponiamH-3-
inJeTaHcynbdoHaMmif 3 MEHLUUM Yacom
yTpUMaHHS

501,2

N-[(2S,3R)-2-[(2',3'-audpTop
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucpTop-1-
175 | (okceTaH-2-kapboHin)niponiamH-3-
inJeTaHcynbdoHamig 3 6inbLMM Yacom
YTPUMaHHsI

501,2
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N-[(2S,3R)-1-(2,2-agumeTnnnponaHoin)
-4,4-nndpTop-2-{[2-bTOp-3-(4-
MeTUNnipuanH-2-in)deHinjmetmn}
niponiguH-3-injeTaHcynedoHamig

176 498,2

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-4,4-
andprop-2-{[2-dpTOop-3-(6-MeTUNNIpUANH-2-
in)deHin]meTun}niponianH-3-
inJeTaHcynbdoHamia

177 498,2

N-[(2S,3R)-1-(2,2-gumeTmnnponaHoin)-2-
{[3-(4,6-anmeTnnnipngnH-2-in)-2-
dpTopdeHin]vetnn}-4,4-
ondTopniponianH-3-injeTaHcynbgoHamig

178 512,2

N-[(2S,3R)-1-(2,2-
anmetunnponaxoin)-2-{[3-(4,6-

179 | pumeTnnnipumMignH-2-in)-2-
dbropdeHin]metun}-4,4-
ondTopniponianH-3-injeTaHcynbgoHamig

513,3

N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTnn]-
4,4-andpTop-1-(okceTaH-2-

180 | kapboHin)niponianH-3-
inJunknonponaHcynbgoHamig 3 MEHLLMM
YacoM yTPUMaHHsI

477,2

N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTnn]-
4,4-andpTop-1-(okceTaH-2-

181 | kapboHin)niponianH-3-
inJumknonponaHcynbgoHamig 3 Ginbnm
YacoM yTPUMaHHsI

477,2

N-{(2S,3R)-4,4-gndTop-1-(2-
MeTunnponaHoin)-2-
182|[(2,3',5"-TpudTop[1,1'-6ideHin]-3-
in)metunniponignH-3-in}
MeTaHcynbdoHamif,

489,2

N-{(2S,3R)-4,4-gncdTop-1-(2-
mMeTunnponaHoin)-2-[(2,2',3'-tpudptop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}mMeTaHcynbtoHaMmig

183 491,1
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184

N-{(2S,3R)-4,4-andpTop-1-(2-
mMeTunnponaHoin)-2-[(2,2',5'-tpudpTop[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
in}MeTaHcynbdoHamig

491,2

185

N-{(2S,3R)-2-[(2,2'-andTOp
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudpTop-1-
[(2R)-okconaH-2-kapOoHin]niponignH-3-in}
eTaHcynbgoHaMig

515,2

186

N-[(2S,3R)-2-[(2,2'-gudpTop
[1,1'-6icbeHin]-3-in)meTun]
-4,4-gndpTop-1-(2-
MeTMANPonaHoin)niponiamH-3-
inJetaHcynbcoHamig

487,2

187

N-[(2S,3R)-2-[(2,2'-gudpTop
[1,1'-6Bidpenin]-3-in)meTtnn]-4,4-gudptop-1-
(okceTaH-2-kapboHin)niponigmH-3-
inJetaHcynboHaMmig 3 MEHLLUM YacoMm
YTPUMaHHS

501,2

188

N-[(2S,3R)-2-[(2,2'-andTop
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
(okceTaH-2-kapboHin)niponiamH-3-
inJeTaHcynbdoHamig 3 GinbLWMM YacoMm
YTPUMaHHS

501,1

189

N-[(2S,3R)-2-[(2,3"-gudpTop
[1,1'-BidpeHin]-3-in)meTnn]
-4,4-gndTop-1-(2-meTnnokceTaH-2-
KapboHin)niponignH-3-in]
eTaHcynbdoHamig 3 GinbLwrM Yacom
YTPUMaHHS

515,2

190

N-[(2S,3R)-2-[(2,2'-gudpTop
[1,1'-BidpeHin]-3-in)meTnn]
-4,4-gndpTop-1-(2-
MeTunnponaHoin)niponignH-3-
inJumknonponaHcynbgoHamig

499,2

191

N-[(2S,3R)-2-[(2,2'-audTop
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucptop-1-
(okceTaH-2-kapboHin)niponigmH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
YaCoM YTPUMaHHS

513,2
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N-[(2S,3R)-2-[(2,2'-gudpTop
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudpTop-1-
192 | (okceTaH-2-kapboHin)niponignH-3-
inJumknonponaHcynbgoHamig 3 MeHLWM
YacoM YTpUMaHHS

513,2

N-{(2S,3R)-4,4-gndpTop-2-[(2-dpTOP[1,1'-
BicdbeHin]-3-in)meTun]-1-[(2S)-okconaH-2-
kapOoHin]niponignH-3-in}
MeTaHcynbdoHamig

193 483,2

N-[(2S,3R)-2-[(2,3'-audTop
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudTOp-
1-(2-meTunokceTaH-2-
KapboHin)niponignu-3-in]
eTaHcynbdoHaMig 3 MEHLUUM YacoMm
YyTPUMaHHS

194 5151

rac-N-{(2S,3R, 4R)-4-dTop-1-
(2-rigpokcun-2-meTMnNponaHoin)
195|-4-metnn-2-[(2,3',5'-Tpudptop
[1,1'-6idpeHin]-3-in)meTnn]niponigmH-3-
in}metaHcynbgoHamig

503,2

N-[(2S,3R)-2-[(3'-xnop-2-pTop
[1,1'-BicpeHin]-3-in)meTnn]

196 | -4,4-gnptop-1-(2-
MeTMANPonaHoin)niponiamH-3-
in]meTaHcynbpoHamig

489,2

N-{(2S,3R)-1-(6iunkno[1,1,1]
neHTaH-1-kapboHin)-4,4-

197 | andptop-2-[(2,2',3'-TpudpTop
[1,1'-6idpeHin]-3-in)meTnn]niponignH-3-
in}metaHcynbgoHamig

515,2

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapbonin)-4,4-gudTop-2-[(2,2',5'-

198 | TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-3-in}
MeTaHcynbdoHaMig

515,2

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-[(2,2'-andTop[1,1'-6ideHin]-3-
in)metnn]-4,4-gudTopniponiganH-3-
injeTaHcynbgoHamig,

199 511,2
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N-{(2S,3R)-1-(6iumkno[1,1,1]neHTan-1-
kapboHin)-4,4-gudpTop-2-[(2,2',5'-

200 | TpudpTtop[1,1'-6icpeHin]-3-
in)metun]niponignH-3-in}
eTaHcynbdoHamig

529,0

N-{(2S,3R)-1-(unknonponaHkapboHin)-
4,4-pnptop-2-[(2,2',5'-Tpndptop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
infeTaHcynbgoHamig

201 503,1

N-{(2S,3R)-1-(unknonponaHkapboHin)-
2-[(2,3'-andpTop[1,1'-6icdbeHin]-3-in)
meTtunl-4,4-andtopniponiguH-3-
in}eTaHcynbgoHamig

202 485,1

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapbowHin)-4,4-gudpTop-2-[(2,2',3'-

203 | TpudpTop[1,1'-6icpeHin]-3-
in)metun]niponignH-3-in}
eTaHcynboHamig

529,1

N-{(2S,3R)-1-(umknonponaHkapboHir)
-4,4-gpnpTop-2-[(2,2',3'-TpudpTop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynbdoHamig

204 503,2

N-{(2S,3R)-1-(umknonponaHkapboHir)
-4,4-nndpTop-2-[(2-dbTop[1,1'-6icdheHin]-3-
in)metun]niponignH-3-in}
eTaHcyrnbdoHamif

205 467,2

N'-[(2S,3R)-4,4-gudptop-2-[(2-cpTop[1,1'-
BideHin]-3-in)metun]-1-(3-rigpokcun-2,2-
AavmeTunnponaxoin)niponignH-3-in]-N,N-
OnmeTuncipyaHoi KUCnoTn giamig

206 514,2

N-[(2S,3R,4S)-2-[(2,3"-agudTOp
[1,1'-BicpeHin]-3-in)meTnn]-4-pTop-1-(2-
rigpokcu-2-meTunnponaHoin)niponigmH-3-
inJeTaHcynbdoHamia

207 485,2

N-[(2S,3R,4S)-2-[(2,3'-andTop
[1,1'-BidpeHin]-3-in)meTnn]-4-pTop-1-(1-
rigpokcmumnknobyTaH-1-kapboHin)
niponianH-3-injeTaHcynbdoHamig,

208 497,1
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N-[(2S,3R,4S)-2-[(2,3'-andTop
[1,1'-6icdbeHin]-3-in)meTun]-4-cpTop-1-(2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbgoHamig

209 469,2

(2S,3R,4S)-2-[(2,3'-andTop
[1,1'-6icdbeHin]-3-in)meTunn]-3-
[(eTaHcynbdoHiIn)amiHo]-4-cbTop-N,N-
anmeTunniponigunH-1-kapbokcamig

210 470,2

N-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-2-
211|[(2,3'-gudpTop[1,1'-6icbeHin]-3-in)meTnn]-4-
dTopniponignH-3-infeTaHcynbgoHamia

482,2

N-{(2S,3R,4S)-1-
(umknonponaHkap6boHin)-2-[(2,3'-
andTop[1,1'-6ideHin]-3-in)metun]-4-
dpTopniponignH-3-infeTaHcynbgoHamia

212 467,2

N-{(2S,3R,4S)-1-
(6iumkno[1,1,1]neHTaH-1-kapOoHin)-2-
[(2,3-andTop[1,1'-6icbeHin]-3-in)meTunn]-4-
dhropniponiguH-3-inteTaHcynsoHamig

213 493,2

N-{(2S,3R,4S)-2-
[(2,3-andTop[1,1'-6icbeHin]-3-in)meTunn]-4-
214 | dprop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
eTaHcyrnbgoHamig

497,3

N-{(2S,3R,4S)-2-[(2,3'-
andTop[1,1'-6icbeHin]-3-in)

215 | meTtun]-4-cptop-1-[(2S)-okconaH-2-
kapboHin]niponignH-3-in}
eTaHcynbdoHamig

497,3

N-[(2S,3R,4S)-2-[(2,3"-agudTOp
[1,1'-BicpeHin]-3-in)meTnn]-4-pTOp-1-
216 | (okceTaH-2-kapOoHin)niponignH-3-
inJeTaHcynbdoHaMia 3 MEHLUUM YacoMm
YyTPUMaHHSA

483,2

N-[(2S,3R,4S)-2-[(2,3'-andTop
[1,1'-6icbeHin]-3-in)meTun]-4-cpTop-1-
217 | (okceTaH-2-kapboHin)niponignH-3-
inJeTaHcynbdoHamig 3 6inbLMM Yacom
YyTPUMaHHSA

483,2
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N-[(2S,3R)-2-[(2,3"-audTop
[1,1'-6icbeHin]-3-in)meTnn]-1-(3,3-
andpropumknobyTtaH-1-kapboHin)-4,4-
ondTopniponianH-3-injeTaHcynbgoHamig

218 533,3

N-{(2S,3R)-1-(3,3-andTopaseTmamH-1-
kapboHin)-2-[(2,3"-andTop[1,1'-6icdeHin]-3-
in)meTtun]-4,4-oudTopniponiamH-3-
injeTaHcynbgoHamig

219 536.,4

N-{(2S,3R,4S)-4-cTOp-1-(2-rigpoKcu-2-
mMeTunnponaHoin)-2-[(2,3',5'-tpudpTtop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynbgoHamig

220 503,4

N-{(2S,3R,4S)-4-dTOp-1-(2-rigpokcn-2-
mMeTunnponaHoin)-2-[(2,2',5-tpudpTtop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynbdoHamig

221 503,4

N-{(2S,3R,4S)-4-dTOp-1-(2-rigpokcn-2-
meTunnponaHoin)-2-[(2,2',3'-TpudpTtop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig

222 503,4

N-{(2S,3R)-1-(umknobytaHkapboHin)-4,4-
223 | pudpTop-2-[(2-cpTop[1,1'-6icpeHin]-3-
in)metun]niponignH-3-intetTaHcynbgoHamig

481,4

rac-N-{(2S,3R,4S)-4-pTop-1-(2-rigpokcu-2-
MeTunnponaHoin)-4-metun-2-[(2,3",5'-

224 | Tpndptop[1,1'-6ichbeHin]-3-
in)meTtun]niponiguH-3-in}
MeTaHcynbdoHamif,

503,4

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdbeHin]-3-
in)metun]-4,4-gudptop-1-((1r,3S)-3-
dTopumnknobyTaH-1-kapboHin)niponiguH-3-
inJeTaHcynbdoHamia

225 515,2
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N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-
in)metun]-4,4-gudptop-1-((1s,3R)-3-
dpTOpUMKNOOYTaH-1-kapOoHin)niponianH-3-
inJetaHcynbgoHamig

226 515,2

(2S,3R)-3-[(eTaHcynbdoHin)amiHo]-4,4-
andprop-2-[(2-dpTop[1,1'-6icbeHin]-3-
in)meTtun]-N,N-gumeTunniponianH-1-
Kapbokcamig

227 470,4

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-4,4-
andprop-2-[(2-dpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
eTaHcynboHamig

228 482,4

N-[(2S,3R,4S)-4-pTop-2-[(2-dTOp[1,1'-
GideHin]-3-in)metun]-1-(2-rigpokcu-2-
MeTMANPonaHoin)niponiamH-3-
inJetaHcynbdoHamig

229 467,4

N-[(2S,3R,4S)-2-[(2,2"-gudTOp
[1,1'-BicpeHin]-3-in)meTnn]-4-pTop-1-(2-
rigpoKCcK-2-MeTUNNponaHoin)niponiamH-3-
inleTaHcynbtoHamig

230 485,5

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTan-1-
kapboHin)-2-[(2,3-andTop[1,1'-6ideHin]-3-
in)metun]-4-dpropniponignH-3-
in}metaHcynbgoHamig

231 479,4

N-[(2S,3R,4S)-2-[(2,3"-agudTOp
[1,1'-BicpeHin]-3-in)meTnn]-4-pTop-1-(2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynbpoHamig

232 455,4

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-2-[(2,3'-
andTop[1,1'-6ideHin]-3-in)metnn]-4-
dropniponiguH-3-in}MeTaHcynbgoHamig

233 453,4
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(2S,3R)-3-[(eTaHcynbdoHiN)amiHo]-
4,4-pudptop-2-[(2-dpTop[1,1'-6icdbeHin]-3-

234 in)metnn]-N-metokcu-N- 4864
MeTunniponianH-1-kapbokcamig
N-[(2S,3R,4S)-2-[(2,3'-andTop
[1,1'-GicbeHin]-3-in)meTun]-4-cptop-1-(2-

235 rigpoKcu-2-MmeTmnnponaHoin)niponigmH-3- 4rla
in]metaHcynboHamig
N-{(2S,3R,4S)-1-

(umknonponaHkapboHin)-4-dptop-2-[(2,3',5'-

236 | Tpudptop[1,1'-6icpenin]-3- 485,4
in)metun]niponignH-3-in}
eTaHcynboHamig
N-{(2S,3R,4S)-1-

(umknonponaHkapboHin)-4-gpTop-2-[(2,2',3'-

237 | Tpudptop[1,1'-6icpenin]-3- 485,4
in)metun]niponignH-3-in}
eTaHcynboHamig
N-{(2S,3R,4S)-1-

(umknonponaHkapboHin)-4-gpTop-2-[(2,2',5'-

238 | Tpudptop[1,1'-6icpenin]-3- 485,4
in)metun]niponignH-3-in}
eTaHcynboHamig
N-{(2S,3R,4S)-1-

(umknonponaHkap6boHin)-4-pTop-2-[(2-

239 d1op[1,1'-6icbeHin]-3-in)meTun] 4494
niponianH-3-injetaHcynsgoHamia
N-{(2S,3R,4S)-4-dbTOp-1-(2-rigpokcn-2-

240 MeTunnponaHoin)-2-[(2,3',5'-tpudTtop[1,1'- 489 3
GideHin]-3-in)meTun]niponignH-3- '
in}meTaHcynboHaMmig
N-{(2S,3R,4S)-4-¢pTOp-1-(2-rigpokcu-2-

241 MeTunnponaHoin)-2-[(2,2',3'-tpudTtop[1,1'- 489 4
GideHin]-3-in)meTun]niponignH-3- '
in}meTaHcynboHaMmig
N-{(2S,3R,4S)-4-TOp-1-(2-rigpokcun-2-

24 mMeTunnponaHoin)-2-[(2,2',5'-tpudpTtop[1,1'- 489 4
GideHin]-3-in)meTun]niponignH-3- '
in}MeTaHcynboHamiz
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N-[(2S,3R,4S)-4-pTop-2-[(2-dbTOp[1,1'-
bicdeHin]-3-in)meTun]-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
inJmeTaHcynbdoHaMig

243 453,4

N-[(2S,3R,4S)-2-[(2,2'-andpTop
[1,1'-GicbeHin]-3-in)meTun]-4-cptop-1-(2-
rigpoKcu-2-MmeTmnnponaHoin)niponigmH-3-
in]metaHcynboHamig

244 471,4

N-[(2S,3R)-2-[(3'-xnop-2,5"-audptop[1,1'-
OicdbeHin]-3-in)meTtun]-1-

245 | (unknonponaHkapboHin)-4,4-
andpTopniponianH-3-in]
MeTaHcynbdoHamig

503,1

N-[(2S,3R)-4,4-andTop-2-{[2-dpTOp-3-(6-
MeTunnipuaunH-2-in)dexinljmetmn}-1-(1-
246 | meTUnumknonponaH-1-
KapboHin)niponignu-3-in]
eTaHcynbgoHaMig

496,2

N-[(2S,3R)-4,4-andTop-2-{[2-dTOp-3-(4-
MeTUnnipuanH-2-in)deHinlmetmnn}-1-(1-
247 | MeTunuukronponaH-1-
kapboHin)niponignu-3-in]
eTaHcynboHamig

496,1

N-[(2S,3R)-2-[(3"-xnop-2,5'-andTop[1,1'-
BideHin]-3-in)metunn]-1-

248 | (unknonponaHkapboHin)-4,4-
AandTopniponianH-3-in]
eTaHcynbdoHamig

519,1

N-[(2S,3R)-2-[(3"-xnop-2,2'-andTop[1,1'-
BideHin]-3-in)metunn]-1-

249 | (unknonponaHkapboHin)-4,4-
andpropniponignH-3-in]
eTaHcyrnbdoHamif

5191

N-[(2S,3R)-2-[(3'-xnop-2-
dTop[1,1'-6idbeHin]-3-in)meTun]-1-
250 | (unknonponaHkapboHin)-4,4-
andTopniponianH-3-in]
MeTaHcynbdoHamif

487,1

N-[(2S,3R)-2-[(5-xnop-2,2"-aucpTtop[1,1'-
6ideHin]-3-in)metun]-1-

251 | (umknonponaHkapboHin)-4,4-
andpropniponignH-3-in]
eTaHcynbgoHamig

519,1
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N-[(2S,3R)-2-[(5'-xnop-2,2'-
andprop[1,1'-6ideHin]-3-in)metnn]-1-
252 | (umknonponaHkapboHin)-4,4-
andpropniponignH-3-in]
MeTaHcynbdoHamig

505,1

N-[(2S,3R)-2-[(3'-xnop-2,2"-gudpTop[1,1'-
OicdeHin]-3-in)meTun]-1-

253 | (umknonponaHkapboHin)-4,4-
andpTopniponianH-3-in]
MeTaHcynbdoHamig

505,1

N-[(2S,3R)-2-[(3'-xnop-2-dpTOp
[1,1'-GicbeHin]-3-in)meTun]-1-
254 | (unknonponaHkapboHin)-4,4-
andTopniponianH-3-in]
eTaHcynboHamig

501,1

N-[(2S,3R)-2-{[3-(4,6-
AMMeTUNNIPUMIANH-2-in)-2-

255 | bropdeHinlmeTun}-4,4-audptop-1-(1-
MeTUAUMKNOnponaH-1-kapboHin)
niponigunH-3-injetTaHcynbdoHamig

511,2

etvn (2S,3R)-2-[(2,3-andpTop
[1,1'-BicpeHin]-3-in)meTnn]-3-
[(eTaHCcynbdOHIN)amiHo]-4,4-
andTopniponianH-1-kapbokcunat

256 487,2

N-{(2S,3R)-1-6yTaHoin-2-
[(2,3-gudpTop[1,1'-6icbeHin]-3-in)
mMeTun]-4,4-gucbTopniponiguH-3-in}
eTaHcynbdoHamig

257 487,4

N-{(2S,3R)-1-(2-uiaH0-2-
MeTunnponaHoin)-2-[(2,3'-andTop[1,1'-
GideHin]-3-in)metun]-4,4-
andropniponigunH-3-intetaHcynbgoHamig

258 510,2

N-[(2S,3R)-2-[(3'-xnop-2-cpTop
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
259 | (okceTaH-2-kapboHin)niponignH-3-
inJMmetaHcynbgoHamig 3 MEeHLLUMM YacoMm
yTpUMaHHS

503,4

N-[(2S,3R)-2-[(3'-xnop-2-pTOp
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucpTop-1-
260 | (okceTaH-2-kapboHin)niponignH-3-
in]meTaHcynbgoHamig 3 Ginbwmm Yacom
YTPUMaHHsI

503,4
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N-[(2S,3R)-2-[(5'-xnop-2,2"-gudpTop[1,1'-
bicdbeHin]-3-in)meTtun]-4,4-gudptop-1-
261 | (okceTaH-2-kapOoHin)niponignH-3-
in]MmeTaHcynboHaMig 3 MEHLIMM YacoMm
yTpPUMaHHS

521,3

N-[(2S,3R)-2-[(5"-xnop-2,2'-andTop[1,1'-
bicdbeHin]-3-in)meTtun]-4,4-gudptop-1-
262 | (okceTaH-2-kapOoHin)niponignH-3-
in]meTaHcynbgoHamig 3 GinbWMM Yacom
yTpUMaHHS

521,3

N-[(2S,3R)-2-[(3'-xnop-2,2"-gudpTop[1,1'-
bicdbeHin]-3-in)meTtun]-4,4-gudptop-1-
263 | (okceTaH-2-kapboHin)niponignH-3-
in]MeTaHcynbdoHaMig 3 MEHLUMM YacoMm
YTPUMaHHS

521,3

N-[(2S,3R)-2-[(3"-xnop-2,2'-andTop[1,1'-
GideHin]-3-in)metunl-4,4-gudrop-1-
264 | (okceTaH-2-kapOoHin)niponignH-3-
in]meTaHcynbdoHamig 3 GinbWMM YacoMm
YyTpPUMaHHSA

521,3

N-[(2S,3R)-2-[(3'-xnop-2,5'-andTop[1,1'-
6ideHin]-3-in)metunl-4,4-gudtop-1-
265 | (okceTaH-2-kapOoHin)niponignH-3-
inJmeTaHcynboHaMig 3 MEHLLMM YacoM
YTPUMaHHS

521,3

N-[(2S,3R)-2-[(3'-xnop-2,5'-gudTop[1,1'-
6ideHin]-3-in)metun]-4,4-gudtop-1-
266 | (okceTaH-2-kapBoHin)-niponignH-3-
in]MeTaHcynbdoHaMig 3 6inbwmmM Yacom
yTpUMaHHS

521,3

N-[(2S,3R)-2-[(3'-xnop-2-pTop
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
267 | (okceTaH-2-kapboHin)niponignH-3-
inJetaHcynbdoHaMmif 3 MEHLUUM Yacom
yTpUMaHHS

517,4

N-[(2S,3R)-2-[(3'-xnop-2-dpTop
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucpTop-1-
268 | (okceTaH-2-kapboHin)niponignH-3-
inJeTaHcynbdoHamig 3 6inbLMM Yacom
YTPUMaHHsI

517,4
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269

rac-N-[(2S,3R)-2-{[2-(3,5-
andropdeHin)-1,3-tiazon-4-in]j
meTun}-4,4-gudptop-1-(2-rippokcm-2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbgoHamig

510,2

270

rac-N-[(2S,3R)-2-{[2-(3,5-
andropdeHin)-1,3-tiazon-4-in]j
meTun}-4,4-gugptop-1-(1-
rigpokcuumknobyTaH-1-kapboHin)
niponiguH-3-injeTaHcynedoHamig

522,1

271

rac-N-{(2S,3R, 4R)-4-dTop-1-
(2-rigpokcu-2-meTunnponaHoin)-4-
meTtun-2-[(2,3',5'-1pudtop[1,1'-6icpeHin]-3-
in)metun]niponignH-3-in}
eTaHcynboHamig

517,2

272

N-{(2S,3R)-4,4-gndpTop-1-(1-
rigpokcmumknobyTaH-1-
kapbowin)-2-[(2,3",5'-TpudTop
[1,1'-BicpeHin]-3-in)meTnn]niponigmH-3-
in}eTaHcynbdoHamig

531,2

273

N-[(2S,3R)-2-[(2,3"-andTop
[1,1'-6idpenin]-3-in)meTnn]-4,4-
andTop-1-(1-rigpokcmumknobyraH-1-
kapboHin)niponignn-3-in]
eTaHcynbdoHamig

515,2

274

N-{(2S,3R)-4,4-gncdpTop-1-(1-
rigpokcuumnknobyTan-1-
kapboHin)-2-[(2,2',3'-TpudTop
[1,1'-6idpeHin]-3-in)meTnn]niponignH-3-
in}eTaHcynbdoHamig

533,2

275

N-[(2S,3R)-4,4-andTop-2-[(2-dTOpP-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-1-(1-
rigpokcmumnknodyTaH-1-kapOboHin)
niponianH-3-injetaHcynbgoHamig

511,2

276

N-[(2S,3R)-2-[(2,2'-ancTOp-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-4,4-
andprop-1-(1-rigpokcmumknobyTaH-1-
kapboHin)niponignH-3-in]
eTaHcynbdoHamig

529,2
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N-[(2S,3R)-4,4-gndptop-2-[(2-dpTOp-3'-
meTun[1,1'-6icpeHin]-3-in)

277 | meTtun]-1-(okceTaH-2-kapOoHin)
niponianH-3-injetaHcynbgoHamig, 3 MeHLINM
4acoM YTPUMaHHsI

497,2

N-[(2S,3R)-2-[(2,2'-aucpTop-3'-meTun([1,1'-
BiceHin]-3-in)meTtun]-4,4-gudptop-1-

278 | (okceTaH-2-kapboHin)niponignH-3-
inJeTaHcynbdoHaMia 3 MEHLLUM YacoMm
yTpUMaHHS

515,2

N-[(2S,3R)-4,4-gudptop-2-[(2-cpTOp-3'-
meTtun[1,1'-6icpeHin]-3-in)

279 | metun]-1-(okceTaH-2-kapboHin)
niponianH-3-injetaHcynbgoHamig 3 Ginbwnm
YacoM yTPUMaHHsI

497,2

N-[(2S,3R)-2-[(2,2'-audTOp-3'-MeTun[1,1'-
GideHin]-3-in)metunl-4,4-gudrop-1-

280 | (okceTaH-2-kapboHin)niponignH-3-
inJetaHcynbdoHamig 3 6inbLMM YacoM
yTPUMaHHS

515,2

N-[(2S,3R)-2-{[3-(4,6-
AMMeTUnNnipuanH-2-in)-2-

281 | dropdeHinlmeTun}-4,4-gugpTop-1-(1-
MeTUAUMKNOnponaH-1-kapboHin)
niponianH-3-injetaHcynbdoHamig

510,2

(2S,3R)-3-[(eTaHcynbdoHin)amiHo]-4,4-
ondgpTop-N,N-gumeTun-2-[(2,3',5'-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-1-kapbokcamig

282 506,2

N-{(2S,3R)-1-(a3eTnamH-1-
kapbownin)-4,4-gudtop-2-[(2,3',5'-
283 | Tpudptop[1,1'-6icpeHin]-3-
in)metun]niponignH-3-in}
eTaHcyrnbdoHamif

518,2

(2S,3R)-3-[(eTaHcynbdoHin)amiHol-4,4-
andTop-2-[(2-pTop-3'-meTun
[1,1'-Bidpenin]-3-in)meTnn]-N,N-
anmeTunniponigunH-1-kapbokcamig

284 484,2
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N-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-4,4-
andprop-2-[(2-pTop-3'-meTun
[1,1'-6icbeHin]-3-in)meTun]niponignH-3-
injeTaHcynbgoHamig

285 496,2

(2S,3R)-2-[(2,3'-andTop[1,1'-6icbeHrin]-3-
in)meTtun]-3-[(eTaHcynboHin)amiHo]-4,4-
andpTop-N,N-gumeTunniponignH-1-
Kapbokcamig

286 488,2

N-{(2S,3R)-1-(a3eTnanH-1-kapOoHin)
-2-[(2,3"-gudpTop[1,1'-6idbeHin]-3-in)
meTun]-4,4-gudTopniponignH-3-
in}eTaHcynbdoHamig

287 500,2

(2S,3R)-3-[(eTaHcynbdoHin)amiHo]-4,4-
andprop-N,N-gumeTnn-2-[(2,2',3'-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-1-kapbokcamig

288 506,2

N-{(2S,3R)-1-(a3eTnamH-1-kapboHin)
-4,4-pndpTop-2-[(2,2',3'-TpudTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig

289 518,1

(2S,3R)-2-[(2,2"-andTop-3'-meTnn[1,1'-
BideHin]-3-in)metunn]-3-
[(eTaHcynboHIN)amiHo]-4,4-andTop-N,N-
anmeTunniponigunH-1-kapbokcamig

290 502,2

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)
-2-[(2,2"-gnudpTop-3'-meTun[1,1'-6icdeHin]-3-
in)meTtun]-4,4-oudTopniponiamH-3-
injeTaHcynbdoHamig

291 514,1

N-{(2S,3R,4S)-4-¢pTOp-1-(2-
mMeTunnponaHoin)-2-[(2,2',5'-tpudpTtop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
injeTaHcynbgoHamig

292 487,2
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N-[(2S,3R,4S)-4-dTop-2-[(2-dTOpP[1,1'-
OiceHin]-3-in)meTun]-1-(2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

293 451,3

(2S,3R,4S)-3-[(eTaHCcynbdOHIN)amiHO]-4-
dTop-N,N-gumeTun-2-[(2,2',5'-
Tpudptop[1,1'-6idbeHnin]-3-
in)meTtun]niponiguH-1-kapbokcamig

294 488,2

(2S,3R,4S)-3-[(eTaHcynbgoHin)amiHo]-4-
dpTOop-2-[(2-dbTOP[1,1'-BicheHin]-3-in)
meTtun]-N,N-gumeTunniponignH-1-
kapbokcamig

295 452,2

N-{(2S,3R,4S)-4-¢dpTop-1-(2-
mMeTunnponaHoin)-2-[(2,3',5'-
296 | Tpudptop[1,1'-6icpenin]-3-
in)metun]niponignH-3-in}
eTaHcynboHamig

487,2

N-{(2S,3R,4S)-4-¢pTOp-1-(2-
meTunnponaHoin)-2-[(2,2',3'-TpudpTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
injeTaHcynbgoHamig

297 487,2

N-[(2S,3R,4S)-2-[(3'-xnop-2-cpTop[1,1'-
6ideHin]-3-in)metun]-4-cptop-1-(2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbdoHamia

298 485,2

N-[(2S,3R,4S)-4-dpTop-2-[(3'-dpTOp[1,1'-
GideHin]-3-in)metun]-1-(2-rigpokcun-2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbdoHamia

299 467,2

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',5'-TpudTop
300|[1,1'-6idbeHin]-3-in)meTun]niponiguH-3-
in}eTaHcynbgoHamig 3 MEHLLUM YacoMm
YTPUMaHHS

501,2
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N-{(2S,3R,4S)-4-¢pTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',5'-TpudTop
301|[1,1-6iceHin]-3-in)meTun]niponignH-3-
in}eTaHcynboHamig 3 6inbwmnm yacom
YTPUMaHHS

501,1

N-[(2S,3R,4S)-4-dTop-2-[(2-dTOpP[1,1'-
BicdbeHin]-3-in)meTun]-1-((2R)-okceTaH-2-
kapOoHin)niponiguH-3-in]
eTaHcynbgoHaMig

302 465,2

N-[(2S,3R,4S)-4-dTop-2-[(2-pTOP[1,1'-
GideHin]-3-in)metun]-1-((2S)-okceTaH-2-
KapboHin)niponignu-3-in]
eTaHcynbdoHamig

303 465,2

N-{(2S,3R,4S)-4-¢pTOp-1-(OKCETAH-2-
kapbowin)-2-[(2,3',5'-TpudTop

304 |[1,1'-6ideHin]-3-in)meTun]niponiguH-3-
in}eTaHcynbgoHamig 3 MEHLLUM YacoMm
YyTpPUMaHHSA

501,2

N-{(2S,3R,4S)-4-¢pTOp-1-(OKCETAH-2-
kapbowin)-2-[(2,3',5'-TpudTop

305 | [1,1'-6idbeHin]-3-in)meTun]niponiguH-3-
in}eTaHcynboHamig 3 6inbwmnm yacom
YTPUMaHHS

501,1

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-4-ctop-2-[(2,2',5'-TpnudpTop[1,1'-
BideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbdoHamig

306 511,2

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3'-TpudTop

307 |[1,1'-6ideHin]-3-in)meTun]niponiguH-3-
in}eTaHcynbgoHamig 3 MEHLLUM YacoMm
YTPUMaHHs

501,1
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308

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]
neHTaH-1-kapboHin)-4-cpTop-2-
[(2-dpTOPp[1,1'-BicbeHin]-3-in)meTnn]
niponianH-3-injetaHcynsoHamia

475,3

309

N-{(2S,3R,4S)-4-¢pTOp-1-(OKCETAH-2-
kapOoHin)-2-[(2,2',3"-TpudTop
[1,1'-6icbeHin]-3-in)meTun]niponignH-3-
in}eTaHcynbdoHamig 3 6inbwmnm yacom
YyTpPUMaHHS

501,1

310

N-{(2S,3R,4S)-1-
(umknonponaHkap6oHin)-4-gpTop-2-[(3'-
d1op[1,1'-6idbeHin]-3-in)meTun]
niponiguH-3-injetaHcynsdoHamig

449,0

311

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-4-gpTop-2-
[(2,3',5'-TpndTOp[1,1'-GicheHin]-3-
in)metun]niponignH-3-in}
MeTaHcynboHamig

468,9

312

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-4-gpTop-2-
[(2,2',3-TpndbTOp[1,1'-BichbeHin]-3-
in)meTtun]niponiguH-3-in}
MeTaHcynbdoHaMif

471,0

313

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-4-gpTop-2-
[(2,2',5'-TpndTOp[1,1'-BichbeHin]-3-
in)meTtun]niponiguH-3-in}
MeTaHcynbdoHaMig

471,0

314

N-{(2S,3R,4S)-4-pTop-1-(2-

mMeTunnponaHoin)-2-[(2,2',3'-tpudptop[1,1'-

GideHin]-3-in)meTun]niponignH-3-
in}meTaHcynboHaMmig

473,0
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N-{(2S,3R,4S)-4-¢pTOp-1-(2-
mMeTunnponaHoin)-2-[(2,2',5'-tpudpTop[1,1'-
BicpeHin]-3-in)meTun]niponignH-3-
in}MeTaHcynbdoHamig

315 473,0

N-{(2S,3R,4S)-4-cpTOp-1-(2-
mMeTunnponaHoin)-2-[(2,3',5'-tpudpTop[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
in}MeTaHcynbdoHamig

316 473,0

N-[(2S,3R,4S)-4-cbTOp-2-[(2-bTOP[1,1'-
GideHin]-3-in)metun]-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
in]meTaHcynboHamig

317 437,1

N-[(2S,3R,4S)-2-[(2,3'"-
andTop[1,1'-6icbeHin]-3-in)
meTun]-4-dpTop-1-(oKkceTaH-2-
KapboHin)niponignH-3-in]
MeTaHcynbdoHamig 3 6inbwnm Yyacom
YyTpPUMaHHSA

318 469,0

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapbowin)-2-[(2,3',5'-TpudTop
319|[1,1-6ideHin]-3-in)meTun]niponiguH-3-
in}meTaHcynbgoHamig 3 6inbLnm Yacom
YyTPUMaHHS

484,8

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3'-TpudTop
320|[1,1'-6idbeHin]-3-in)meTun]niponiguH-3-
in}metaHcynbgoHamig 3 6inbLnm Yacom
YTPUMaHHS

486,9

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',5'-TpudTop
321|[1,1'-6idbeHin]-3-in)meTun]niponiguH-3-
in}metaHcynbgoHamig 3 6inbmnm Yacom
yTpUMaHHS

486,9
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322

N-[(2S,3R,4S)-2-[(3'-xnop-2-dTop
[1,1'-6icbeHin]-3-in)meTun]-4-cdpTop-1-
(okceTaH-2-kapOoHin)niponignH-3-
in]metaHcynboHamig 3 6inbwmm Yacom
yTpPUMaHHS

484,9

323

N-[(2S,3R,4S)-2-[(2,3-andTop
[1,1'-6icbeHin]-3-in)meTun]-4-cptop-1-
(okceTaH-2-kapboHin)niponignH-3-
in]meTaHcynboHaMig 3 MEHLLIMM YacoMm
YyTpPUMaHHS

469,0

324

N-{(2S,3R,4S)-4-¢pTOp-1-(OKCETAH-2-
kap6oHin)-2-[(2,3',5"-Tpudptop
[1,1'-6icpeHin]-3-in)meTnn]niponignH-3-
in}meTaHcynbgoHamig 3 MEHLLNM YacoMm
YyTpPUMaHHS

486,9

325

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapbowin)-2-[(2,2',3'-TpudTop
[1,1'-6idpeHin]-3-in)meTnn]niponigmH-3-
in}meTaHcynbgoHamig 3 MEHLLNM YacoMm
YyTpPUMaHHS

486.,9

326

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',5'-TpudTop
[1,1'-6idpeHin]-3-in)meTnn]niponigmH-3-
in}metaHcynbgoHamig 3 MEHLWNM Yacom
YyTPUMaHHS

486.9

327

N-[(2S,3R,4S)-4-bTOp-2-
[(2-dpTOP[1,1'-BicbeHin]-3-in)meTnn]-1-
(okceTaH-2-kapboHin)niponiamH-3-
in]meTtaHcynbdoHaMig oTpumaHuin 3 N-
[(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)
mMeTun-4-cbTop-1-(okceTaH-2-
KapboHin)niponignH-3-in]
MeTaHCcynbgoHaMia 3 MEHLLMM YacoMm
yTpuMaHHs 3a BEPX (konoHka:L-KonoHka2
ODS (3,0 mm B.A. x50 MmN, 3 MKM), pyxoma
chasza:Boga/aLeToHITPMN (BKITHOYa4M
0,05%T®0)

451,0

328

N-[(2S,3R,4S)-2-[(3'-xnop-2-dpTop
[1,1'-6icbeHin]-3-in)meTun]-4-cpTop-1-
(okceTaH-2-kapboHin)niponigmH-3-
in]MeTaHcynbgoHaMig 3 MEeHLMM YacoMm
YyTPUMaHHSA

484.9
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(2S,3R,4S)-3-[(eTaHCynbOHII)
amiHo]-4-dTop-N,N-anmetnn-2-[(2,3',5'-
TpudpTop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-1-kapbokcamig

329 488,0

(2S,3R,4S)-3-[(eTaHCynbgOHIN)
amiHo]-4-cdTop-N,N-anmetnn-2-[(2,2',3'-
TpudpTop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-1-kapbokcamig

330 488,0

(2S,3R,4S)-2-[(2,2'-andTop
[1,1'-6icdbeHin]-3-in)meTunn]-3-
[(eTaHcynbdoHiIn)amiHo]-4-cbTop-N,N-
anmeTunniponigunH-1-kapbokcamig

331 470,0

(2S,3R,4S)-2-[(3'-xnop-2-cTOp
[1,1'-BicpeHin]-3-in)meTnn]-3-
[(eTaHcynbdoHIN)amiHo]-4-¢pTop-N,N-
anmeTunniponigunH-1-kapbokcamig

332 485,9

(2S,3R,4S)-3-[(eTaHCynbdOHII)
amiHo]-4-dTop-2-[(2-pTop-3'-meTun[1,1'-
BideHin]-3-in)metun]-N,N-
anmeTunniponigunH-1-kapbokcamig

333 466,0

(2S,3R,4S)-4-pTop-2-[(2-hTOP
[1,1'-6BidpeHin]-3-in)meTnn]-3-
[(meTaHcynbdoHIN)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

334 438,1

(2S,3R,4S)-2-[(2,3'-andTop
[1,1'-6idpeHin]-3-in)meTnn]-4-cpTop-3-
[(meTaHcynbdoHiN)amiHo]-N,N-
anmeTunniponignH-1-kapbokcamig

335 456,0

(2S,3R,4S)-4-pToOp-3-
[(meTaHcynbMOoHIN)amiHO]

336 | -N,N-anmetumn-2-[(2,3',5'-tpucptop[1,1'-
GideHin]-3-in)metun]niponignH-1-
kapbokcamin

474,0

(2S,3R,4S)-4-pTOp-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-

337 | aumeTun-2-[(2,2',3'-tpudptop
[1,1'-6icbeHin]-3-in)meTun]niponignH-1-
Kapbokcamig

474,0
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338

(2S,3R,4S)-4-pTOp-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-
anmeTtun-2-[(2,2',5'-tpudtop
[1,1'-6icbeHin]-3-in)meTun]niponignH-1-
Kapbokcamig

474,0

339

(2S,3R,4S)-2-[(2,2'-andTop
[1,1'-6icbeHin]-3-in)meTun]-4-dpTop-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

456,0

340

(2S,3R,4S)-4-pTOp-2-[(2-hTOP-3'-
metun[1,1'-6icdeHin]-3-in)metun]-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

452,0

341

(2S,3R,4S)-2-[(3'-xnop-2-dpTOp
[1,1'-6idpeHin]-3-in)meTnn]-4-cpTop-3-
[(meTaHcynbdoHiIN)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

471,9

342

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-2-[(2,2'-
andTop[1,1'-6icdeHin]-3-in)metunn]-4-
dropniponiguH-3-in}
MeTaHcynbdoHamig

452,9

343

N-{(2S,3R,4S)-1-
(umknonponaHkap6boHin)-4-dpTop-2-[(2-
drop[1,1'-6idperin]-3-in)metnn]
niponignH-3-injmeTaHcynbhoHamig

435,1

344

(2S,3R,4S)-2-[(2,3-andTop
[1,1'-6BidpeHin]-3-in)meTnn]-3-
[(ammeTnncynbdamoin)amiHo]
-4-cptop-N,N-gumeTunniponiguH-1-
kapbokcamig

485,0

345

N-[(2S,3R,4S)-2-[(3'-xnop-2,5'-
andTop[1,1'-6ideHin]-3-in)metnn]
-4-pTOp-1-(2-rippokcu-2-
MEeTMANPONaHoIN)NiponiamH-3-
inJeTaHcynbdoHamia

516,8
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346

N-[(2S,3R,4S)-2-[(3'-xnop-2-gpTop[1,1'-
BicpeHin]-3-in)meTtun]-4-dprop-1-
(2-rigpokcun-2-meTmunnponaHoin)
niponianH-3-injetaHcynbgoHamig

501,0

347

N-[(2S,3R,4S)-2-[(3'-xnop-2,2'-
andrtop[1,1'-6ideHin]-3-in)meTtunn]
-4-pTOp-1-(2-rippokcu-2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

518,9

348

N-[(2S,3R,4S)-2-[(5'-xnop-2,2'-
andrtop[1,1'-6ideHin]-3-in)meTunn]
-4-pTOp-1-(2-rippokcu-2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbgoHamig

518,9

349

N-{(2S,3R)-4,4-gncdTop-1-(3-
dTopuunknobyTtaH-1-kapboHin)-2-
[(2,2',3"-TpudbTOp[1,1'-GidpeHin]-3-
in)metun]niponignH-3-in}
eTaHcynbdoHamia 3 BinbLMM YacoM
YTPUMaHHS

532,9

350

N-{(2S,3R,4S)-1-
(umknobyTaHkap6boHin)-4-dpTop-2-[(3'-
d1op[1,1'-6idbeHin]-3-in)meTun]
niponigunH-3-injetaHcynedoHamig

463,0

351

N-{(2S,3R)-4,4-gndTop-1-(3-
dropumnknobyTtaH-1-kapboHin)-
2-[(2,2',3"-Tpudptop[1,1'-6icpeHin]-3-
in)metun]niponignH-3-in}
eTaHcynboHaMi 3 MEHLLUM YacoM
YTPUMaHHS

532,9

352

N-{(2S,3R)-2-[(2',5"-andTop
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucptop-1-
[(2R)-okconaH-2-kapboHin]niponignH-3-
in}meTaHcynboHaMmig

501,2

353

rac-N-[(2S,3R)-2-{[2-(3,5-
andropdenin)-1,3-tiazon-4-inj
meTun}-4,4-gudptop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
in]metaHcynbgoHamig

496,1

354

N-{(2S,3R)-2-[(2',3"-audTOp
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucpTop-1-
[(2R)-okconaH-2-kapOoHin]niponignH-3-
in}metaHcynbgoHamig

501,2
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N-{(2S,3R)-4,4-ancdTOp-1-
(okceTaH-2-kap0OoHin)-2-[(2,2',3'-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
eTaHcynbdoHaMig OTpUMaHun 3
N-[(2S,3R)-2-[(3-xnop-2-pTopeHin)
meTun]-4,4-gudTop-1-(okceTaH-2-
kap6oHin)niponiguH-3-in]
eTaHcynbOHaMig 3 MEHLUUM YacoMm
yTpumaHHs 3a BEPX
(konoHka:L-KonoHka2 ODS

(3,0 Mm B.A. x50 MM, 3 MKM), pyxoma
chasza:Boga/aueToHITPMI (BKITHOYAKOYM
0,05%T®0)

355 5191

N-{(2S,3R)-4,4-andTOp-1-
(okceTaH-2-kapboHin)-2-[(2,2',5'-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
eTaHcynbdoHaMig OTPUMaHUN 3
N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)
meTun]-4,4-gudTop-1-(okceTaH-2-
kapboHin)niponignn-3-in]
eTaHcynbdoHaMigy 3 MEHLINM YacoMm
YTPUMaHHs 3 BUKopuctaHHsam BEPX
(konoHka:L-KonoHka2 ODS

(3,0 mm B.A. x 50 mm1, 3 MKM), pyxoma
dasa:Boaa/aueToHITPMN (BKMOYaOUM
0,05%T®0)

356 519,2

N-[(2S,3R)-4,4-gncpTtop-2-[(3'-pTop[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-

357 | kapOoHin)niponigunH-3-
inJurknonponaHcynbgoHamMig 3 MeHLWnM
4acoM yTPUMaHHsI

495,2

N-[(2S,3R)-4,4-agndTop-2-
[(3'-dpTOP[1,1'-6idbeHin]-3-in)meTunn]-1-
358 | (okceTaH-2-kapOoHin)niponignH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
YacoM yTPUMaHHsI

495,2

rac-N-{(2S,3R,4S)-4-cpTop-1-
(2-rigpokcun-2-meTunnponaHoin)-4-
359 | metun-2-[(2,3',5'-TpndTop
[1,1'-BicpeHin]-3-in)meTnn]niponignH-3-
injeTaHcynbdoHamig

517,3

N-[(2S,3R,4S)-2-[(2,2'-andTop
[1,1'-6BidpeHin]-3-in)meTnn]-4-pTop-1-(2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynboHamig

360 455,2
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361

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]
neHTaH-1-kapboHin)-4-cpTop-2-
[(2,2',3-TpndpTOp[1,1'-BicheHin]-3-
in)meTtun]niponignH-3-in}
MeTaHcynbdoHamig

497,2

362

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]
neHTaH-1-kapboHin)-4-cpTop-2-
[(2-dpTOPp[1,1'-6idbeHin]-3-in)meTnn]
niponianH-3-in}meTaHcynbgoHamig

461,2

363

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]
neHTaH-1-kapboHin)-4-pTop-2-[(2,2',5'-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
MeTaHcynbdoHamig

497,2

364

N-[(2S,3R,4S)-4-dpTop-2-[(3'-pTOP[1,1'-
6ideHin]-3-in)metun]-1-(1-
rigpokcMumnknobyTaH-1-kapboHin)
niponiguH-3-injeTaHcynbdoHamig

479,2

365

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]
neHTaH-1-kapboHin)-4-pTop-2-[(2,3',5'-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
eTaHcynboHamig

511,2

366

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]
neHTaH-1-kapboHin)-4-pTop-2-[(2,2',3'-
TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-3-in}
eTaHcynbdoHamig

5111

367

N-[(2S,3R,4S)-2-[(2,2'-gudTOp
[1,1'-6idpeHin]-3-in)meTnn]-4-cpTop-1-
(okceTaH-2-kapboHin)niponiamH-3-
inJeTaHcynbdoHamig 3 GinbLWMM YacoM
yTpUMaHHS

483,2

368

N-[(2S,3R,4S)-2-[(3'-xnop-2-dpTop
[1,1'-6idpeHin]-3-in)meTnn]-4-cpTop-1-
(okceTaH-2-kapboHin)niponiamH-3-
inJeTaHcynbdoHamig 3 GinbLWMM YacoM
yTpUMaHHS

499,2
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N-[(2S,3R,4S)-2-[(2,3'-andTop
[1,1'-6icbeHin]-3-in)meTun]-4-cptop-1-(2-
rigpoKcu-2-MmeTmunnponaHoin)niponigmH-3-
inJurknonponaHcynbgoHamig

369 497,2

N-{(2S,3R,4S)-4-dbTOp-1-(2-rinpokcu-2-
mMeTunnponaHoin)-2-[(2,3',5'-tpudpTtop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
infunknonponaHcynbgoHamia

370 515,2

N-{(2S,3R,4S)-4-dbTOp-1-(2-rinpokcu-2-
mMeTunnponaHoin)-2-[(2,2',3'-tpudpTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
inumknonponaHcynedhoHamia

371 5151

N-{(2S,3R,4S)-1-
(umknonponaHkap6boHin)-2-[(2,3'-
372 | andTop[1,1'-6idpeHin]-3-in)meTun]-4-
dTopniponianH-3-
inumknonponaHcynedhoHamia

479,2

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-4-gpTop-2-
373[(2,3',5"-Tpucbtop[1,1'-6icpeHin]-3-
in)metmn]niponigmH-3-
inumknonponaHcynbhoHamig

497,2

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]
neHTaH-1-kapboHin)-4-gpTop-2-[(2,3',5'-
374 | TpndpTtop[1,1'-6ichbeHin]-3-
in)meTtun]niponiguH-3-in}
MeTaHcynbdoHaMig

497,2

N-{(2S,3R)-4,4-gudpTop-1-((1r,3S)-3-
dTopuunknobyTtan-1-kapboHin)-2-[(2,3',5'-
375 | TpudpTtop[1,1'-6ichbeHin]-3-
in)meTtun]niponiguH-3-in}
eTaHcynbdoHamig

533,2

N-{(2S,3R)-4,4-gncTop-1-((1r,3S)-3-
dTopumnknobyTaH-1-kapboHin)-2-
376[(2,2',5'-TpucbTop[1,1'-6icpeHin]-3-
in)meTtun]niponiguH-3-in}
eTaHcynbdoHamig

533,2
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N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-4-dTop-2-
377|[(2,2',3-TpndTop[1,1'-6icheHin]-3-
in)meTtun]niponignH-3-
infunknonponaHcynbgoHamia

497,2

N-[(2S,3R)-4,4-andtop-2-[(2-dpTop[1,1'-
bicdeHin]-3-in)meTtun]-1-((1r,3S)-3-
dpTopumknobytaH-1-kapboHin)niponianH-3-
inJeTaHcynbdoHamia

378 497,2

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-4-dTop-2-
379|[(2,2',5'-TpndpTop[1,1'-BicheHin]-3-
in)metmn]niponigmH-3-
infumknonponaHcynbhoHamig

497,2

N-{(2S,3R)-4,4-ancbTop-1-((1s,3R)-3-
dpTopuUMKNObyTaH-1-kapboHin)-2-
380[(2,3",5'-TpudTop[1,1'-6icpeHin]-3-
in)metun]niponignH-3-in}
eTaHcynbgoHaMig

533,2

N-{(2S,3R)-4,4-gudpTop-1-((1s,3R)-3-
dTopuunknobyTtan-1-kapboHin)-2-[(2,2',5'-
381 | TpudpTtop[1,1'-6ichbeHin]-3-
in)metunniponignH-3-in}
eTaHcynbgoHaMig

533,2

N-[(2S,3R,4S)-2-[(2,3'"-
andTop[1,1'-6ideHin]-3-in)metun]
382|-4-dpTop-1-(2-meTunnponaHoin)
niponianH-3-in]
uuknonponaHcynedoHamif

481,2

N-[(2S,3R)-4,4-andTop-2-[(2-dTOp[1,1'-
Bidenin]-3-in)metun]-1-((1s,3R)-3-
dbTopUMKNODyTaH-1-kapOoHin)
niponianH-3-injetaHcynbdoHamig,

383 499,2

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]
neHTaH-1-kap6oHin)-2-[(2,3'-gudpTop[1,1'-
6ideHin]-3-in)metun]-4-cTopniponianH-3-
injuuknonponaHcyneoHamia

384 505,2
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385

N-[(2S,3R,4S)-2-[(2,3-
andprop[1,1'-6idpeHin]-3-in)metun]-4-
dpTOp-1-(0KCETaH-2-KapBOHIN)NiponianH-3-
inJumknonponaHcynbgoHamig 3 MeHLWUM
4acoM YTPUMaHHsI

495,1

386

N-[(2S,3R,4S)-2-[(2,3-andTop
[1,1'-6icbeHin]-3-in)meTun]-4-dpTop-1-
(okceTaH-2-kapOoHin)niponignH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
4acoM YTPUMaHHsI

495,2

387

(2S,3R,4S)-3-
[(umknonponaHcynbOHin)amiHo]
-2-[(2,3-pudpTop[1,1'-6ideHin]-3-in)
meTun]-4-gpTtop-N,N-gumeTunniponignH-1-
Kapbokcamig

482,2

388

N-[(2S,3R,4S)-2-[(3'-xnop-2-
dTop[1,1'-6icbeHin]-3-in)meTunn]-
4-pTop-1-(2-rigpokcn-2-
MeTMANPonaHoin)niponiamH-3-
inJmeTaHcynbdoHamig

487,1

389

N-[(2S,3R,4S)-2-[(3'-xnop-2,2'-
andTop[1,1'-6icdeHin]-3-in)meTnn]-
4-pTop-1-(2-rigpokcn-2-
MeTMANPoNaHoin)niponiamH-3-
in]meTaHcynbdoHamig

505,1

390

N-[(2S,3R,4S)-2-[(5'-xnop-2,2'-
andTop[1,1'-6ideHin]-3-in)metunn)
-4-pTOp-1-(2-rippokcu-2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynbdoHamig

505,1

391

N-[(2S,3R,4S)-2-[(3'-xnop-2,5'-
andTop[1,1'-6ideHin]-3-in)metun]
-4-cpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynbdoHamig

505,1

392

N-[(2S,3R)-2-[(2,3"-gudpTop
[1,1'-6icpeHin]-3-in)meTnn]-4,4-
andprop-1-(3-pTopunknodyraH-1-
KapboHin)niponignH-3-in]
MeTaHcynbdoHamig 3 Ginbwnm YacoM
YyTPUMaHHSA

501,2
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N-[(2S,3R)-2-[(2,3'-gudpTop
[1,1'-6icbeHin]-3-in)meTun]-4,4-
andprop-1-(3-pTopunknobyraH-1-
kap6oHin)niponiguH-3-in]
MeTaHCyrnbdOHaMig 3 MEHLLUM 4YacoM
yTpUMaHHS

393 501,2

N-[(2S,3R)-2-[(2,3'-auTop-5'-meTun[1,1'-
BiceHin]-3-in)meTtun]-4,4-gudptop-1-(1-
rigpokcuumknobyTaH-1-kapboHin)
niponianH-3-injetaHcynbgoHamig

394 529,1

N-[(2S,3R,4S)-2-[([1,1'-6icbeHin]-3-in)
395 | meTun]-1-(unknonponaHkapboHin)-4-
dpTopniponianH-3-injeTaHcynbgoHamig

431,1

N-{(2S,3R,4S)-1-
(umknonponaHkap6oHin)-2-[(3',5'-
andTop[1,1'-6icdeHin]-3-in)metnn]-4-
dropniponiguH-3-inteTaHcynsoHamig

396 467,0

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-2-[(2',3'-
andTop[1,1'-6icdeHin]-3-in)metunn]-4-
dropniponiguH-3-inteTaHcynsoHamig

397 467,0

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-2-[(2',5'-
andTop[1,1'-6ideHin]-3-in)metun]-4-
dTopniponianH-3-infeTaHcynbdoHamig

398 467,0

N-{(2S,3R,4S)-1-
(umknonponaHkap6oHin)-4-gpTop-2-[(2'-
d1op[1,1'-6idbeHin]-3-in)meTun]
niponianH-3-injetaHcynsgoHamia

399 449,1

N-[(2S,3R,4S)-4-dpTOp-2-
[(3'-dbTOp[1,1'-BicheHin]-3-in)meTun]
-1-(2-meTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

400 4511
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401

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]
neHTaH-1-kapboHin)-4-cpTop-2-
[(3'-cpTOP[1,1'-BicbeHin]-3-
in)metunniponigmH-3-in}
eTaHcynbgoHaMig

475,0

402

N-{(2S,3R,4S)-4-cTOp-2-[(3"-pTOP
[1,1'-6Bidpenin]-3-in)meTnn]-1-[(2S)-
okconaH-2-kapboHin]niponignH-3-
injeTaHcynbgoHamig

479,0

403

N-{(2S,3R,4S)-4-pTOp-2-[(3'-
dpTop[1,1'-6ideHin]-3-in)meTnn]-1-[(2R)-
okconaH-2-kapboHin]niponignH-3-
in}eTaHcynbgoHamig

479,0

404

(2S,3R,4S)-3-[(eTaHCynbdOHII)
amiHo]-4-cpTop-2-[(3'-¢pTop[1,1'-
BideHin]-3-in)metun]-N,N-
anmeTunniponigunH-1-kapbokcamig

452,0

405

N-{(2S,3R,4S)-1-(a3eTnaunH-1-
kapboHin)-4-dpTop-2-[(3'-dpTOp
[1,1'-BicpeHin]-3-in)meTnn]niponignH-3-
in}eTaHcynbgoHamig

464,0

406

N-[(2S,3R,4S)-4-dpTop-2-[(3'-pTOP[1,1'-
BideHin]-3-in)metunn]-1-
(okceTaH-2-kapboHin)niponiamH-3-
inJeTaHcynboHamig 3 GinbLWMM YacoM
yTpUMaHHS

465,0

407

N-[(2S,3R,4S)-4-cbTop-2-[(3'-dTOP[1,1'-
GideHin]-3-in)meTtun]-1-(okceTaH-2-
KapboHin)niponignH-3-in]
eTaHcynboHaMi 3 MEHLLNM YacoMm
YTPUMaHHs

465,0

408

(2S,3R,4S)-2-[(2,2'-andTop-3'-MeTUN
[1,1'-BicpeHin]-3-in)meTnn]-3-
[(eTaHcynbdoHIN)amiHo]-4-cpTop-N,N-
anmeTunniponigunH-1-kapbokcamig

484,0
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409

(2S,3R,4S)-2-[(2,4'-andpTOp-3'-MeTUN
[1,1'-GicbeHin]-3-in)meTun]-3-
[(eTaHcynbdoHIN)amiHo]-4-cpTop-N,N-
anmeTunnniponignH-1-kapbokcamig,

484,0

410

(2S,3R,4S)-2-[(2,3'-andTop-5'-MeTnn
[1,1'-6icdbeHin]-3-in)meTunn]-3-
[(eTaHcynbdoHiIN)amiHo]-4-cbTop-N,N-
anmeTunniponignH-1-kapbokcamig,

484,0

411

(2S,3R,4S)-2-[(2,2'-andTop-5'-MeTnn
[1,1'-6icdbeHin]-3-in)meTunn]-3-
[(eTaHcynbdOHIN)amiHo]-4-¢pTop-N,N-
anmeTunniponigunH-1-kapbokcamig

484,0

412

(2S,3R,4S)-2-[(2,4'-pndpTop[1,1"-
Bidenin]-3-in)metunn]-3-
[(eTaHcynboOHIN)amiHo]-4-dTop-N,N-
avnmeTunniponignH-1-kapbokcamig

470,0

413

N-{(2S,3R,4S)-4-¢pTOp-2-[(2-pTOP
[1,1'-6idpenin]-3-in)meTnn]-1-[(2R)-
okconaH-2-kapboHin]niponignH-3-

in}eTaHcynbgoHamig

479,0

414

N-{(2S,3R,4S)-4-¢pTOp-1-[(2R)-
okconaH-2-kapboHin]-2-[(2,3',5'-
TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-3-in}
eTaHcynbdoHamig

515,0

415

N-{(2S,3R,4S)-4-¢pTOp-1-[(2R)-
okconaH-2-kapboHin]-2-[(2,2',3'-
TpudpTop[1,1'-6icpenin]-3-
in)metun]niponignH-3-in}
eTaHcyrnbdoHamif

515,0

416

N-{(2S,3R,4S)-4-¢pTOp-1-[(2R)-
okconaH-2-kapboHin]-2-[(2,2',5'-
TpudpTop[1,1'-6icpenin]-3-
in)metun]niponignH-3-in}
eTaHcynbgoHamig

515,0

417

N-{(2S,3R,4S)-4-pTop-2-[(2-thTOp-3'-

metun[1,1'-BicdeHin]-3-in)metun]-1-[(2R)-

okcornaH-2-kapboHin]niponignH-3-
in}eTaHcynbgoHamig

493,0
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N-{(2S,3R,4S)-2-[(2,2"-anpTop-3'-meTun
[1,1'-Bidpenin]-3-in)meTunn]-4-dTop-1-[(2R)-
okconaH-2-kapboHin]niponignH-3-
in}eTaHcynbgoHamig

418 511,0

N-{(2S,3R,4S)-2-[(2,3"-aupTop-5'-
metun[1,1'-6icdeHin]-3-in)metunn]-4-
419 | pTop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
eTaHcynbdoHamig

511,0

N-{(2S,3R,4S)-2-[(2,2'-aucpTop-5'-
meTtun[1,1'-6icpeHin]-3-in)metun]-
420| 4-dptop-1-[(2R)-okconaH-2-
kapOoHin]niponignH-3-in}
eTaHcynbgoHaMig

511,0

N-[(2S,3R,4S)-2-[(2,2"-gudTOp
[1,1'-6icpeHin]-3-in)meTnn]-4-cpTOp-1-
421 | (okceTaH-2-kapboHin)niponiguH-3-
inJeTaHcynboHaMig 3 MEHLLMM YacoM
YTPUMaHHS

483,0

N-[(2S,3R,4S)-2-[(3'-xnop-2-dhTOp
[1,1'-6icpeHin]-3-in)meTnn]-4-pTop-1-
422 | (okceTaH-2-kapboHin)niponiguH-3-
inJeTaHcynboHaMig 3 MEHLLMM YacoM
YTPUMaHHS

498,9

N-[(2S,3R,4S)-2-[(3'-xnop-2,2'-
andTop[1,1'-6icdeHin]-3-in)meTnn]-
4-pTop-1-(okceTaH-2-kapOoHin)
niponianH-3-injetaHcynbgoHamig
oTpumanun 3 N-[(2S,3R,4S)-2-
[(3-xnop-2-dTopheHin)meTun]
-4-pTOp-1-(OKCETaH-2-KapOOoHin)
niponianH-3-in]

eTaHcynboHaMi 3 MEHLLNM YacoM
yTpUMaHHs 3 BUKopuctaHHam BEPX
(kornoHka : L-KonoHka2 ODS (3,0 mm B.A.
x50 mmn, 3 MKM). pyxoma

chasa : Boga/aueToHITpun (BKNOYa4m
0,05 %T®0)

423 516,9

N-{(2S,3R)-4,4-gncdTop-1-(1-
rigpokcmumnknodyTaH-1-kapOboHin)
424 -2-[(2,2',3'-TpudbTtop[1,1'-6icpeHin]-3-
in)meTtun]niponignH-3-
injunknonponaHcyneoHamia

5449
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(2S,3R)-3-[(unknonponaHcynbdOHin)
amiHo]-4,4-andTop-2-[(2-pTop-3'-meTun
[1,1'-6icbeHin]-3-in)meTun]-N,N-
anmeTunniponigunH-1-kapbokcamig

425 496,0

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-4,4-
androp-2-[(2-pTop-3'-meTun
[1,1'-6icbeHin]-3-in)meTun]niponignH-3-
injunknonponaHcyneoHamia

426 508,0

N'-[(2S,3R)-4,4-gucpTop-2-[(2-cpTOp-3'-
meTtun[1,1'-6icpeHin]-3-in)metmn]-1-(1-
427 | rigpoKcnumKobyTaH-1-kapOoHin)
niponignH-3-in]-N,N-gumeTtunncipyaHoi
KMUCNoTu giamig

526,0

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp-3'-
metun[1,1'-6icdeHin]-3-in)metunn)]-1-

428 | (okceTaH-2-kapboHin)niponiguH-3-
injumknonponaHcynbgoHaMmig 3 MEHLWNM
YaCoOM YTPUMaHHS

509,0

N-[(2S,3R)-4,4-andTop-2-[(2-dpTOP-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-1

429 | -(okceTaH-2-kapboHin)niponianH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
YacoM yTPUMaHHsI

509,0

N-[(2S,3R)-4,4-andTop-2-[(2-dpTOP-3'-
metun[1,1'-BicdeHin]-3-in)metnn]-1-(1-
430 | rigpokcuunknobyTaH-1-kapboHin)
niponigunH-3-in]
uuknonponaHcynedoHamif

523,0

N-{(2S,3R)-4,4-gudpTop-1-((1r,3S)-3-
dTopuunknobyTtan-1-kapboHin)-2-[(2,3',5'-
431 | tpudptop[1,1'-6ideHin]-3-
in)metunniponignH-3-in}
MeTaHcynbdoHamif,

518,8

N'-[(2S,3R)-4,4-gnudTop-2-
[(2-dpTOP-3'-MeTUN[1,1'-6idpeHin]
-3-in)meTtunn]-1-(okceTaH-2-
kapboHin)niponignn-3-in]-N,N-
OUMETUNCIpYaHoi KAUCNOTKU diaMig 3 MEHLLNM
4YacoM YTPUMaHHsI

432 512,0

N-{(2S,3R)-4,4-gncTop-1-((1s,3R)-3-
dpTopuUMKnobyTaH-1-kapboHin)-2-[(2,3',5'-
433 | Tpudptop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-3-in}
MeTaHcynbdoHamig

518,9

138




UA 131013 C2

N'-[(2S,3R)-4,4-gucpTop-2-[(2-cpTOp-3'-
meTtun[1,1'-6icpeHin]-3-in)metun]-1

434 | -(oKceTaH-2-kapboHin)niponignH-3-in]
-N,N-ammeTuncipyaHoi KucnoTu giamig 3
GiNbLLIMM YaCcoM YTPUMaHHS

512,0

N-{(2S,3R)-4,4-gncdTop-1-(3-
dropuunknobytan-1-kapboHin)-2-[(2,2',3'-
Tpudptop[1,1'-6idbeHnin]-3-
in)metunniponignH-3-in}
MeTaHcynbdoHamig 3 Ginbwmm Yacom
YTPUMaHHS

435 518,8

N-{(2S,3R)-4,4-gucpTop-1-(3-
dropuunknobytan-1-kapboHin)-2-[(2,2',3'-
TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-in}
MeTaHCcyrnboHaMig 3 MEHLLMM YacoMm
YTPUMaHHS

436 518,9

N-{(2S,3R)-4,4-gndpTop-1-(3-
dropumnknobyTtan-1-kapboHin)-2-[(2,2',5'-
TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
MeTaHcynbdoHamig 3 6inbwnm Yyacom
YyTPUMaHHS

437 518,8

N'-{(2S,3R)-4,4-gncTop-1-(1-
rigpokcmumnknobyTtaH-1-kapboHin)
438|-2-[(2,2',3"-TpudpTop[1,1'-bicpeHin]-3-
in)metun]niponignn-3-in}-N,N-
OnmeTuncipyaHoi KUcnoTu giamig

547,9

N-{(2S,3R)-4,4-gncdTop-1-(3-
dpTopuUMKNObyTaH-1-kapOoHin)
-2-[(2,2',5'-TpndbTop[1,1'-6icpeHin]-3-
in)meTtun]niponiguH-3-in}
MeTaHCyrnbdOHaMiA 3 MEHLLMM 4YacoM
YyTPUMaHHS

439 518,9

N-[(2S,3R)-4,4-andTop-2-[(2-dTop[1,1'-
GideHin]-3-in)metun]-1-

440 | (3-dpTOopLMKNOOYyTaH-1-kapOoHin)
niponiauH-3-injMeTtaHcynedoHamif 3
GiNbLLIMM YacoM YTPUMaHHS

4829

N-[(2S,3R)-4,4-gnudTop-2-
[(2-dpTOP[1,1'-BicbeHin]-3-in)meTnn]-1-(3-
441 | pTopumknobyTaH-1-kapOoHin)
niponiavH-3-injMeTtaHcynbdoHamif 3
MEHLLUM 4YacoM YTPUMaHHS

482,9

(2S,3R)-3-[(aumeTuncynbamoin)
amiHo]-4,4-andTop-2-[(2-pTop-3'-MmeTun
[1,1'-6Bidpenin]-3-in)meTnn]-N,N-
anmeTunniponigunH-1-kapbokcamig

442 499,0
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443

N'-{(2S,3R)-1-(a3eTnamH-1-kapboHin)-4,4-
andprop-2-[(2-pTop-3'-meTun
[1,1'-GicbeHin]-3-in)meTun]niponianH-3-in}-
N,N-anmeTumncipyaHoi KucnoTu giamig

511,0

444

N-{(2S,3R)-1-(a3eTnamH-1-kapboHin)
-2-[(2,3'-gupTop-5'-meTun[1,1'-BicpeHin]-3-
in)meTtun]-4,4-gudTopniponianH-3-
infeTaHcynbgoHamig

514,0

445

N-[(2S,3R)-2-[(2,3'-andTop-5'-
meTtun[1,1'-6icpeHin]-3-in)metun]-4,4-
androp-1-(okceTaH-2-kapboHin)
niponianH-3-injetaHcynbgoHamig 3 GinbLmm
YacoM YTpUMaHHS

515,0

446

N-[(2S,3R)-2-[(2,3'-gucpTop-5'-meTun[1,1'-
GideHin]-3-in)metunl-4,4-gudtop-1-
(okceTaH-2-kapboHin)niponigmH-3-
inJetaHcynboHaMmig 3 MEHLLUM YacoMm
YyTpPUMaHHSA

515,0

447

(2S,3R)-2-[(2,3"-ancTop-5'-meTmn[1,1'-
BideHin]-3-in)metunn)-3-
[(eTaHcynbdoOHIN)amiHo]-4,4-andTop-N,N-
avnmeTunniponignH-1-kapbokcamig

501,9

448

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp-3',5'-
anveTtun[1,1'-6ideHin]-3-in)metnn]-1-(1-
rigpokcmumnknobyTaH-1-kapboHin)
niponianH-3-injetaHcynbdoHamig,

525,0

449

N-[(2S,3R,4S)-2-[(3'-xnop-2,5'-
andTop[1,1'-6ideHin]-3-in)metun]
-4-pTop-1-(okceTaH-2-kapOoHin)
niponianH-3-injetaHcynbdoHamig
oTpumanun 3 N-[(2S,3R,4S)-2-
[(3-xnop-2-dpTopdeHin)meTnn]-4-cpTop-1-
(okceTaH-2-kapboHin)niponiamH-3-
inJetaHcynbdoHaMmif 3 MEHLLUM YacoMm
yTpUMaHHs 3 BukopuctaHHam BEPX
(kornoHka : L-KonoHka2 ODS (3,0 mm B.A.
x50 Mmn, 3 MKM), pyxoma

chasa : Boga/aueToHITpun (BKNOYa4n
0,05 %T®0)

517,0

450

N-{(2S,3R,4S)-1-(a3eTngunH-1-kapOoHin)
-4-iptop-2-[(2,3',5'-Tpudptop[1,1'-6icpeHin]
-3-in)meTun]niponigmH-3-
injeTaHcynbgoHamig,

500,2
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N-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-4-
dpTOop-2-[(2-bTOp-3'-MeTnn[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
eTaHcynbgoHaMig

451 478,3

N-[(2S,3R,4S)-4-dpTOp-2-[(2-bTOP-3'-
meTtun[1,1'-6icpeHin]-3-in)metmn]-1-
452 | (okceTaH-2-kapboHin)niponignH-3-
inJeTaHcynboHaMmig 3 MEHLLUM YacoMm
yTpUMaHHS

479,2

N-{(2S,3R)-2-[(2,3'-andTOp
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudpTop-1-
[(2R)-okconaH-2-kapOoHin]niponignH-3-in}
eTaHcynbgoHaMig

453 515,2

N-{(2S,3R)-4,4-gndTop-1-[(2R)-
okconaH-2-kapboHin]-2-[(2,3',5'-
454 | Tpudptop[1,1'-6ideHin]-3-
in)metunniponignH-3-in}
eTaHcynbgoHaMig

533,2

N-{(2S,3R)-4,4-gndTop-1-[(2R)-
okconaH-2-kapboHin]-2-[(2,2',3'-
455 | Tpudptop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
eTaHcynboHamig

533,2

N-{(2S,3R)-4,4-gndTop-1-[(2R)-
okconaH-2-kapboHin]-2-[(2,2',5'-
456 | pudptop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}
eTaHcynbdoHamif

533,2

N-{(2S,3R)-2-{[3'-(andTopmeTnn)-2-
d1op[1,1'-6icbeHin]-3-in]

457 | metun}-4,4-gudptop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}
eTaHcynbdoHamig

547,2

N'-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-4-
dTop-2-[(2,3',5'-TpudbTop[1,1'-6icheHin]-3-
in)metun]niponignu-3-in}-N,N-
OnmeTuncipyaHoi KUCnoTn giamig

458 515,2

(2S,3R,4S)-3-
[(anmeTnncynbdamoin)amiHo]-
459 | 4-pTop-2-[(2-bTOp-3'-MeTUN
[1,1'-BicpeHin]-3-in)meTnn]-N,N-
anmeTunniponignH-1-kapbokcamig

481,3
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N-[(2S,3R,4S)-2-
[(2,2'-oudpTop-3'-meTnn[1,1'-6ideHin]-3-
in)meTtun]-4-dpTop-1-(oKceTaH-2-
kapOoHin)niponignH-3-in]
eTaHcynbOHaMig 3 MEHLUUM YacoMm
YTPUMaHHS

460 497,2

N-[(2S,3R,4S)-2-[(2,3"-andTOp-5'-
meTtun[1,1'-6icpeHin]-3-in)metnn]-4-

461 | pTOp-1-(0KCETaH-2-KapboHiIN)niponianH-3-
inJetaHcynboHaMmig 3 MEHLLUM YacoMm
yTpUMaHHS

497,2

N'-[(2S,3R,4S)-4-dTop-2-[(2-bTOp-3'-
meTtun[1,1'-6ipeHin]-3-in)metmn]-1-(1-
462 | rigpokcmumknobyTaH-1-kapboHin)
niponianH-3-in]-N,N-gnmeTnncipyaHoi
KMUCnoTu giamig,

508,2

N'-{(2S,3R,4S)-1-
(aseTnamH-1-kapboHin)-4-dTop-2
463 | -[(2-pTOp-3'-meTun[1,1'-6icheHin]-3-
in)metun]niponignn-3-in}-N,N-
OnmeTuncipyaHoi KUCnoTu giamig

493,3

N-[(2S,3R,4S)-2-
[(2,2'-pgnudTOp-5'-MmeTnn[1,1'-BicbeHin]-3-
in)metun]-4-gTop-1-(okceTaH-2-
KapboHin)niponignu-3-in]
eTaHcynbdoHaMi 3 MEHLLUNM YacoM
YTPUMaHHS

464 497,2

N-[(2S,3R)-4,4-andTop-2-[(2-dpTOpP-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-1-(2-
rigpokcu-2-meTunnponaHoin)niponigmH-3-
inJetaHcynbdoHamia

465 499,2

N-[(2S,3R)-2-[(2,4'-gucpTOp-3'-MeTUN
[1,1'-6icpeHin]-3-in)meTnn]-4,4-

466 | pucpTop-1-(2-rigpokcn-2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbdoHamia

517,1

N-{(2S,3R)-4,4-gndpTop-1-
(okceTaH-2-kapboHin)-2-[(2,3',4'-
TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-3-in}
eTaHcynbdoHamia 3 GinblLMM YacoMm
YTPUMaHHS

467 517,2

N-{(2S,3R)-4,4-oudpTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,3',4'-TpucTop

468 | [1,1'-6icbeHrin]-3-in)meTnn]niponigmH-3-
injeTaHcynbgoHaMmig 3 MEHLINM HYacoMm
YyTPUMaHHSA

519,2
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469

N-{(2S,3R)-4,4-gndpTop-1-(OKCETaH-2-
kapboHin)-2-[(2,2',4',5'-TeTpadTop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
infeTaHcynbgoHamig 3 Ginbwnm Yacom
yTPUMaHHS

535,1

470

N-{(2S,3R)-4,4-gndpTOp-1-(OKCETaH-2-
kapboHin)-2-[(2,2',3',4'-teTpacTop[1,1'"-
BicpeHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig 3 MEHLLUM YacoMm
yTpPUMaHHS

537,1

471

N-{(2S,3R)-4,4-gndpTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3",4'-teTpacTop[1,1'"-
BiceHin]-3-in)meTun]niponignH-3-
infeTaHcynbgoHamig 3 Ginbwnm Yacom
YyTpPUMaHHS

537,1

472

N-[(2S,3R)-2-[(2,4'-audbTOp-3'-MeTun[1,1'-

GideHin]-3-in)metunl-4,4-gudrop-1-
(okceTaH-2-kapboHin)niponigmH-3-
inJeTaHcynbdoHamig 3 GinbwMM YacoMm
YTPUMaHHS

515,2

473

N-{(2S,3R)-4,4-gndT0op-1-(OKCETAH-2-
kapbowin)-2-[(2,3',4',5'-teTpacpTop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynbgoHamig, 3 6inbwmnm yacom
YTPUMaHHS

535,1

474

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETaH-2-
KapboHin)-2-
[(2,2',4-TpndpTOp-3'-METUN
[1,1'-BicpeHin]-3-in)meTnn]niponignH-3-
in}eTaHcynbgoHamig, 3 6inbnm yacom
YTPUMaHHS

533,2

475

N-{(2S,3R)-4,4-audpTOp-1-(OKCETAH-2-
kapbonin)-2-[(2,3',4',5'-teTpacpTop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynbgoHamig 3 MEHLLUM YacoMm
yTpUMaHHS

535,2

476

N-[(2S,3R)-2-
[(2,4'-gndpTOp-3'-MmeTnn[1,1'-BicbeHin]-3-
in)metun]-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponignu-3-in]
eTaHcynbdoHaMia 3 MEHLUUM YacoMm
YTPUMaHHS

515,2

477

N-{(2S,3R)-4,4-audpTOp-1-(OKCETAH-2-
kapbonin)-2-[(2,2',4',5'-TeTpacpTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
injeTaHcynbgoHaMmig 3 MEHLINM HYacoMm
YTPUMaHHS

537,2
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N-{(2S,3R)-4,4-gndpTOp-1-(OKCETaH-2-
KapOoHin)-2-
[(2,2',4'-TpndTOp-3'-METUN
[1,1'-6icbeHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig 3 MEHLLUM YacoMm
YTPUMaHHS

478 533,2

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapboHin)-2-
[(2,3',5'-TpndpTOp[1,1'-BicheHin]-3-
in)meTtun]niponignH-3-
injunknonponaHcynboHaMIa 3 MEHLLUM
YacoM YTPUMaHHS

479 513,2

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapboHin)-2-
[(2,2',3-TpndpTOp[1,1'-BicheHin]-3-
in)metun]niponignH-3-
inumknonponaHcynboHaMia 3 MEHLLUM
4acoM YTPUMaHHsI

480 513,2

N-{(2S,3R,4S)-4-¢pTOp-1-(OKCETAH-2-
KapboHin)-2-
[(2,2',5'-TpndTOp[1,1'-BichbeHin]-3-
in)metmn]niponigmH-3-
infumknonponaHcynboHaMig 3 MEHLLNM
4YacoM yTpMMaHHS

481 513,2

N-[(2S,3R,4S)-4-cbTop-2-[(2-bTOP[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-

482 | kapboHin)niponignH-3-
injumknonponaHcynbgoHamig 3 MEeHLNM
YaCOM YTPUMaHHS

477,2

N-[(2S,3R,4S)-2-
[(2,2-gudpTop[1,1'-6BicheHin]
-3-in)meTtun]-4-dTop-1-(okceTaH-2-
kapboHin)niponigmH-3-
inJumknonponaHcynbgoHamig oTprMmaHnin 3
N-[(2S,3R,4S)-2-[(3-xnop-2-

483 | dTOpheHin)meTun]-4-cptop-1-(okceTaH-2-
kapboHin)niponignH-3-
inJurknonponaHcynbgoHamig 3 MeHLWKUM
YacoMm yTpumaHHs 3a BEPX (konoHka : L-
KonoHka2 ODS (3,0 mm B.4. x50 mmn, 3
MKM), pyxoma dpasa : Boga/aueToHiTpun
(Bkntoyatoun 0,05 %TP0O)

495,2

N-[(2S,3R,4S)-4-dTOp-2-
[(2-pTOp-3'-meTnn[1,1'-6ideHin]
-3-in)meTtun]-1-(okceTaH-2-
kapboHin)niponigmH-3-
inJunknonponaHcynbgoHaMig 3 MEHLLUM
4acoM YTPMMaHHS

484 491,2
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N-[(2S,3R,4S)-2-[(3'-xnop-2-dTOp
[1,1'-6icbeHin]-3-in)meTun]-4-cptop-1-
485 | (okceTaH-2-kapboHin)niponignH-3-
inJuMknonponaHcynbgoHamig 3 MeHLWM
YacoM YTpUMaHHS

5111

N-[(2S,3R,4S)-2-
[(2,3"-gudpTop-5'-meTnn[1,1'-6icdeHin]-3-
in)meTtun]-4-dpTop-1-(oKceTaH-2-
kapOoHin)niponiguH-3-
inJunknonponaHcynbgoHamig 3 MEHLLMM
YacoM yTPUMaHHS

486 509,2

N-[(2S,3R,4S)-2-
[(2,2'-gudpTop-3'-meTnn[1,1'-6ideHin]-3-
in)meTtun]-4-dpTop-1-(oKceTaH-2-
kapboHin)niponignH-3-
inJunknonponaHcynbgoHamig 3 MEHLLMM
4acoM YTPUMaHHsI

487 509,2

N-[(2S,3R,4S)-2-
[(2,2'-gnudTOp-5'-MmeTnn[1,1'-BicbeHin]-3-
in)metun]-4-gTop-1-(okceTaH-2-
kapboHin)niponiamH-3-
injumknonponaHcynbgoHaMmig 3 MEHLWNM
YaCOM YTPUMaHHs

488 509,2

N-[(2S,3R,4S)-4-¢pTop-2
-[(2-dpTOP-3'-MeTun[1,1'-6ideHin]-3-
in)meTun]-1-(okceTaH-2-kapOoHin)
niponiguH-3-in]
uuknonponaHcynbdoHamig 3 6inbwmnm
4YacoM YTPUMaHHsI

489 491,2

N-[(2S,3R,4S)-2-
[(2,2'-gudpTop-3'-meTnn[1,1'-6ideHin]-3-
in)metnn]-4-gTop-1-(okceTaH-2-
kapboHin)niponiamH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
YaCOM YTPUMaHHs

490 509,2

N-[(2S,3R,4S)-2-
[(2,3'-gudpTop-5'-MeTnn[1,1'-6ideHin]-3-
in)meTtun]-4-cbTop-1-(oKceTaH-2-
kapboHin)niponignH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
4acoM YTPMMaHHS

491 509,2

N-[(2S,3R,4S)-2-

[(2,2-gnudpTOp-5'-MeTUn
[1,1'-6icpeHin]-3-in)meTnn]-4-pTop-1-
(okceTaH-2-kapboHin)niponigmH-3-
injumknonponaHcynbgoHamig 3 Ginbnm
4YacoM YTPUMaHHsI

492 509,1
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N-{(2S,3R,4S)-4-pTOp-1-
(okceTaH-2-kapboHin)-2-[(2,3',5'-
TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-
infunknonponaHcynbgoHamig 3 6inbnm
YacoM YTPUMaHHsI

493 513,1

N-{(2S,3R,4S)-4-¢pTOp-1-(OKCETAH-2-
KapOoHin)-2-
[(2,2',3-TpndTOp[1,1'-BicheHin]-3-
in)meTtun]niponignH-3-
injunknonponaHcynbgoHamig 3 6inbnm
4YacoM YTPUMaHHs

494 513,1

N-{(2S,3R,4S)-4-¢pTOp-1-(OKCETAH-2-
kapboHin)-2-
[(2,2',5-TpudbTOp[1,1'-GidpeHin]-3-
in)metmn]niponigmH-3-
infumknonponaHcyneoHaMig 3 BinbLwmm
YaCOM YTPUMaHHs

495 513,2

N-[(2S,3R,4S)-4-dpTop-2-[(2-pTOP[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-

496 | kapboHin)niponiguH-3-
injumknonponaHcynbgoHamig 3 6inbwnm
4acoM yTpUMaHHS

477,2

N-[(2S,3R,4S)-2-[(3'-xnop-2-cpTop[1,1'-
BideHin]-3-in)
meTun]-4-cpTop-1-(okceTaH-2-
kapboHin)niponignH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
4acoM YTPUMaHHsI

497 5111

N-[(2S,3R,4S)-4-pTop-2-[(2-TOP-3'-
meTun[1,1'-6icpeHin]
-3-in)meTtun]-1-(okceTaH-2-
kapboHin)niponignu-3-in]
eTaHcynbdoHamig 3 BinbLIMM Yacom
YyTPUMaHHS

498 479,2

N-[(2S,3R,4S)-2-
[(2,2'-gnudpTOp-3'-MmeTnn[1,1'-BicbeHin]-3-
in)metun]-4-gTop-1-(okceTaH-2-
kapboHin)niponignu-3-in]
eTaHcynbdoHamia 3 GinbLMM YacoMm
YTPUMaHHS

499 497,2

146




UA

131013 C2

500

N-[(2S,3R,4S)-2
-[(2,4'-ondpTop-3'-MeTun
[1,1'-6icdbeHin]-3-in)meTun]-4-cpTop-1-
(okceTaH-2-kapOoHin)niponignH-3-
inJeTaHcynbdoHamig oTpumanmi 3 N-
[(2S,3R,4S)-2-
[3-xnop-2-cpropdeHin)meTun]-4-cptop-1-
(okceTaH-2-kapboHin)niponignH-3-
inJeTaHcynbdoHamia 3 6inbLIMM YacoM
yTpumaHHsa 3a BEPX (konoHka :

L-Konoxka2 ODS (3,0 mm B.A4. x50 mmn, 3

MKM), pyxoma dpasa : Boga/aueToHiTpun
(Bkntoyaroum 0,05 %TPO)

497,2

501

N-[(2S,3R,4S)-2-
[(2,3'-gudpTop-5'-meTnn[1,1'-6icdeHin]-3-
in)metnn]-4-gpTop-1-(okceTaH-2-
KapboHin)niponignu-3-in]
eTaHcynbdoHamig 3 6inbnM Yacom
YyTPUMaHHS

497,2

502

N-[(2S,3R,4S)-2-
[(2,2'-gudpTop-5'-MmeTnn[1,1'-6ideHin]-3-
in)metun]-4-gTop-1-(okceTaH-2-
KapboHin)niponignu-3-in]
eTaHcynbdoHamig 3 BinbLIMM Yacom
YyTPUMaHHS

497,2

503

N-[(2S,3R)-2-{[3'-(andTOpMETUN)-2-
drop[1,1'-6icbeHin]-3-injmeTnn}
-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponignn-3-in]
eTaHcynbdoHamig 3 BinbLIMM Yacom
YTPUMaHHS

533,1

504

N-[(2S,3R)-2-{[3'-(ancTopmeTun)-2-
d1op[1,1'-6ideHin]-3-injmeTnn}
-4,4-nndpTop-1-(okceTaH-2-
KapboHin)niponignu-3-in]
eTaHcynbdoHaMig 3 MEHLUUM YacoMm
YTPUMaHHs

533,2

505

N-[(2S,3R)-2-{[3'-(ancdTopmeTun)-2-
drop[1,1'-6icbeHin]-3-in]
meTun}-4,4-audpTop-1-
(3-hTopumknobyTaH-1-kapboHin)
niponianH-3-in]

eTaHcynbdoHamig 3 BinbLIMM Yacom
YTPYMaHHs

547,2

506

N-[(2S,3R)-2-{[3'-(andTopmeTun)-2-
dTop[1,1'-6idbeHin]-3-in]
meTun}-4,4-audprtop-1-
(3-cbTopumknobyTaH-1-kapOoHir)
niponignH-3-in]

eTaHcynbOHaMia 3 MEHLUUM YacoMm
YyTPUMaHHS

547,2
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N-[(2S,3R)-2-{[3'-(ancdTopmeTun)-2-
dpTop[1,1'-6ideHnin]-3-injmeTun}

507 | -4,4-pucpTop-1-(2-
MeTunnponaHoin)niponignH-3-
inJetaHcynboHamig

519,2

N-[(2S,3R)-1-
(umknonponaHkap6boHin)-2-{[3'-

508 | (andbTopmeTun)-2-dptop[1,1'-6ideHin]-3-
in]jmetnn}-4,4-oudTopniponiamH-3-
inJetaHcynbdoHamia

517,1

N-[(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-2-{[3'-(audTopmeTnn)-2-
dTop[1,1'-6idbeHin]-3-injmeTun}-4,4-
andpropniponiguH-3-injeTaHcynbgoHamia

509 543,2

N-{(2S,3R)-1-(6iunkno[1,1,1]
neHTaH-1-kapboHin)-4,4-

510 | gudptop-2-[(2-dTOp-3'-MeTokeu[1,1'-
BideHin]-3-in)metun]niponignH-3-
infeTaHcynbgoHamig

523,2

N-[(2S,3R)-4,4-andTop-2-
[(2-dpTOp-3'-MeTOKCH
511|[1,1-6ideHin]-3-in)meTunn]-1-(2-
MEeTMANPONaHoIN)NiponianH-3-
inJetaHcynbgoHamig

499,1

N-{(2S,3R)-1-
(umknonponaHkapboHin)-4,4-

512 | audptop-2-[(2-pTOp-3'-MeToken[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}etaHcynbgoHamig

497,2

N-[(2S,3R)-4,4-andTop-2-
[(2-dpTOp-3'-MmeTOKCH[1,1'-BidpeHin]-3-
513|in)meTtun]-1-(1-rigpokcnumknobyraH-1-
kapboHin)niponignu-3-in]
eTaHcynbgoHamig

527,2

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-4-gpTop-2-
514|[(2-pTOp-3'-meTnn[1,1'-6ideHin]-3-
in)meTtun]niponiguH-3-in}
eTaHcynbdoHamig

463,2

N-{(2S,3R,4S)-1-
(umknonponaHkap6oHin)-2
515|-[(2,3'"-andTop-5'-MeTun[1,1'-6idpeHin]-3-
in)metnn]-4-dpropniponignH-3-
in}eTaHcynbgoHamig

481,2

N-[(2S,3R,4S)-2-[(3'-xnop-2-pTOp
[1,1'-BicpeHin]-3-in)meTnn]-1-

516 | (umknonponaHkapboHir)-4-
dhTopniponignH-3-in]
eTaHcynbgoHamig

483,2
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517

N-[(2S,3R,4S)-2-
[(3'-xnop-2,5'-andTop[1,1'-BicbeHin]-3-
in)meTun]-1-(umMknonponaHkapboHin)-4-
dpTopniponignH-3-injetaHcynboHamig

501,1

518

N-{(2S,3R,4S)-1-
(umknonponaHkapboHin)-2-[(2,2'-
androp[1,1'-6ideHin]-3-in)metnn]-4-
dpTopniponignH-3-infeTaHcynbgoHamia

467,1

519

N-{(2S,3R,4S)-1
-(umknonponaHkapboHin)-2-
[(2,2'-gudpTop-3'-meTnn[1,1'-6ideHin]-3-
in)metnn]-4-pTopniponignH-3-
in}eTaHcynbgoHamig

481,1

520

N-[(2S,3R,4S)-2

-[(38'-xnop-2,2'-gndTop[1,1'-6icdeHin]-3-
in)meTnn]-1-(umMknonponaHkapboHin)-4-
cdropniponiguH-3-injetaHcynbgoHamig

501,1

521

(2S,3R)-3-
[(umknonponaHcynboHin)amiHo]
-2-[(2,2'-pnudpTop-3'-meTnn
[1,1'-Bidpenin]-3-in)meTnn]
-4.,4-nndpTop-N,N-gumeTtunniponigmH-1-
kapbokcamig

514,2

522

(2S,3R)-3-[(umnknonponaHcynbdOHis)
amiHol-2-[(2,3'-gudptop-5'-metun[1,1'-
BideHin]-3-in)metun]-4,4-gudtop-N,N-
anmeTunniponigunH-1-kapbokcamig

514,2

523

(2S,3R)-3-[(umnknonponaHcynbdOHiIn)
amiHo]-2-[(2,3'-gudptop[1,1'-6icpeHin]-3-
in)metun]-4,4-agncpTop-N,N-
anmeTunniponignH-1-kapbokcamig

500,2

524

(2S,3R)-3-[(unknonponaHcynbdOoHin)
amiHol-4,4-gndtop-N,N-gumeTunn-2-
[(2,3',5'-TpndpTOp[1,1'-BicheHin]-3-
in)metmn]niponigmH-1-kapbokcamig

518,2

525

N-{(2S,3R)-1-
(aseTnamH-1-kapboHin)-4,4-gndTop-2-
[(2,3',5'-TpndTOp[1,1'-BicheHin]-3-
in)meTtun]niponigunH-3-
injuuknonponaHcyneoHamia

530,1
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(2S,3R)-2-[(2,3'-andTop-5'-
meTtun[1,1'-6icpeHin]-3-in)metnn]-3-
526 | [(aumeTnncynbdamoin)amiHo]-4,4-
ondgpTop-N,N-gumeTunniponignH-1-
Kapbokcamig

517,2

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-
2-[(2,2'-ancpTop-3'-meTun[1,1'-6ideHin]-3-
in)meTtun]-4,4-oudTopniponiamH-3-
injunknonponaHcyneoHamia

527 526,1

(2S,3R)-2-[(2,3'-andTop[1,1'-6icpenin]-3-
in)metun]-3-[(aMmeTuncynsdamoin)amiHo]-
4,4-puptop-N,N-gumeTtunniponigun-1-
Kapbokcamig

528 503,2

N-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)
-2-[(2,3"-gudTop-5'-meTun[1,1'-6icdpeHin]-3-
in)metnn]-4,4-gudTopniponianH-3-
inumknonponaHcynbhoHamig

529 526,2

N-{(2S,3R)-2-[(2,2'-andTOp-3'-MeTUN
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
[(2R)-okceTaH-2-kapboHin]niponignH-3-
injumknonponaHcynbhoHamig

530 527,2

(2S,3R)-2-[(2,2'-ancpTop-3'-meTuUn
[1,1'-BicpeHin]-3-in)meTnn]-3-

531 | [(aumeTuncynedamoin)amiHol-4,4-
ondpTop-N,N-gumeTunniponignH-1-
Kapbokcamig

517,2

(2S,3R)-3-[(aumeTuncynbcamoin)
amiHol-4,4-gudptop-N,N-gumeTnn-2-
[(2,3',5'-TpndTOp[1,1'-BichbeHin]-3-
in)metunniponignH-1-kapbokcamig

532 521,2

N-{(2S,3R)-2-[(2,3'-andpTOp-5'-MeTNN
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucptop-1-
[(2R)-okceTaH-2-kapboHrin]niponignH-3-
injuuknonponaHcynboHamia

533 527,1

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)
-2-[(2,3"-gudpTop[1,1'-6idbeHin]-3-in)
mMeTun]-4,4-gudTopniponianH-3-
imumknonponaHcynbhoHamig

534 512,2
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N-[(2S,3R,4S)-2-{[3'-(andTopmeTUN)-2-
dpTop[1,1'-6ideHnin]-3-injmeTun}-4-prop-1-
(okceTaH-2-kapOoHin)niponignH-3-
inJetaHcynbgoHamig oTpumManmii 3 N-
[(2S,3R,4S)-2-[(3-xnop-2-
dTopcbeHin)meTun]-4-cpTop-1-

535 | (OkceTaH-2-kapBoHin)niponignH-3-
inJeTaHcynbdoHaMia 3 MEHLUUM YacoMm
YyTpMMaHHs 3 BUkopuctaHHam BEPX
(kornoHka : L-KonoHka2 ODS (3,0 mm B.A.
x50 Mmn, 3 MKM), pyxoma

chasa : Boga/aueToHITpun (BKNOYao4n
0,05 %T®0O)

5151

N-[(2S,3R,4S)-4-dTop-2-[(2-dhTOpP-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-1-(1-
rigpokcmumnknodyTaH-1-kapboHin)
niponignH-3-injetTaHcynbdoHamig

536 493,2

N-[(2S,3R,4S)-4-pTop-2-[(2-TOP-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-1-(1-
rigpokcmumnknobyTaH-1-kapboHin)
niponi-guH-3-injumknonponaHcynbgoHamig

537 505,3

(2S,3R,4S)-3-[(umknonponaHcynbdOoHin)-
aMiHo]-4-cTop-2-[(2-bTOp-3'-MeTun[1,1'-
6ideHin]-3-in)metun]-N,N-
anmeTunniponignH-1-kapbokcamig

538 478,2

N'-{(2S,3R)-2-[(2,2"-andpTop-3'-meTnn[1,1'-
BideHin]-3-in)metun]-4,4-guctop-1-[(2R)-
okceTaH-2-kapboHin]niponignH-3-in}-N,N-
OnmeTuncipyaHoi KUCnoTn giamig

539 530,2

N'-{(2S,3R)-2-[(2,3"-andpTop-5'-meTnn[1,1'-
GideHin]-3-in)metun]-4,4-gndptop-1-[(2R)-
okceTaH-2-kapboHin]niponignH-3-in}-N,N-
OuMeTUncipYaHoil KUCNoTK gdiamig

540 530,2

N'-{(2S,3R)-2-[(2,3"-andTop
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucptop-1-
[(2R)-okceTaH-2-kapboHin]niponiguH-3-in}-
N,N-gumeTuncipyaHoi KucnoTu giamig

541 516,2

N'-{(2S,3R)-4,4-andTop-1-[(2R)-0KCETAH-2-
kapboHin]-2-[(2,3',5'-Tpudcptop[1,1'-6icpeHin]-
3-in)meTuniniponignH-3-in}-N,N-
ONMeTUnNCcipYaHoi KUCNoTn diamig

542 534,1

151




UA 131013 C2

N-{(2S,3R,4S)-1-
(azeTnamnH-1-kapboHin)-4-cdpTop-2-
543 [(2-pTOp-3'-MeTnn[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-
injunknonponaHcyneoHamig

490,1

N-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-4-
dpTop-2-[(2,3',5'-TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-
injunknonponaHcyneoHamig

544 512,2

N'-{(2S,3R)-1-(a3eTnanH-1-kapOboHirn)-2-
[(2,2'-oudpTop-3'-meTnn[1,1'-6ideHin]-3-
in)meTtun]-4,4-gudTopniponignH-3-in}-N,N-
OnmeTuncipyaHoi KucnoTu giamig

545 529,2

N'-{(2S,3R)-1-(a3eTnamH-1-kapboHin)-2-
[(2,3'-oudpTop-5'-meTnn[1,1'-6icdeHin]-3-
in)metun]-4,4-gndTopniponianH-3-in}-N,N-
OuMeTuUncipYaHoil KUCnoTu adiamig

546 529,2

N'-{(2S,3R)-1-(a3eTnamH-1-kapboHin)-2-
[(2,3"-AndpTop
547|[1,1-6ideHin]-3-in)meTtun]-4,4-
andTopniponianH-3-in}-N,N-
OUMeTUNCIipYaHol KUCOTKU diamig

515,2

N'-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-4,4-
ondgTop-2-
548][(2,3',5'-TpndTop[1,1'-6ichbeHin]-3-
in)meTtun]niponiguH-3-in}-N,N-
OuMeTuUncipYaHoi KUCnoTu giamig

533,2

N-[(2S,3R)-2-
{[3'-(andbTOopmeTOKCH)-2-hTOP
[1,1'-BidpeHin]-3-in]meTunr}
-4,4-andpTop-1-(2-
MeTMANPOnaHoin)niponiamH-3-
inJetaHcynbdoHamig

549 535,1

N-[(2S,3R)-1-
(umknonponaHkapboHin)-2-{[3'-
(andpTopmeTOoKCH)-2-hTOp
[1,1'-6icpeHin]-3-in]meTun}-4,4-
andTopniponianH-3-in]
eTaHcynbdoHamig

550 533,2

N-[(2S,3R)-1-(6iuunkno[1,1,1]neHTaH-1-
kapboHin)-2-{[3'-(amdTopmeTOKCH)-2-
d1op[1,1'-6idbeHin]-3-injmetun}-4,4-
andropniponignH-3-injetaHcynsdoHamiz

551 559,2
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N-[(2S,3R)-2-{[3'-(andTopmeTOKCK)-2-
dpTop[1,1'-6ideHin]

552 | -3-in]jmetnn}-4,4-gudpTop-1-(1-
rigpoKcuMumknobyTaH-1-kapboHin)
niponianH-3-injetaHcynbgoHamig

563,1

N-[(2S,3R)-2-[(3'-xnop-2,4"-gudpTop[1,1'-
BicdbeHin]-3-in)meTtun]-4,4-gudptop-1-((2S)-
OKceTaH-2-kapboHin)niponiguH-3-
inJetaHcynboHamig

553 535,0

N-{(2S,3R)-2-[(3'-xnop-2,4'-gncpTop[1,1'-
BideHin]-3-in)metun]-4,4-audptop-1-[(2R)-
oKceTaH-2-kapboHin]niponigmH-3-
infeTaHcynbgoHamig

554 535,1

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETaH-2-
KapboHin)-2-
[(2,2',4-TpndpTOp-5'-MeTMN
[1,1'-BicpeHin]-3-in)meTnn]niponignH-3-
in}eTaHcynbgoHamig, 3 6inbmnm yacom
YTPUMaHHS

555 533,1

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETaH-2-
kapboHin)-2-
[(2,2',4'-TpudbTOp-5'-MeTUN
[1,1'-6idpeHin]-3-in)meTnn]niponignH-3-
in}eTaHcynbgoHamig 3 MEHLLUM YacoMm
YTPUMaHHS

556 533,1

N-{(2S,3R)-1-
(aseTnamnH-1-kapboHin)-2-[(4'-6pom-2,3'-
557 | andptop[1,1'-6idpeHin]-3-in)metun]-4,4-
andpropniponignH-3-in}
MeTaHcynbdoHamif,

564,0

N-{(2S,3R)-4,4-gndTop-1-(3-
dhTopUMKNObyTaH-1-kapOoHin)-
2-[(2-dbTOp-3'-MeToKCcU[1,1'-BichbeHin]-3-
in)meTtun]niponiguH-3-in}
eTaHcynbdoHamia 3 GinblLMM YacoMm
YTPUMaHHS

558 529,1

N-{(2S,3R)-4,4-gndpTop-1-(3-
dTopumnknobyTaH-1-kapboHin)-
2-[(2-dbTOp-3'-MeToKecU[1,1'-BichbeHin]-3-
in)metunniponignH-3-in}
eTaHcynboHaMi 3 MEHLLUM YacoM
YyTPUMaHHS

559 529,1

N'-{(2S,3R)-1-
(a3eTnamH-1-kapboHin)-2-

560 | [(3-xnop-2-pTopheHin)meTnn]-4,4-
andpropniponignH-3-in}-N,N-
OUMeTUNCipYaHol KUCoTK giamig

4551
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561

rac-N-[(2S,3R)-2-{[6-(3,5-
andtopdeHrin)nipnanH-2-in]
meTun}-4,4-gndptop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynboHamig

490,1

562

rac-N-[(2S,3R)-2-{[6-(3,5-
andpropdeHin)nipuanH-2-in]
meTun}-4,4-gugptop-1-(1-
rigpoKcuMumnknobyTaH-1-kapboHin)
niponiguH-3-in]MmeTaHcynbgoHamig

502,1

563

N-{(2S,3R)-2-[(2,2'-andTop-3'-
metun[1,1'-BicdeHin]-3-in)metnn]-4,4-
andprop-1-[(2S)-okceTaH-2-
kapboHin]niponignH-3-
inumknonponaHcyneoHamig

527,1

564

N-{(2S,3R)-2-[(2,3"-andTop-5'-
metun[1,1'-BicdeHin]-3-in)metnn]-4,4-
andprop-1-[(2S)-okceTaH-2-
kapboHin]niponignH-3-
injumknonponaHcynbhoHamig

527,1

565

N'-[(2S,3R)-2-[(2,3'-audTop
[1,1'-6idpenin]-3-in)meTnn]-4,4-
andTop-1-(1-rigpokcmumknobyraH-1-
kapboHin)niponignn-3-in]-N,N-
OnmeTuncipyaHoi KUcnoTu giamig

530,1

566

N'-[(2S,3R)-2-[(4'-6pom-2,3'-
andTop[1,1'-6icdeHin]-3-in)metnn]-4,4-
andTop-1-(1-rigpokcmumknobyraH-1-
kapboHin)niponignu-3-in]-N,N-
OnmeTuncipyaHoi KUCnoTn giamig

608,0

567

N-[(2SR, 3RS)-2-{[6-(3,5-
andropdeHrin)nipnanH-2-in]
meTun}-4,4-gnudptop-1-(okcetaH-2-
KapboHin)niponignH-3-in]
MeTaHcynbdoHaMig

488,1

568

rac-N-[(2S,3R)-1-(6iuunkno[1,1,1]
neHTaH-1-kapboHin)-2-{[6-(3,5-
andTopdeHin)nipugnH-2-inljmeTn}
-4,4-nudpTopniponignH-3-
in]meTaHcynboHamig

498,2
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569

[(2SR, 3RS)-2-{[6-(3,5-
andropdeHrin)nipnanH-2-in]
meTun}-4,4-gndptop-1-(okceTaH-2-
kap6oHin)niponiguH-3-in]
MeTaHcynbdoHamig

488,1

570

N-{(2S,3R)-2-
[(5"-xnop-2,2',4'-TpudcpTop
[1,1'-GicbeHin]-3-in)meTun
]-4,4-pncpTop-1-[(2R)-okceTaH-2-
kapboHin]niponignH-3-in}
eTaHcynbgoHamig

553,1

571

N-{(2S,3R)-2-[(3'-xnop-2,2',4'-Tpuptop
[1,1'-6Bidpenin]-3-in)meTnn]-4,4-gudptop-1-
[(2R)-okceTaH-2-kapboHin]niponignH-3-
in}eTaHcynbgoHamig

553,0

572

rac-N-[(2S,3R)-2-{[6-(3,5-
andTopdeHin)nipugnH-2-inljmetwn}
-4,4-pndTop-1-(2-rigpokcmn-2-
MeTMANPONaHoiN)niponiamH-3-
inleTaHcynbtoHamig

504,1

573

rac-N-[(2S,3R)-2-{[6-(3,5-
andTopdeHin)nipugnH-2-injmetnn}
-4,4-gndpTop-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
inleTaHcynbtoHamig

488,1

574

rac-N-[(2S,3R)-1-(6iuunkno[1,1,1]
neHTaH-1-kapboHin)-2-{[6-(3,5-
andropdeHrin)nipuauH-2-injmeTnny
-4,4-gncpTopniponignH-3-
inJetaHcynbdoHamia

512,1

575

N'-{(2S,3R)-2-[(2,2"-andTop-3'-MeTnnN
[1,1'-6icpeHin]-3-in)meTnn]-4,4-
ongpTop-1-[(2S)-okceTaH-2-
kapboHin]niponignH-3-in}-N,N-
OuMeTUncipYaHoil KUCNoTK gdiamig

530,2

576

N'-{(2S,3R)-2-[(2,3"-andTOop-5'-MeTnn
[1,1'-6icpeHin]-3-in)meTnn]-4,4-
andprop-1-[(2S)-okceTaH-2-
kapOoHin]niponigmH-3-in}-N,N-
ONMeTUnNCcipYaHoi KUCNoTn diamig

530,1
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N'-{(2S,3R)-2-[(2,3"-andpTOp
[1,1'-6icbeHin]-3-in)meTun]-4,4-gudpTop-1-
[(2S)-okceTaH-2-kapboHin]niponianH-3-in}-
N,N-anmeTumncipyaHoi KucnoTu giamig

577 516,1

N'-{(2S,3R)-4,4-andpTop-1-[(2S)-
oKceTaH-2-kap0boHin]-2-[(2,3',5'-T

578 | pudptop[1,1'-6icpeHin]-3-in)meTtun]
niponianH-3-in}-N,N-gumeTuncipyaHoi
KMCNOTK Aiamin,

534,1

N-{(2S,3R)-4,4-gncTOp-1-
(2-rigppokcu-2-meTunnponaHoin)-
579|2-[(2,2',4'-TpudpTop-3'-MeTnnN
[1,1'-BicpeHin]-3-in)meTnn]niponignH-3-
in}eTaHcynbgoHamig

5351

rac-N-[(2S,3R)-2-{[6-(3,5-
andTopdeHin)nipnanH-2-in]

580 | metun}-4,4-gudptop-1-(1-
rigpokcmumnknobyTtaH-1-kapboHin)
niponigunH-3-injetTaHcynbdoHamig

516,1

N-[(2SR, 3RS)-2-{[6-(3,5-
andTopdeHin)nipnanH-2-in]

581 | metun}-4,4-gudptop-1-(okceTaH-2-
kapboHin)niponignn-3-in]
eTaHcynbdoHamig

502,1

N-[(2SR, 3RS)-2-{[6-(3,5-
andropdeHrin)nipnanH-2-in]

582 | metun}-4,4-gudptop-1-(okceTaH-2-
kapboHin)niponignu-3-in]
eTaHcynbdoHamif

502,1

N'-[(2S,3R)-2-[(4'-6pom-2-TOp-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-4,4-
583 | audTop-1-(1-rigpokcmumnknobyTan-1-
kapboHin)niponignn-3-in]-N,N-
OuMeTUncipYaHoil KUCNoTK gdiamig

602,1

rac-N-[(2S,3R,4S)-2-
{[2-(3,5-andpTOopheHin)-1,3-Tiazon-4-
584 | in]metnn}-4-dpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynboHamig

478,1
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rac-N-[(2S,3R,4S)-1-
(umknobyTtaHkapboHin)-2-{[2-(3,5-
585 | gudptopdpeHin)-1,3-Tiason-4-in]
meTun}-4-cpropniponignH-3-
in]metaHcynboHamig

4741

rac-(2S,3R,4S)-2-
{[2-(3,5-andpTOpheHin)-1,3-Tiazon-4-
586 | in]meTnn}-4-cpTop-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

463,1

rac-N-[(2S,3R,4S)-2-
{[2-(3,5-andTopdeHin)-1,3-Tiazon-4-
inmeTtun}-4-dptop-1-
(1-rigpokcuumnknobyTaH-1-
KapboHin)niponignH-3-in]
MeTaHcynbdoHamig

587 490,0

N-[(2S,3R)-2-[(2,3'-
andTop[1,1'-6icbeHin]-3-in)

588 | metun]-4,4-gnudtop-1-
(TPumeTunrigpasnHKkapOoHin)
niponigunH-3-injetaHcynbdoHamig

517,0

N'-[(2S,3R)-1-(azeTnanH-1-kapboHin)-4,4-
ongpTop-2-{[2-pTop-3-(6-MeTUNNipNnanH-2-
in)cpenin]meTuniniponigmu-3-in]-N,N-
OnmeTuncipyaHoi KUCnoTn giamig

589 512,0

(2S,3R)-3-[(aumeTuncynbcamoin)
amiHo]-4,4-ancTop-2-{[2-dpTop-3-(6-
MeTunnipuamH-2-in)dpeHinjmetun}-N,N-
anmeTunniponignH-1-kapbokcamig

590 500,0

N'-[(2S,3R)-4,4-gnudTop-2-
{[2-dTOPp-3-(6-MeTUNNipnanH-2-
in)deHinlmeTun}-1-(1-
rigpokcMumnknodyTaH-1-kapboHin)
niponignH-3-in]-N,N-gumeTtuncipyaHoi
KMUCINOTU giamig,

591 527,0

N-[(2S,3R)-4,4-agndTop-2-
{[2-dTOP-3-(6-MeTUNNipUaNH-2-
in)deHin)meTun}-1-(1-
rigpokcmumnknobyTaH-1-kapboHin)
niponianH-3-in]
uuknonponaHcynsdoHamig

592 523,9
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N-[(2S,3R)-1-(a3eTnanH-1-kapOoHin)
-4,4-nndpTop-2-{[2-pTOp-3-

593 | (6-meTunnipugmH-2-
in)dpeHin]meTun}niponianH-3-
inJumknonponaHcynbgoHamig

509,0

(2S,3R)-3-[(unknonponaHcynbdOoHin)
amiHo]-4,4-ancpTop-2-{[2-dpTop-3-(6-
MeTunnipuamH-2-in)deHinjmetun}-N,N-
anmeTunnniponignH-1-kapbokcamig,

594 497,0

(2S,3R)-3-[(aumeTumncynbamoin)
amiHo]-4,4-ancpTop-2-{[2-dpTop-3-(6-
MeTunnipuamH-2-in)deHinjmetmn}-N,N-
anmeTunnniponignH-1-kapbokcamig,

595 HCI 500,2

(2S,3R)-3-[(aumeTumncynbamoin)
amiHo]-4,4-ancpTop-2-{[2-dpTop-3-(5-
mMeTunnipmaasvH-3-in)deninlmetun}-N,N-
anmeTunniponigunH-1-kapbokcamig

596 501,2

N'-[(2S,3R)-1-(azeTnauH-1-kapOoHin)
-4,4-pndpTop-2-{[2-pTop-3-(5-

597 | meTunnipnaasuH-3-
in)cpenin]meTuniniponiamn-3-in]-N,N-
OnmeTuncipyaHoi KUcnoTu giamig

513,2

N'-[(2S,3R)-4,4-gnudTop-2-
{[2-dTOp-3-(5-MeTunnipngasmH-3-
in)cpeninlmetun}-1-(1-
rigpokcmumnknobyTtaH-1-kapboHin)
niponianH-3-in]-N,N-gnmeTnncipyaHoi
KMCNoTW aiamig,

598 528,2

N-[(2S,3R)-2-[(2,3'-audTop
[1,1'-BicpeHin]-3-in)meTnn]-4,4-gucptop-1-
(TpumeTunrigpasuHkapOoHin)niponiguH-3-
inJetaHcynbdoHamia

599 HCI 517,2

N'-[(2S,3R)-2-{[3-(6-eTunnipnanH-2-in)
-2-pTopbeHinlmeTnn}-4,4-gucptop-1-(1-
600 | rigpokcuumknobyTaH-1-kapOoHin)
niponianH-3-in]-N,N-gnmeTnncipyaHoi
KMUCnoTu giamig

540,9

N'-[(2S,3R)-4,4-andTop-2-
{[2-dTOp-3-(5-PTOP-6-METUNNIPNANH-2-
in)cpeHinmeTnn}-1-
(1-rigpokcuunknobyTaH-1-
kapOoHin)niponiguH-3-in]-N,N-
OMMeTUNCipYaHoi KUCNoTu giamig

601 544.,9
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602

N'-[(2S,3R)-4,4-ancbTop-2-
{[2-dTOp-3-(3-hTOpP-6-MeTUNNipUANH-2-

in)dpeHinmeTtun}-1-(1-rigpoKcrumkKnodyTaH-

1-kap6oHin)niponianH-3-in]-N,N-
OuMeTuncip4yaHoil KUCnoTu giamig

5449

603

N'-[(2S,3R)-4,4-gudpTop-2-{[2-dTOp-3-(2-
mMeTun-1,3-Tiason-4-in)dpeHin]
mMeTun}-1-(1-rigpokcuumnknobyrtan-1-
kapOoHin)niponiguH-3-in]-N,N-
OuMeTuncip4yaHoil KUCNoTu diamig

532,9

604

N'-[(2S,3R)-4,4-andTop-2-
({2-dbTOp-3-[6-(TPNdTOPMETUI)
nipuauvH-2-injdeninimetun)-1-(1-
rigpokcuumknobyTaH-1-kapboHin)
niponianH-3-in]-N,N-gnmeTnncipyaHoi
KMCNOTK aiamig,

580,9

605

N'-[(2S,3R)-2-({3-[6-(amdTopmMeTHn)
nipnanH-2-in]-2-cpropdeHrinimetnn)-4,4-
andprop-1-(1-rigpokcmumknobyTaH-1-
kapboHin)niponignn-3-in]-N,N-
OUMeTUnNcipYaHoil KUCNoTK adiamig

562,9

606

N'-[(2S,3R)-2-
{[3-(4,6-anmeTUnnipnanH-2-in)-2-
dropdeHin]metun}-4,4-gudptop-1-(1-
rigpokcmumnknobyTaH-1-kapboHin)
niponiguH-3-in]-N,N-gumeTtuncipyaHoi
KMUCINOTU aiamif,

540,9

607

etvn 2-[3-({(2S,3R)-1-(TpeT-
6yTokcunkapboHin)-3-
[(anmeTnncynedamoin)amiHol-4,4-
andropniponiguH-2-in}meTunn)-2-
dbTopcheHin]-1,3-okcason-4-kapbokecunat

577,2

608

N'-[(2S,3R)-2-
[(3-xnop-2-bTopheHin)meTnnl-4,4-
andTop-1-(1-rigpokcmumknobyraH-1-
kapboHin)niponignu-3-in]-N,N-
OnmeTuncipyaHoi KUCnoTn giamig

468,1

609

N'-[(2S,3R)-4,4-gnudTop-2-
({2-dTop-3-[4-(rigpokcumeTnn)-1,3-
okcason-2-injdeHinimetun)-1-(1-
rigpokcmumnknobyTaH-1-kap6oHin)
niponianH-3-in]-N,N-gnmeTnncipyaHoi
KMUCINOTU giamig,

532,9

610

N'-[(2S,3R)-4,4-andTop
-2-{[2-dTOp-3-(4-meTnn-1,3-okcason-2-
in)deHinlmeTtun}-1-
(1-rigpokcuunknobyTaH-1-
kapboHin)niponignn-3-in]-N,N-
OUMeTUNCcipYaHoi KUCNoTu giamig

517,2
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N'-[(2S,3R)-2-{[3-(5-xnop-2-meTun-1,3-
Tiazon-4-in)-2-ctopdeHinimeTtun}-4,4-
611 | gudptop-1-(1-rigpokcnunknobyraH-1-
kapboHin)niponiguH-3-in]-N,N-
OUMeTUNCipYaHoi KUCNoTK aiamig

567,1

N'-[(2S,3R)-4,4-gudpTop-2-
{[2-dTOP-3-(2-MeTUn-1,3-okcason-4-
in)cperinmeTnn}-1-
(1-rigpokcuumnknobyTaH-1-
kapOoHin)niponiguH-3-in]-N,N-
OUMeTUNcipYaHoil KUCNoTu giamig

612 517,2

N'-[(2S,3R)-2-{[3-(5-xnop-2-meTun-1,3-
okcason-4-in)-2-gpTopdeHin)meTnn}-4,4-
613 | audptop-1-(1-rigpokcnunknobyraH-1-
kapboHin)niponiguH-3-in]-N,N-
OnmeTuncipyaHoi KUcnoTu giamig

551,1

N'-[(2S,3R)-2-{[3-
(4-eTun-6-meTUnnipuanH-2-in)-2-
dropdeHin]metun}-4,4-gudptop-1-(1-
rigpokcmumnknobyTtaH-1-kapboHin)
niponianH-3-in]-N,N-gnmeTnncipyaHoi
KMCNoTW aiamin,

614 555,1

N-{(2S,3R)-2-
[(3'-xnop-2,4',5'-Tpudptop[1,1'-6ideHin]-3-
615 | in)metun]-4,4-gudtop-1-[(2R)-okceTaH-2-
kapOoHin]niponignH-3-in}
eTaHcynboHamig

553,0

[3-({(2S,3R)-3-[(N,N-
anmeTuncynsdgamoin)amiHo]-

616 | 4,4-gudTop-1-(1-rigpokcmumnknobyTan-1-
KapOoHin)niponiguH-2-inmeTun)-2-
dhTopcheHin]6opoHoBa kucnoTa

480,16

Tabnuuga 1-21

EkcnepumenTtaneHun lMpuknag 1: OgepxaHHsa KNiTWHKM, ska CTabinbHO ekcrnpecye nACbKUN
opekcuHosun peuentop Tuny 2 (hOX2R)

[ns ogepXXaHHSA KMOHY KNiTUHK, WO cTabinbHO ekcnpecye NMoACLKMIN OPEKCUHOBUIA peLenTop Tuny
2, kAHK ntoacbkoro opekcuHOBOro peuenTtopa Tuny 2 BBoAMNM B Nna3migHun Bektop pcDNA3.1 (+)
(Invitrogen), Ta knoHyBanu nnasmigHy AHK ona ekcnpecii ntogcbkoro OpekCMHOBOrO peuentopa Tuny
2 (pcDNA3.1 (+)/hOX2R). MNMnasmigHy AHK sBogunu B knitnHy CHO-dhfr meTogom enektponopadii, Ta
KIMOHW KNITUH, SIKi EKCMPECYOTb JIIOACBKUA OPEKCUHOBUIA peLenTtop Tuny 2 6ynv oTpumaHi MeToaoMm
CepiMHUX po3BedeHb 3 BUWKOPWUCTAHHAM PE3UCTEHTHOCTI [0 nikapcbkoro 3acoby G418 sk
CeneKTUBHOro Mapkepy.

ExkcnepumeHTanbHuin  lNpuknag 2: BuMmiptoBaHHA  aroHiCTUYHOI  aKTUBHOCTI  OPEKCMHOBOrO
peuenTopy TUny 2.

Knituimn CHO, wo npymycoBO ekcnpecyoTb Moacbkuin peuentop OX2, BUCIBaOTb Y KOXHY NYHKY
YOPHOrO NnaHweTy 3 Npo3opum gHom Ha 384 nyHku (BD Falcon) 3 7500 kniTuH/nyHKa Ta KynbTUBYIOTb
NpoTAroM odHOro AHs B iHkyGatopi 5% CO2 npu 37 °C. CHO Tllicns BuganeHHs cepegosuuia 3
KNiTMHHOTO NnaHweTa gogaBanu aHaniTuiHum bydep A, WO MicTUTL iHAMkaTop Kanbuito (HBSS
(Thermo Fisher Scientific), 20 mM HEPES (Thermo Fisher Scientific), 0,1 % BSA (Sigma-Aldrich), 2,5
mkr/Mn Fluo-4 AM (DOJINDO Chemical), 0,08 % Pluronic F127 (DOJINDO Chemical), 1,25 MM
npobeHeumay (DOJINDO Chemical)) B kinbkocTi 30 mkn/nyHka. MNMnaHweT BuTprMyBanu npotarom 30
XB Yy iHKybaTopi 5 % CO2 npu 37 °C, Ta NOTiM BATPUMYBanu nNpu KiMHaTHiA TeMnepatypi npoTsarom 30
xB. JocnigkyBaHy cnonyky, ofepxaHy LUNISXoM po3BefeHHs aHanituiHum 6ycdepom B (HBSS, 20 MM
HEPES, 0,1 % BSA), pogaBanu no 10 Mkn/nyHka, Ta 3HayeHHs pnyopecLeHLil BuMiptoBanu
FDSSUCELL (Hamamatsu Photonics KK) koxHy cekyHOy npoTarom 1 xB, a NOTiM KOXHi ABi CEKyHAM
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npotaroM 1 xB 40 cek. AKTUBHICTb (%) AOCNigKyBaHOI CNOMNYKM po3paxoByBanu, BUXO4A4U 3 TOro, Lo
3MiHa 3HauyeHHs cpnyopecueHuii npu gogasaHHi JMCO 3amicTb JocnigKyBaHOI Cronyku cTaHOBUNa
0 % iHribyBaHHs, Ta 3MiHa 3HayeHHA dnyopecueHuii konu opekcuH A (nmoacekun) (PEPTIDE
INSTITUTE, INC.) popaBanu B KiHUeBin koHueHTpauii 10 HM ctaHoBuna 100 % iHribyBaHHs.
AKTMBHICTb KOXHOI Cnonyku B KOHUeHTpauii 3 MkM 6ynu nokasani B Tabnuui 2. Ak 4iTko BUAHO 3
pesynbTaTtiB, CMNonyka 3a npeacTaBneHMM BUHAxXo4oM, K Oyno noka3aHo, Mae aroHiCTU4HY
aKTUBHICTb OO0 NIOACBKOro OPEKCMHOBOrO peLentopa Tuna 2.

Tabnuua 2-1
HocnigxyBaHa cnonyka aKkTMBHICTb aroHicta OX2R (3 Mkm, %)
1 100
2 106
3 106
4 101
5 117
7 101
8 99
11 85
13 93
21 102
23 100
25 108
26 100
35 96
44 98
45 98
46 102
50 99
51 99
52 100
56 95
65 100
66 104
67 111
68 106
73 104
76 98
77 95
78 93
79 102
Tabnuuga 2-2
HocnigxysaHa crnonyka akTmBHiCcTb aroHicta OX2R (3 mkM, %)
81 95
87 93
88 98
91 94
92 99
93 98
94 99
97 90
98 91
105 99
106 97
116 86
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121 94
122 89
124 89
129 92
131 94
133 96
136 87
138 97
139 93
144 88
145 99
146 92
147 91
162 92
163 105
166 98
171 99
174 90
Tabnuua 2-3
HocnigxyBaHa cnonyka akTmBHicTb aroHicta OX2R (3 mMkm, %)
175 95
202 94
204 89
205 91
207 88
210 95
211 94
212 96
216 95
217 96
220 90
222 97
225 96
226 100
228 99
231 95
236 100
238 98
239 102
245 94
248 90
249 90
250 96
251 91
257 96
259 96
263 103
264 98
265 96
266 83
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Tabnuuga 2-4
HocnigxysBaHa cnonyka akTmBHicTb aroHicta OX2R (3 MkMm, %)
267 92
268 94
272 88
273 83
274 93
275 85
276 88
277 94
282 96
283 93
284 92
285 98
287 94
289 80
2901 90
292 87
293 83
294 96
295 95
296 96
297 95
298 96
302 85
304 99
305 103
306 89
307 100
308 94
314 109
316 101
Tabnuuga 2-5
HocnigxysaHa cnonyka AkTMBHICTb aroHicta OX2R (3 Mkm, %)
323 92
324 91
328 86
329 88
330 98
332 95
333 78
344 102
345 92
346 93
347 102
348 103
349 98
356 97
365 93
366 96
368 95
369 85
370 91
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371 94
372 89
373 88
374 93
375 91
376 99
377 95
378 106
379 93
380 93
381 95
Tabnuusa 2-6
HocnigxyBaHa cnonyka AkTuBHIiCcTb aroHicta OX2R (3 Mkm, %)
382 102
383 94
384 98
385 95
387 85
388 89
389 89
391 92
392 97
393 94
394 86
408 88
409 92
413 99
414 95
415 107
416 101
422 102
423 90
424 95
425 95
426 90
427 99
428 100
430 96
431 106
432 95
433 101
434 101
435 88
Tabnuuga 2-7
HocnigxyBaHa cnonyka AkTuBHICTb aroHicta OX2R (3 Mkm, %)
436 92
437 84
438 95
439 93
440 94
441 93
442 96
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443 90
444 98
447 95
450 86
451 82
453 85
454 84
455 85
456 77
457 80
458 84
459 78
462 78
463 79
465 106
466 103
467 105
468 102
469 91
470 103
471 94
472 95
473 97
Tabnuua 2-8
HocnigxyBaHa cnonyka AkTuBHICTb aroHicta OX2R (3 Mkm, %)
474 96
475 100
476 100
477 96
478 103
479 93
480 101
481 104
482 100
483 108
484 90
485 93
486 88
487 95
488 95
489 92
490 93
491 93
492 90
493 95
494 96
495 92
496 95
497 91
498 99
499 96
500 98
501 96
502 96
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503 89 |
Tabnuua 2-9
HocnigxyBaHa cnonyka AkTuBHICTb aroHicta OX2R (3 Mkm, %)
504 90
505 88
506 100
507 97
508 96
509 85
510 97
511 98
512 95
513 97
514 95
515 98
516 102
517 100
518 98
519 98
520 94
521 97
522 97
523 86
524 87
525 85
526 83
527 95
528 83
529 95
530 94
531 95
532 96
533 101

Tabnuuysa 2-10

HocnigxysaHa cnonyka

AkTumBHIcTb aroHicta OX2R (3 Mkm, %)

534 98
535 102
536 98
537 100
538 106
539 101
540 100
541 100
542 100
543 99
544 90
545 93
546 96
547 98
548 94
549 94
550 93
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551 93

552 94

EkcnepumeHTanbHui npuknag 3: OuiHka ctabinbHOCTi B MiKpocomax foanHn

Mikpocomun neuiHkn nognHn 6ynn npugbani y Xenotech, LLC (Lenexa, KS). Cymiw ans
iHKybyBaHHS cknaganacs 3 mikpocom B 50 mmons/n KH2PO4-K2HPO4 docdatHoro bydepa (pH 7,4)
Ta 1 MKMOMb/N gocnigxyBaHoi crnonyku. KoHueHTpaulis MikpocoManbHOro npoteiHa ctaHosuna 0,2
mr/mn. NADPH-reHepytovy cuctemy (5 mmonbs/n MgClz, 5 Mmons/n rnoko3o-6-gocdaTy, 0,5 Mmons/n
6eta-NADP+ Tta 1,5 oguHuub/Mn rnoko3o-6-cocdartaerigporeHasn) gogasany [o Cymiwi ans
iHKybyBaHHS 3 NOMOBMHOK 06'EMY peakuinHOi CcyMmili Ans iHiuiauii depmeHTaTMBHOI peakuii. Peakuito
3ynuHanu depes 15 ta 30 XBUNUH Micnsa noyaTky peakuii WNsgXom 3MillyBaHHS peakuinHol Cymilli 3
aLETOoHITPUINIOM, 3 noganblimMM LeHTpudyryBaHHsaM npu 2500 obeptax Ha xBunnHy npotarom 10 xB.
CynepHataHT niggasanu aHanizy PX/MC/MC. KoHcTaHTa wBmuakocTi metaboniaMmy pospaxoByBanach
AK Haxun rpadiky KOHUEHTpauisa - yac. BHyTpiwHin meTaboniyHmi KnipeHc in vitro 0yB po3paxoBaHuin
LUNSAXOM NoAiny NoYaTKOBOI KOHCTAHTU LWBMAKOCTI MeTaboniaMmy Ha MikpocomarbHWUIA NPOTETH B CyMiLUi
Ans iHKybyBaHHs. Pe3ynbTaTn € npeactaBneHnmm B Tabnuui 3.

Tabnvuysa 3
HocnigxyBaHa cnonyka KnipeHc (Mkn/xs./mr)
1 75
2 40
3 -3
5 12
56 135
66 61
67 4
87 9
91 65
94 44
144 13
146 83
225 60
236 67
302 3
375 35
380 39
433 16

EkcnepvmenTansHun npuknag 4: OuiHka edekTiB NOCUNEeHHs HeCnaHHS Y ABaHCbKNX Makak

Edekt nocuneHHs HecnaHHA OuiHBanM LWASXOM BUMIPHOBaAHHA ernekTpoeHuedanorpamm
(EEG), enektpomiorpamun (EMG) Ta enektpookynorpamu (EO) y saBaHcbkux Makak. [lig
isopnypaHoBo aHecTtesieto (1-5 %, Pfizer Japan Inc., Tokyo, Japan), caMmusM SIBaHCbKMX Makak
(Bikom 3-5 pokis, Hamri Co., Ltd., Ibaraki, Japan) imnnaHTytloTbCS pagio-TeneMeTpuyHNX nepegasadi
(TL10M3-D70-EEE, Data Sciences International Inc., MN, USA). Enektpoan EEI npukpinnioBanu go
yepena EEI y TiM'aHin 3oHi. Enektpoan EMG imnnaHTyBanu B CMHHI WKRHI M'a3u. lMicna onepadir,
KOXHIN makaui gasanu neHiuyunid (100 000 oamHuus/ ronosa, B.M. (BHYTPiLWHBOM'A30B0), Meiji Seika
Pharma Co., Ltd., Tokyo, Japan), 6ynpeHopdciH (0,02 mr/kr, B.m., Otsuka Pharmaceutical Co., Ltd.,
Tokyo, Japan) Ta npegHisonoH (1 mr/kr, n.w. (nigwkipHo), Kyoritsu Seiyaku Co., Ltd., Tokyo, Japan)
LWOoOHS NpOTAroM oAHoro TwkHsA. [licns Toro, §K WoOHarWMeHWe MpoTarom 1-micsyHoro nepiogy
BiJHOBMNEHHS B [OMALUHIX KNiTKax, MaBnu MpuBYanNmMCA 00 3HAXOMKEHHsI KaMepi, po3TallOBaHOI B
3BYKOHEMPOHWKHOMY, €MeKTPMYHO ekpaHoBaHin kimHaTti. CurHanm EEG ta EMG ©6ynn 3anucaHi 3
BMKOPUCTaAHHAM TenemeTpuyHoi cuctemu (mporpamHoro 3abesnedveHHs Dataquest ART, Data
Sciences International Inc., MN, USA), Ta curHanu aHanizyBanu 3 BUKOPWUCTAHHSIM MPOrpamHoro
3abe3neveHHs SleepSign (Kissei Comtec Co., Ltd., Nagano, Japan). MNicns nigTBepmikeHHs LOBroro
CMaHHA B eKCMepuMeHTanbHi KiMHaTi, TBapMH BUKOPUCTOBYBaNM ANs MNepeBipku MNpobymKyr4oro
edeKTy Cronyk.

MepopanbHo gocnigkyBaHi cnonyku (3 abo 10 mr/kr) cycneHaysanu B 0,5 % meTunuentonosHomy
BOAHOMY pO34uHi, abo Hocin (TobTo, 0,5 % MeTUNUEentono3HUiA BOAHUIA PO34MH) BBOAMITU NePOpPasibHO
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(n.0.) makakam 3a gaTtynkom vacy 12 (ZT12) B o6'eMi 5 mn/kr Mmacu Tina B NepexpecHin cxemi gusanHy
abo nonepegHin cxemi ansariHy (n=1-4). EEG ta EMG 3anucu 3gincHioBanu npotsrom 4 roa. nicns
BBEAEHHA crnonyku. Yac, npoBeaeHuin B CTaHi HecnaHHA npoTsroM 4 roauH nicnga BeeaeHHsA (% Bia
nikyBaHHA HOCiEM) po3paxoByBanu 3 BuKOpucTaHHAM SleepSign. Pesynbtatn npeacraeneHi B
Tabnuui 4.

MapeHTepanbHi gocnigxysaHi cnonyku (0,1 abo 0,3 Mr/kr) po34nHANIM B 3MiLLAHOMY PO3YUHI, AKUI
MictuTb 5 % AMCO, 5 % Cremophor EL, 20 % MEM400 ta 70 % soluplus (1 % (mac./06.)), abo Hocin
(To6TO, 3MiWwaHu po3yuH, kM MictTb 5 % OMCO, 5 % Cremophor EL, 20 % TMNEM400 ta 70 %
soluplus (1 % (mac./06.))) BBogunu nigwkipHo (n.w.) masnam npu ZT12 B o6'emi 0,5 mn/kr macu Tina B
nonepegHin cxemi gusamHy (n=1-2). EEG ta EMG 3anucu 3gilicHioBanu npotsarom 4 rog. nicns
BBEAEHHS cnonyku. Yac, npoBeAeHn B CTaHi HeCNaHHs, NPoTAroM 4 rogauH nicnsi BBeaeHHs (% Big
niKyBaHHA HOCiEM) po3paxoByBanu 3 BuKopucTaHHAM SleepSign. Pe3ynbTtatn € npeacraBneHvMu B
Tabnuui 5.

Tabnuuga 4
Yac, npoBegeHun B CTaHi HecnaHHs
Mpuknan Ne Flosa (wr/kr) (% Big %iKyBaHHﬂ Hociem) (CepegHe)
1 3 233,91
2 3 599,68
3 3 612,62
5 10 411,70
56 3 417,22
66 3 463,00
67 3 355,56
87 3 832,34
91 10 548,00
94 3 441,88
144 3 649,41
146 3 426,26
225 3 317,65
236 10 716,00
302 10 287,88
375 3 396,49
380 3 483,53
433 3 727,27
Tabnuusa 5
Yac, npoBeaeHuin B CTaHi HecnaHHS
Mpuknan Ne flosa (mr/kr) (% Biz nikysaHHsa HocieM) (Mean)
443 0,1 532,00
450 0,3 813,51
451 0,1 225,10
459 0,3 431,39
462 0,3 365,46
463 0,1 483,15
542 0,3 505,45

Ak yiTko BMAHO 3 Tabnuui 4 Ta Tabnuui 5, gocnigkyBaHi cnonyku 3a NpeacTaBNeHUM BUHAX0L40M
36inblyBanu 4ac, NPOBEAEHUI B CTaHi HECMaHHs, B MOPIBHSIHHI 3 FPYMNO0 B SIBAHCBHKUX Makak, siky
nikysanu Hociem. |HWWMMKM cnoBamw, [aHi cnonyku, ak 6yno nokasaHo, € edeKkTUBHUMK Anis
TepaneBTUYHOrO NiKyBaHHS HApPKONEnCil.

Mpuknag npenapaty 1 (ogep>kaHHS Kancymnm)

1) cnonyka 3 MNpwuknaga 1 30 mr
2) kpucTaniyHa uenonosa 10 mr
3) nakto3sa 19 mr
4) marHito cteapaTt 1wmr
BCbOro 60 mr
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1), 2), 3) Ta 4) 3MiWyOTb Ta 3aMoOBHIOKTL B
KenaTUHOBY Kancyny.
Mpuknag npenapaty 2 (ogepxaHHs TabneTkn)

1) cnonyka 3 MNpuknaga 1 30r
2) nakrosa 50r
3) KyKypya3sHUIN Kpoxmarb 151
4) kanbLito
44 r
kapbokcumeTunuentonosa
5) marHito cTeapaTt 1r
140r

1000 TabneTtok
3ararnom

BaranbHy kinbkictb 1), 2), 3) Ta 30 r 4) 3miwyoTb 3 BOAOK, BUCYLLYIOTH B BaKyyMi Ta NPOCIBaOThb.
MpocisHnin nopolwok 3MiwyTe 3 14 1 - 4) Ta 1 1 - 5), Ta cymiw NpecylTb 3 BUKOPUCTAHHSIM
TabnetkoBoi MawuHW. Takum 4mHOM, oTpumytoTb 1000 Tabnetok, ski mictate 30 Mr cnonyku 3
Mpuknaga 1 Ha TabneTky.

lMpomucnosa npuaaTHICTb

Cnonyka 3a npeacTaBneHMM BUHAXOOOM MA€E aroHiCTUMHY aKTUMBHICTb LWOAO OPEKCUHOBOro
peuenTopa TUny 2, Ta € NPUAHATHOIO AK areHT And npodinakTrkn abo nikyBaHHA HapKonencii.

[aHa 3aaBka I'pyHTyeTbCA Ha naTeHTin 3aaBui No. 2019-015488, nogaHin 31 cidHsg, 2019 B AnoHii,
3MICT SIKMX € BKITIOYEHVMY B MOBHOMY 00CA3i B AaHUA JOKYMEHT.

®OPMYJIA BUHAXOLOY

1. Cnonyka, npeactasneHa dopmynoto (1):

O\\ //O

/S\

HN R!
F

FQZ
/N
F23
(1)
B SIKin
R! aBnsie coboto:
(1) Cuie-ankinbHy rpyny,
(2) moHo- abo gi-Cue-ankinamiHorpyny, abo
(3) Cse-umMKNOAnKinLHy rpyny;
R? aBnsie coboto:
(1) atom BogHto abo
(2) aTom dpTopYy;
R3 aBnse coboto:
(1) Cie-ankinkapOoHinbHy rpyny, HeoboB'sI3KOBO 3amilleHy Big 1 go 3 rigpokcurpynamu,
(2)  Csao-umknoankinkapboHinbHy  rpyny, Ae  Csao-umknoankineHun  dparmeHt  Cs.ao-
LMKINoankinkapOoHiNbHOI rpynu € HeobOB'I3KOBO MICTOYKOBUIM i LMKMOAIKiIbHA 4YacTvHa rpynu €
Heob0B'sI3KOBO 3aMmiLLeHoo Big 1 0o 3 3amicHMkamu, BUbpaHumu 3:
(a) aToma ranoreHy Ta
(b) rigpokcurpynu,
(3) Big 3- 0O 8-4uneHHy HeapoMmaTW4Hy reTepoumKninkapboHinebHY rpyny, wWo MictuTb Big 1 Oo 4
retepoatomis, BUOpaHMX 3 aToMa a3oTy, aToMa KUCHIO Ta aToma Cipku, abo
(4) MmoHo- abo ai-Ci-6-ankinkapbamoinbHy rpyny; Ta
KinbLe A sBnsie cobot OeH30nbHe Kinble, [0OaTKOBO 3amiweHe ofHieto Ce.14-apuUrbHOKO TPYMoL,
HeobOoB's1I3K0BO 3aMilLeHoo Big 1 o 3 3amicHMKamMu, BUBpaHUMi 3:
(i) aToma ranoreny Ta
(ii) HeoboOB'A3kOBO ranoreHoBaHoi Ci-6-ankKifbHOI rpynu, Ta
HeobO0B'sI3KOBO [OAATKOBO 3aMillieHe Big 1 4O 3 aToMaMu ranoreny,
abo ii cinb;
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npv LbOMY crosnyka, npeacTaesneHa gpopmynoto (1), € aroHiCTOM OpEeKCUMHOBOrO peLienTopa Tuny 2.

2. Cnonyka abo cinb 3a n. 1, B sk

R! sBnsie coboto:

(1) Cuie-ankinbHy rpyny abo

(2) moHo- abo gi-Ci-s-ankinamiHorpyny;

R? sBnsie coboto:

(1) atom BoaHto abo

(2) aTtom dpTopy;

R3 siBnsie coboto:

(1) Cie-ankinkapOoHinbHy rpyny, HeobOB'I3KOBO 3aMilLeHy Big 1 4o 3 rigpokcurpynamm,

(2) Big, 3- 4O 8-4NeHHy MOHOLUMKIIYHY HEAapPOMaTUYHY reTepoLMKITINKapOoHinbHy rpyny, ado

(3) moHo- abo fi-Ci-e-ankinkap6amoinbHy rpyny; 1a

Kinbue A aBnsie coboto 6eH3onbHe Kinbue,

ponatkoBo 3amiwleHe opHieto Ce-14-apunbHOKO rpynoto, HeoboB'A3koBO 3amiweHow Biga 1 oo 3
3aMiCHUKaMu, BUOpaHUMM 3:

(i) aToma ranoreny Ta

(i) Cie-ankinbHoi rpynu, Ta

HeobOB'I3KOBO 40AAaTKOBO 3aMilleHe Big 1 0o 3 aTomamu ranoreHy.

3. Cnonyka, sika saBnse cobowo N'-{(2S,3R,4S)-1-(a3eTnanH-1-kap6oHin)-4-chTop-2-[(2-dTOp-3'-
meTunn[1,1'-6icbeHnin]-3-in)metun]niponigmu-3-in}-N,N-aumeTuncipyaHoi kucnotu giamig abo noro cinb,
npuv LbOMY CMOJSTyKa € arOHiCTOM OPEKCMHOBOIO peuenTopa Tuny 2.

4. Cnonyka, sika siBnse coboto N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6ideHin]-3-in)metun]-4,4-andtop-1-(2-
MeTUNNponaHoin)niponianH-3-injetTaHcynbgoHamMig abo “oro Cinb, NpY LbOMY CrOfyKa € aroHiCTOM
OPEKCMHOBOrO peuenTopa Tuny 2.

5. Cnonyka, dka aBnse cobow N-{(2S,3R)-4,4-andpTop-1-(2-rigpokcn-2-metTunnponaHoin)-2-[(2,3',5"-
Tpudptop[1,1'-6idperin]-3-in)meTnn]niponiamH-3-injetaHcynbsoHamia abo Knoro Ccinb, Npu LbOMY
Cronyka € aroHiCToM OpekCUHOBOro pelenTtopa Tuny 2.

6. Cnonyka abo cinb 3a 6yab-skum ogHum 3 nn. 1-5 Ana 3acTocyBaHHS y BUPOOHMLUTBI NikapCbKoro
3acoby ons 3actocyBaHHSA B NpodinakTuvui abo nikyBaHHi Hapkonencii.

7. Jlikapcbkuin 3acib, skMnm MicTUTb cnonyky abo cinb 3a 6yab-akum ogHum 3 nn. 1-5, npu ubomy
nikapcbkun 3acid siBnsie coboro aroHiCT OpekCMHOBOro peuenTopa Tvny 2.

8. Nikapcbkuii 3acib 3a n. 7 Ons 3acTOCyBaHHSA SK areHta Ansg npodinakTukm abo nikyBaHHS
Hapkonencii, igionaTuyHoOI rinepCoMHii, riNepCoMHil, CUHOPOMY anHoe CHY, CUHAPOMY HapKomnencii, Wo
CYMpPOBOMKYETbCA  CUMMTOMaMM, CXOXUMW Ha  HApPKONEMNCito, CWHAPOMY  TiNEepCOMHIi, Lo
CYMpOBOMKYETLCA  OEHHOK  TMEPCOMHIE, XBOpoOM  ArnburenmMepa, OXMUPIHHS,  CUHOPOMY
iHCYNiIHOPE3UCTEHTHOCTI, cepLeBoi HeJOCTaTHOCTI, 3aXBOPIOBAHHS, MOB'A3aHOro 3 BTPATOK KiCTKOBOI
Macu, Cerncucy, NopyLLIEHHs CBIAOMOCTI Ta NoBi4YHMX edbeKTiB Ta yCKNnagHEeHb BHACTIAOK aHeCTesil.

9. Jlikapcbkun 3acib 3a n. 7 Ana 3aCTOCyBaHHA SK aHTaroHictTa aHecTeTuka.

10. Jlikapcbkuii 3acib 3a n. 7 Ans 3acTOCYBaHHA SK areHta And npodinaktuky abo nikyBaHHS
HapKonencii, igionaTu4HoI rinepcoMHii, rinepcoMHii abo CUHAPOMY anHoe CHY.

11. Jlikapcbkuii 3acib 3a n. 7 AnNA 3aCTOCYBaHHA K areHta Ansa npodinaktukm abo nikyBaHHS
HapKonencii.

12. 3acTocyBaHHSA nikapcbkoro 3acoby 3a M. 7 sik aroHicTa OPEKCMHOBOrO peuenTopa Tuny 2.

13. B3acTtocyBaHHA nikapcbkoro 3acoby 3a n. 7 gna BMpPOOHMUTBA areHTa Ans 3acTOCYBaHHS B
npodinakTmuyi abo nikyBaHHI Hapkonencii, igionaTu4Hoi rinepCcoMHii, rinepcoMHii, cMHAPOMY arnHoe
CHY, CUHOPOMY HapKONEMNCii, L0 CYNPOBOMKYETLCA CUMMTOMAMW, CXOXUMM Ha HapKOMencito,
CYHOPOMY TiMEPCOMHIi, L0 CYNPOBOOXKYETLCA [LEHHOK riNepcoMHielo, XBopobu Anburerimepa,
OXWPIHHSA, CUHAPOMY iHCYNiIHOPE3UCTEHTHOCTI, CepueBOoi HeAOCTaTHOCTI, 3aXBOPIOBAHHS, NOB'A3aHOr0
3 BTPATOK KICTKOBOI Macu, Cencucy, NMopylleHHs CBiAOMOCTI Ta nobivyHMX edpekTiB Ta ycKnagHeHb
BHacnigoKk aHecTesil.

14. 3acTocyBaHHS nikapcbkoro 3acoby 3a n. 7 gnsi BUPOOHMUTBA areHta AN 3acCTOCYBaHHS $IK
aHTaroHicTa aHecTeTuKa.

15. 3acTtocyBaHHA nikapcbkoro 3acoby 3a n. 7 gnsi BMpOOHMUTBA areHTa sl 3aCTOCYBaHHA B
npodinakTuui abo nikyBaHHi HapKonencii, igionaTU4HOI rinepcoMHii, rinepcomHii abo cMHAPOMY anHoe
CHYy.

16. 3acTocyBaHHA nikapcbkoro 3acoby 3a n. 7 gns BMpPOOHMUTBA areHTa Ons 3acTOCYBaHHS B
npodinakTmui abo nikyBaHHi HapKonencii.

17. 3actocyBaHHsA cronyku abo coni 3a 6yab-akuM ogHuM 3 nn. 1-5 ansa BMpoOHMLTBa areHTa ans
3acTOCyBaHHS B npodinaktuui abo nikyBaHHi Hapkonencii.
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18. 3acTtocyBaHHs cronyku abo coni 3a 6yab-akMM ogHUM 3 nn. 1-5 ans BupobHMUTBA areHTa Ans
3acTtocyBaHHA B npocpinakTuui abo nikyBaHHi 3axBopioBaHHsA abo posnagy, acouinoBaHoro 3
OpPEKCUHOBMM peuenTopoM Tuny 2, e 3axBopioBaHHs abo posnag € BuOpaHUM 3 HapKomnencii,
ifgionaTtuyHOI  riNnepCoMHii, FiNepCoOMHii, CMHOPOMY anHoe CHy, CUHAPOMY HapKonencii, Lo
CYMNPOBOMKYETLCA  CMMNTOMaMW, CXOXMMM Ha  HapKOMencito, CUHOPOMY  FiNepCOMHIi, Lo
CYMNPOBOMKYETCA  OEHHOK  rinepCcoMHielo, XBopobu  Anburenmepa, OXMUPIHHSA,  CUHAOPOMY
iHCYNiIHOPE3UCTEHTHOCTI, cCepLeBoi HeJOCTATHOCTI, 3aXBOPIOBAHHS, NOB'AI3aHOM0 3 BTPATOK KiCTKOBOI
Macu, cerncucy, NopyLleHHs CBiAOMOCTI Ta NobiYHMX edhekTiB Ta yckragHeHb BHACHiAOK aHecTesii.

19. 3acTtocyBaHHs crnonykn abo coni 3a 6yab-akMM ogHUM 3 nn. 1-5 ans BupobHMUTBA areHTa Ans
3aCTOCYBaHHS SIK aHTaroHicTa aHecTeTuka.

20. 3acTocyBaHHs 3a n. 18, Ae 3axBoptoBaHHA abo po3nag € BMOpaHUM 3 Hapkornencii, igionaTtudHoi
rinepcoMHii, rinepcomHii abo CMHOPOMY anHoe CHY.

Komn'totepHa BepcTka C. Yynin

1O "YkpaiHcbkuil HaUioHanbHWUIA ogic iIHTENeKTyanbHoI BNacHOCTi Ta iHHoBauin", Byn. Amutpa MoaseHka, 1, M. Kuis — 42, 01601
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