["any3b TexHiku

MpeacraBneHnin BUHaAXiA CTOCYETLCHA reTEPOLMKIIYHOT CMOSYyKKU, 30Kpema, reTepOoLMKITiYHOT CMOMYKK, sika
Ma€ aroHiCTUYHY aKTUBHICTb LLOJO OPEKCMHOBOIO peLienTtopa Tuny 2.

(MepenymoBu CTBOPEHHS BUHAxoay)

OpekcnH aABnsie cobor HerponenTua, sKUA  cneundivHO NpPOAYKYETbCS, 30Kpema, HerpoHamu,
po3TalloBaHNMMM YAcTKOBO B flaTtepasnibHOMY rinoTanamyci Ta MOro OoTOuYHMIM OingdHuUi, Ta cKrnagaeTbcs 3
OBOX nigTunie, opekcnHy A Ta opekcuHy B. Ak opekcuH A, Tak i opekcuH B saBnstoTb coOO0 eHOOreHHi
niraHOn peuenTopiB OpeKCUHY, siki nNpeacTaBnsaAwTb coboto G NpoTeiH-3B'si3aHi peuenTopu, nepeBaxHO
NPUCYTHI B MO3Ky, Ta ABa Tunu nigtunis, TMn 1 Ta TMn 2, € BiAOMWMW ANA OPEKCMHOBUX peLenTopiB
(HenaTeHTHMIN JOKYMeHT 1).

OcCKiNbkM HEWpPOHW, siKi MPOAYKYIOTb OPEKCUH (OPEKCMHOBI HEWPOHW), € nokani3oBaHUMK nobnmsy
XapyoBOro LEHTPY, Ta BHYTPILLHBOLLITYHOUYKOBE BBEAEHHS OPEKCMHOBOrO NenTuay B pesynbTaTi Npu3BoguTb
00 30iNblUEHHS CNOXUBaHHA 1Xi, OPEKCUH CMoYaTKy NPUBEPHYB yBary sik HEMponenTua, Sk Mae XapyoBy
noeediHkoBy perynsuito. [licna uboro, ogHak, 6yno nosigOMMNEHO, WO MPUYMHOK Hapkonencii y cobak €
reHeTM4yHa Bapiauis OpPeKCMHOBOro peuenTopa TUNy 2 (HenaTeHTHUM AOKYMEHT 2), Ta pofib OPEKCUHY B
KOHTPOIi CHY Ta HECMaHHSI TAKOX BMKITMKAE 3aLjiKaBreHiCTb.

3 pocnigpkeHb 3 BMKOPWUCTAHHSIM TPaHCreHHOI MWL, sika Mae AeHaTypoBaHi OPEKCUHOBI HEWPOHU, Ta
NoABIMHOI TPaAHCreHHOI MULLI, OTPUMAaHOI CXPeLLYBaHHAM Ui€i MULi 3 TPAHCrEHHOK MULLIOKD, dKa HagMipHO
eKcnpecye OpeKcuHOM, Oyno 3'scoBaHO, WO CUMNTOMW, MNOAIOHI OO0 HapKomnencii, Ski BMHUKAOTb Npw
pereHepalii OpPEKCUHOBUX HEWPOHIB, 3HMKAKOTb Yepe3 TpuBasly EKCMNPECito OpeKCUMHY. AHanoriyHo, Komnu
OPEKCMHOBMI NEenTUg BHYTPILWHLOLLITYHOYKOBO BBOOUBCS TPAHCIEHHIN MULLI, Ska Mae AeHaTypOoBaHWN
OPEKCUHOBMIA HENPOHW, TaKoX CrnocTepiranocs MoKpaweHHss nofibHMx [0  Hapkonencii  cMMnTomiB
(HenaTeHTHWMN gokymeHT 3). [locnigKeHHs Muen 3 HOKayTOM OPEKCMHOBOrO peuenTtopa Tuny 2 nokasanu,
LLIO OPEKCVMHOBUI peuenTop TUMy 2 € BaXNMBUM AN NiATPUMyBaHHA 306yoKeHHs (HenaTeHTHUI AOKYMEHT 4,
HenaTeHTHWW AOKyMeHT 5). Taki gaHi cBigyaTh Npo Te, WO aroHiCTV OPEKCUHOBKX peLenTopiB Tuny 2 cTalTb
TepaneBTMYHMMM FiKapCbkummn 3acobamu Ans Hapkonencii abo TepaneBTUYHUMK NiKapCbkMu 3acobamu
ONs1 iHWWX NOPYLUEHb CHY, SIKi AEMOHCTPYIOTb HaAMIPHY COHMMBICTb (HENATEHTHUIA LOKYMEHT 6).

Kpim TOro, nepegbavaerbcs, WO NENTUOHUA aroHiCT, SIKMA CENEKTUBHO i€ Ha OPEKCMHOBWUIA peuenTop
TNy 2, NiOBULLYE OXWPIHHA Yepe3 BUCOKE XMPOBE [AIETUYHE HaBaHTaXEHHS y Muen (HenaTeHTHUR
OOKYMEHT 7).

Kpim Toro, nepegbayaerbcs, WO BHYTPILHBOLUNYHOYKOBE BBELAEHHS OPEKCUMHOBOrO MEnTUAY CKOPO4Ye
Yyac CUCTEMHOI aHecTesii y WypiB (HenaTeHTHUN JOKYMEHT 8).

Kpim TOro, mepembavaeTtbcs, WO NaUi€EHTM 3 CUHOPOMOM arHoe CHY AEMOHCTPYOTb HU3bKi PiBHI
KOHUEeHTpaLjii opekcuHy A y nnasmi KpoBi (HenaTeHTHUI JOKYMEHT 9).

Kpim TOro, nepepbavaerbcs, WO BHYTPILUHBOLLUTYHOYKOBE BBEAEHHS OPEKCUMHOBOro Nentuay nokpallye
3anamM'aToByBaHHS B MoAeni WTY4YHOro ctapiHHa muwi (SAMP8), 3 KOTHITUBHOK ANCKYHKUIED (HENAaTEHTHUI
AokymeHT 10).

Kpim TOro, nepepnbadaeTbCs, LLO aroHIiCT OPEKCMHOBOrO peuenTtopa Tuny 2 Oyae TepaneBTUYHUM
nikapcbkMM 3acobom npu cepLeBit HEAOCTATHOCTI (NAaTEHTHUIA JOKYMEHT 1, HeNaTeHTHUI JOKyMeHT 11).

Kpim TOro, nepenbavaerbcsi, WO AEHHA COHMNUBICTb NaLEHTIB i3 XBOpoOOto MNMapkiHCOHa € BUKIMKAHO
BMNafaHHAM OPEKCUHOBOMO HepBa (HenaTeHTHUN SOKYMEHT 12).

Kpim Toro, nepenbadaeTbcsi, WO OPEKCUH PETYNioe YTBOPEHHS KiCTKOBOI TKaHWHWM Ta BTpaTy KiCTKOBOI
Macu, Ta aroHIiCT OpEeKCMHOBOro peuenTtopa Tuny 2 Oyge TepaneBTUYHMM fiKapcbkuM 3acobom npu
3aXBOPIOBAHHAX, MOB'I3@HUX i3 BTPATOK KICTKOBOI TKaHUHW, TaKMX sIK OCTEOMOPO3, PEBMATOIAHUA apTpuT
TOLWO (MATEHTHUA OOKYMEHT 2).

Kpim TOro, nepegbavaeTtbCs, WO aroHiCT OPEKCMHOBOMO peuenTopa € NPUAHATHUM AN npodinakTuku
abo nikyBaHHA Cencucy, BaXKKOro CErncucy Ta CEMTUYHOrO LUOKY, OCKINIbKM MOKa3HWMK CMepTHOCTI OyB B
3HaYHIN Mipi NokpaweHun npocTuMm 6e3nepepBHMM BBEAEHHSM OpPEKCUHY 3 nepudbepii B mogeni muwi 3
CENTUYHMM LUOKOM (NaTeHTHWUIA JOKYMEHT 3).

Tomy cronyka, sika Mae aroHICTUYHY akTUBHICTb LLOJO OPEKCMHOBOIO peLenTopa Tuny 2, sk OYiKyeTbCs,
Oyne NpUMHATHOK SIK HOBMI TepaneBTUYHUI MiKapCbkUi 3acib npu Hapkonencii, igionaTU4HIn rinepcomHil,
rinepcoMHii, CMHOPOMI arnHoe CHy, NOPYLUEHHI CBIJOMOCTI, TakOMy sik KOMa Ta noAjibHi, CMHOPOMI Hapkonencii,
AKAA  CYNPOBOMKYETLCA NOAIOHMMW OO HapKonencii  cMMnTomMamu, CUHOPOMI  TNEepCOMHii, SKWR
CYNpPOBOKYETLCSA OEHHOK TrinepcomHieto (Hanpuknag, xsopoba [MapkiHcoHa, cuHpopom [iieHa-Bappe Ta
cvHgpom KnewnHa-JleBiHa), xBopoOi AnbLrenmepa, OXMUPiHHI, CUHOPOMI iHCYNiHOPE3UCTEHTHOCTI, CepLeBin
HeJOCTaTHOCTi, 3aXBOPHOBAHHSIX, MOB'AI3AHNX i3 BTPATO KICTKOBOI TKAHWUHW, CEMCUCI Ta NogibHuX, KpiM TOro,
SIK @aHTAroHICT aHecTe3yr4oro 3acoby, npodinakTu4yHMM abo TepaneBTUYHMIA NiKapCbkui 3acib npu NobivHNX
edbekTax Ta yCKnagHeHHAX BHaAcNigoK aHecTeasil.

Ak cynbdoHaMigHi noxigHi, cnonyka, npegcraBneHa opMyrioro



OF

B SIKiIN KOXEH CUMBOJT € TakuMm, K OMUCYETbCA B OOKyMeHTi ([laTeHTHWA OOKYMeHT 4), npo SKui
JOonoBigaeTbCs.

Kpim TOro, ockinlbku CRonyku, siki MatoTb aroHiCTUYHY akTMBHICTb LLIOAO OPEKCUMHOBOIO peuenTtopa Tvny 2,
TO JOMOBIJAETHCS NPO HACTYMHI CMOMYKMN.

Cnonyka, npegcraeneHa opmMyIow
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B sIKil KOXXEH CUMBOI € TaKUM, SK ONUCYETHCH B JOKYMEHTI (IMaTeHTHUn JOKYMEHT 5).
Cnonyka, npeacrtaerneHa popmynowo
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B sIKil KOXXEH CUMBOJT € TAKNM, K ONUCYETBLCS B JOKYMEHTI (IMaTeHTHUn OOKYMEHT 6).
Cnonyka, npeacrtaeneHa popmMmynowo
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B K KOXXEH CMMBOI1 € TAKUM, K OMUCYETbCSA B AOKYMEHTi (lMaTeHTHUN JOKYMEHT 7).
Cnonyka, npeactasneHa gpopmyrnoto
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B SIKil KOXXEH CUMBOI € TaKNM, K ONUCYETBLCS B OKYMEHTI (IMaTeHTHUn AOKYMeHT 8).
Cnonyka, npegcTasrneHa hopmynoto



B SIKil KOXXEH CUMBOI € TaKNM, K ONUCYETBLCS B OKYMEHTI (IMaTeHTHUn AOKYMeEHT 9).
Cnonyka, npegcraBneHa oopmMyIow
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B K KOXXEH CMMBOI € TaKUM, SIK ONUCYETbCA B AOKYMeHTi (IMaTeHTHun gokymeHT 10).
Cnonyka, npeacrtaerneHa popmynoro
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B K KOXXEH CMMBOI € TAKUM, SIK ONUCYETbCA B AOKYMEHTi (IMaTeHTHUA gokymeHT 11).

BaxaHot € po3pobka HOBOI CMOMYKX, Sika Ma€ aroHiCTUYHY aKTMBHICTb LLIOAO OPEKCUHOBOrO pelenTtopa
Tvny 2.
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CyTb BMHaxoay

Mpobnemu, aki BUPIiLLYIOTLCA BUHAXOA0M

MpencTtaBneHnn BuHaxig mMae Ha MeTi 3abe3neynTy reTepouMKIliyHy CronyKy, sika Mae aroHiCTUYHY
aKTUBHICTb OO0 OPEKCUHOBOrO peLienTtopa Tuny 2.

3acobu BupilLeHHs1 npobrem

ABTOpPU nNpencTaBneHoOro BMHaxXOAy BUSBMIM, LLO CMNOMyKa, NpeacraBneHa HacTtynHow dopmyrnow (1)
abo ii cinb (iHogi Ha3mBaeTbCA AK cnonyka (1) B npegcTtaBneHoOMy OMUCi) Mae aroHiCTUMHY akTUBHICTb LWOA0
OPEKCMHOBOrO peuentopa Tuny 2. Ak pesynbTaT [OOATKOBMX LOCHIAKEHb, BOHW MalTb 3aBepLUeHMI
npeacTaBneHnin BUHaxig,.

BignosigHo, npeacTaBneHnin BUHaXxia CTOCYETbCSA HACTYMHOrO.

(1]

Cnonyka, npegctasneHa dopmynoto (1):
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R! aBnsie coboto HeoboB's3koBO 3amilleHy Ci-e-ankinbHy rpyny, HeobOB'A3KOBO 3aMillleHy MOHO- abo ai-
Cuis-ankinamiHo rpyny, Heo6oB'a3koBO 3amileHy Cs.6-LMKNOAnKinbHy rpyny, abo HeobOB'A3KOBO 3aMilLleHy
Big 3- 40 14-4yneHHy HeapoMayu4Hy reTepouUunKnidyHy rpyny;

R? aBnse coboto aTom BOAHIO, aToM Topy, HeoboB'a3koBO 3amiwieHy Cis-ankinbHy rpyny, abo
Heob0B'A3k0BO 3aMileHy Cs-6-LIMKNOAnKinbLHy rpyny;

R® aBnsie coboto auunbHy rpyny, HeoboB'siskoBO 3amiwleHy Cie-ankinbHy rpyny, HeobOB'i3KOBO
3amiweHy Caze-UMKNOAnkinbHy rpyny, Heobos's3koBo 3aMiweHy Ce.14-apunbHy rpyny, HeoboB'AI3KOBO
3amiweHy Big 3- Ao 14-uneHHy HeapoMauynyHy reTepoumkniyHy rpyny, abo HeoboB'A3kOBO 3amilLeHy Big 5-
00 14-4yneHHy apoMaTU4Hy reTepoLMKiYHy rpyny; Ta

Kinbue A aBnsie coboto HeOOOB'sI3KOBO [0AaTKOBO 3aMilieHe Ce.14-apoOMaTUYHE BYrNIeBOOHEBE KiNbLiE,
abo HeobOB'I3KOBO A40AATKOBO 3aMillieHul Big 5- 40 14-4neHHUn apoMaTUYHUI FeTEPOLIMKIT,

abo ii cineb.

(2]

Cnonyka abo cinb 3azHayeHoi Buwe [1], B sIkin

R! saiBnsie coboto

(1) Cre-ankinbHy rpyny,

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

(3) Cz-6-umKNOanKinbHy rpyny;

R? aBnsie coboto

(1) atom BOAHIO,

(2) atom cpTopy, abo

(3) Cre-ankinobHy rpyny;

R3 aBnsie coboto

(1) Cuie-ankin-kapboHinbHy rpyny, Heob0B'A3KOBO 3aMillieHy Big 1 Ao 3 3aMmicHMKamMKn, BUGpaHUMM 3

(a) aToma ranoreny,

(b) rigpokeu rpynu, Ta

(c) uiaHo rpynu,

(2) Ci-e-ankokcm-kapboHinbHy rpyny,



(3) Cs-ao-umknoankin-kap6oHinbHy rpyny  (Cs.io-uMknoankineHui dparmeHt 3 Cs-io-UMKIOAnKin-
KapboHiNbHOT rpynn HeoBOB'A3KOBO € MICTOYKOBMUI), HEOBOB'A3KOBO 3amilleHy Big 1 4o 3 3amicHUKamu,
BMOpaHMmMm 3
(a) aToma ranoreny,

(b) rigpokcu rpynu,

(c) uiaHo rpynu, Ta

(d) Cre-ankinbHoi rpynu,

(4) Big 3- oo 14-4yneHHy HeapoMa4yM4Hy reTepoLMKITINKapboHinbHY rpyny, HEO6OB'A3KOBO 3aMilLeHy Big 1
0o 3 3amicHukamu, BubpaHumm 3

(a) atoma ranoreny,

(b) rigpokeu rpyny, Ta

(c) Ca-6-ankinbHoi rpynu,

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

(6) N-C1-6-ankin-N-Ci-s-ankokcu-kapbamoinbHy rpyny, abo

(7) N-Cre-ankin-N’,N’-gi-Ci-e-ankinrigpasvH-kapboHinbHy rpyny; Ta

Kinbue A siBnsie coboto

(1) 6eH3onbHe Kinbue,

004aTKOBO 3aMillleHe OAHUM 3aMiCHUKOM, BUOpaHUM 3

(2) Ce-14-apvnbHoi rpynu, HeoboB'A3KOBO 3aMillleHoi Big 1 Ao 3 3amicHMKamu, BUGpaHMmMm 3

(i) aToma ranoreny,

(i) HeoboB'A3koBO ranoreHoBaHoi Ci-6-ankinbHoI rpynu, Ta

(iii) HeoboB'aA3koBO ranoreHoBaHoi Ci-6-ankoOKCK rpynu, Ta

(b) Big 5- 0O 14-4neHHOI apomMaTUYHOI reTepoUMKNIYHOI rpynu, HEOBOB'A3KOBO 3amiweHoi Big4 1 Ao 3
3amicHMKamu, BubpaHnumm 3

(i) Cie-ankinbHoi rpynu, HeoboB'd3koBO 3amiweHoi Big 1 go 3 3amicHvkamu, BMOpaHMMKM 3 atoma
ranoreHy Ta rigpokcu rpynu,

(i) C1-6-ankokcu rpynu,

(iii) aToma ranoreHy, Ta

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

HeOobOB'sI3KOBO A0AATKOBO 3aMilleHe Big 1 o 3 aTomamu ranoreHy, abo

(2) 5- abo 6-4neHHMI apoOMaTUYHUI reTepPOLMKI, AOAATKOBO 3aMileHnii ofHieto Ce-14-apuibHOIO rpynoto,
He0obOB'sI3KOBO 3aMiLLeHoto Big 1 40 3 aTOMamMu ranorexy.

(3]

Cnonyka abo cinb 3azHadveHoro suie [1], B skin

R aBnsie coboro

(1) Cie-ankinbHy rpyny,

(2) moHo- abo gi-Cie-ankinamiHo rpyny, abo

(3) Cs-6 LUMKIOANKineLHy rpyny;

R? aBnsie coboto

(1) atom BogHIO, abo

(2) atom dpTopy;

R3 aBnsie coboto

(1) Ci-6-ankin-kapboHinbHy rpyny, Heob0oB'A3KOBO 3aMillleHy Big 1 4o 3 rigpokcu rpynamu,

(2) Cs-o-umknoankin-kapooHinbHy rpyny (Cs-io-umknoankinbHui  dparmeHt 3 Cs-1o-UMKIoankin-
KapOOHINbHOI rpynn € HeobOB'sI3KOBO MICTOYKOBMI), HEOOOB'A3KOBO 3aMilleHy Big 1 A0 3 3amicHMKamu,
BMOpaHMMM 3
(a) aToma ramnoreHy, Ta
(b) rigpokeu rpynu,

(3) Big 3- 4O 8-4neHHy MOHOUMKITIYHY HeapoMaunyHy retepouumkninkapboHineHy rpyny, abo

(4) MmoHo- abo ai-Ci-s-ankin-kapbamoinbHy rpyny; Ta

Kinbue A saBnsie coboto 6eH30rbHe KinbLe,

JoJaTKoBO 3amiweHe ogHielo Ce.14-apuibHOK Ipynol, HeobOoB'A3KoBO 3amiweHow Big 1 go 3
3aMicHMKamu, BUOpaHumu 3

(i) aToma ranoreHy, Ta

(i) HeoboB'A3KOBO ranoreHoBaHoi Ci-6-anKinbHOI rpynu, Ta

HeobOB'A3KOBO [O4ATKOBO 3aMilleHe Big 1 4O 3 aToMamu ranoreHy.

(4]

Cnonyka abo cinb 3a3HadeHoro Bulle [1], B ki

R? aBnse coboto

(1) Cre-ankinbHy rpyny, abo

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

R? aBnsie coboto



(1) atom BOAHI0, abo

(2) atom pTopy;

R3 aBnsie coboro

(1) C1-6 ankin-kapboHinbHy rpyny, He06OB'A3KOBO 3amilleHy Big 1 4o 3 rigpokcu rpynamu,

(2) Big 3- 4O 8-4neHHy MOHOUMKMIYHY HeEapoOMadnyHy reTepoLmnKninkapboHinbLHy rpyny, abo

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

Kinbue A siBnsie coboto 6eH30rbHe KinbLe,

[oOaTkoBO 3amilleHe opHieto Ce.14-apunbHOKO Fpynoto, HeoboB'si3KOBO  3amiwleHoo Big 1 go 3
3amicHMKamu, BUbpaHumu 3

(i) aToma ranoreHy, Ta

(i) Cie-ankinbHoi rpynu, Ta

HeobOB'A3KOBO 40AATKOBO 3aMileHe Big 1 4o 3 aToMamu ranorexy.

[5]

N'-{(2S,3R,4S)-1-(azeTnanH-1-kapboHin)-4-ptop-2-[(2-dpTOp-3'-MeTun[1,1'-BicpeHin]-3-
in)meTtun]niponiguH-3-in}-N,N-anmeTnncipyaHoi kucnotu giamia abo 1oro cinb.

[6]

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-BicdbeHin]-3-in)metnn]-4,4-gndpTop-1-(2-MeTrnnponaHoin)niponiamH-3-
inJeTaHcynbgoHamig abo 1oro cine.

[7]

N-{(2S,3R)-4,4-gndT0op-1-(2-rigpokcn-2-meTnnnponaHoin)-2-[(2,3',5'-tpudTtop[1,1'-6icpeHin]-3-
in)metun]niponignH-3-intetaHcynsdoHamig abo noro cine.

(8]

Nikapcbknii 3acib, AKMIN MICTUTL cnonyky abo cinb 3a 6yab-AKk1M i3 3a3HavYeHnx BuLe NyHkTiB [1] - [7].

[9]

Jlikapcbknin 3aci6 3a 3as3HayeHuMm Bulle nNyHKTOM [8], SKkMiA ABMAsie COOOK aroHICT OPEKCUHOBOTO
peuentopa Tuny 2.

[10]

Jlikapcbknin 3acid 3a 3a3HaydeHMM BuULLEe NMYHKTOM [8], sikuin siBnsie coboto areHT Ans npodginakTukn abo
NiKyBaHHS HapKoencil.

[11]

Cnonyka abo cinb 3a 0yab-gkuMm i3 3a3HaveHux Buwe NyHkTiB [1] - [7] 4na 3acTocyBaHHsS B NpodinakTmui
abo nikyBaHHi HapKkonencii.

[12]

Cnocib akTuBaujii OpeKCMHOBOro peuenTopa TuUMy 2 y CcaBLUiB, SKMN BKMAOYae BBeOEHHSA edeKkTUBHOI
KinbKOCTi cnonykun abo coni 3a 6yab-AkMM i3 3a3HayYeHnx Bue NyHKTiB [1] - [7] ccaButo.

[13]

Cnoci6 gna npodinaktukm abo nikyBaHHA HapKonencii y ccasuiB, KM BKNIOYaAE BBEOEHHS eeKTUBHOI
KinbKOCTi cnonykun abo coni 3a 6yab-AkMM i3 3a3HayeHnx BuLe NyHkTiB [1] - [7] ccaButo.

[14]

3acTtocyBaHHsA cnonyku abo coni 3a 6yab-AkMM i3 3a3HavyeHux BuLle NyHKTiB [1] - [7] Ana BMpobHMLTBA
areHTa gns npodpinaktnkn abo nikyBaHHA HapKonencii.

TexHiuHUA ecbekT BUHaxoay

Cnonyka 3a npeAcTaBneHUM BMHAxXOO4OM Ma€ aroHIiCTUYHY akTUBHICTb LLOAO OPEKCMHOBOrO pelenTtopa
TUNYy 2, Ta € NPUNHSATHOIO SK areHT Ans npodinakTukn abo NikyBaHHSA HapKonencii.

(deTanbHun onuc BMHaxoay)

Bu3aHayeHHsA KOXHOro 3aMmiCHMKa, BUKOPUCTAHE B MNpeacTaBfieHOMY OMUCi MNpPeAcTaBnsie cobok
BM3HAYEHHS, AeTarlbHO OMNUCaHe HAacCTYMHMM YMHOM. FKLWO He3as3Ha4yeHO iHWe, KOXEH 3aMiCHUK Mae
HaCTyMNHe BM3HAYEHHS.

B npeacrtaBneHomMy onwuci, Nnpuknaam "atomMy rasioreHy" BkntovatroTb Top, Xrop, 6pom Ta nog.

B npenctasneHomy onuci, npuknaau "Ci-e-ankinbHoi rpynu" BKAYaTb METUN, eTun, nponin, isonponin,
6yTun, i306yTUn, BTOP-6yTUN, TPET-OYTUN, NEHTWN, i30NEHTWN, HEONEHTWA, 1-eTUNNPONIN, rekcun, i3orekcun,
1,1-gumeTundyTtun, 2,2-gumetnnoytun, 3,3-gumeTnnbyTun Ta 2-eTunoyTun.

B npencraBneHomy onuci, npuknaam "HeoboB'A3KoBO ranoreHoBaHoi Ci-e-ankinbHoi rpynu" BKIOYaloTb
Cie-ankineHy rpyny, sika HeoOOB'I3KOBO MiCTWUTb Big 1 A0 7, nepeBaxHo Big 1 o 5, aTomiB ranoreHy.
KoHKpeTHI npuknagu iX BKMHOYalTb METUM, XNOpMeTwun, AudpTopmeTun, TpUXnopmeTun, TpudptopmeTun,
etun, 2-6pometun, 2,2,2-tpudTopetun, TeTpadTopeTun, neHtadTopeTwsn, nponin, 2,2-gudTopnponin,
3,3,3-TpudpTopnponin, izonponin, 6ytun, 4,4,4-tpucptopbyTnn, i300yTnn, BTOP-OyTUN, TPET-OyTuUn, NeHTun,
i3oneHTun, HeoneHTun, 5,5,5-TpudTopnNeHTUnN, rekcnn Ta 6,6,6-TpudTOpPrekcusn.

B npegcrtaBneHomy onuci, npuknagu "Cz-s-ankeHinbHOI rpynu" BKMNOYaTb eTeHin, 1-nponeHin, 2-
nponexin, 2-metun-l-nponeHin, 1-6yteHin, 2-6yteHin, 3-0yTeHin, 3-mMeTun-2-OyTeHin, 1-neHTeHin, 2-
NeHTeHIN, 3-NeHTeHIn, 4-neHTeHin, 4-MmeTnn-3-neHTeHin, 1-rekceHin, 3-rekceHin Ta 5-rekceHin.

B npeacrasneHomy onuci, npuknaan "Cz-e-ankiHineHoi rpynu" BKNIOYaTb eTUHIN, 1-NponiHin, 2-nponiHin,



1-6yTuHin, 2-6yTuHIin, 3-6yTWHIN, 1-NEHTUHIN, 2-NEHTWHIN, 3-NeHTUHIN, 4-NEeHTUHIN, 1-rekCuHIn, 2-rekcuHin, 3-
FEKCUHIN, 4-reKCuHin, 5-rekCuHin Ta 4-mMmeTun-2-neHTuHIn.

B npencrasneHomy onuci, npuvknagyM "Caz-10-UMKNOAmMKiNbHOT rpynu"  BKMAKOYaKOTb  LIMKAONPOMIf,
UMKnobyTun, LMKITONEeHTUN, LMKIIorekcun, LumknorenTun, LIMKITOOKTWIT, Oiunkno[2.2.1]rentun,
6iunkno[2.2.2]oktun, 6iunkno[3.2.1]JokTnn Ta agamaHTu.

B npegcraBneHomy onuci, npuknagn "HeoboB'A3KOBO ranoreHoBaHoi Cas-1o-UMKIoankineHoi rpynn”
BKMtovaloTh Ca-10-LUMKNOAnKinbHy rpyny, sika HeoOOB'A3kKOBO MICTUTb Big 1 4o 7, nepeBaxHo Big 1 go 5,
aTtomiB ranoreHy. KoHKpeTHi npuknagu 1iX BKNOYaTb uuknonponin, 2,2-gudpTtopunknonponin, 2,3-
ANTOPUMKIONPONiN, UUKNOOYTUn, AMATOPUUKNOOYTUN, LUMKIONEHTUI, LMKIIOreKCun, uuknorentun Ta
LIMKIOOKTUI.

B npeacrtaBneHomy onuci, npuknaaum "Cs-10-LMKNOANKEHINbHOI rpynu" BKMYaOTb LUKNONPONEHiIn,
LUUKNOBYTEHIN, LIMKIONEHTEHIN, LIMKMOreKCeHin, LMKNOrenTeHin Ta LUKNOOKTEHIn.

B npegcrasneHomy onuci, npuknagu "Ce-14-apunbHoi rpynu” BknovatoTb deHin, 1-HadpTtun, 2-HadTtun, 1-
aHTpun, 2-aHTpun Ta 9-aHTpun.

B npeacrtaBneHomy onuci, npuknagm "Cris-apunankinbHoi rpynu" BkroyawTb OeH3un, deHeTtun,
HadpTUNIMETUN Ta doeHinnponin.

B npencrtaBneHomy onwuci, npuknagn "Cie-ankokcu rpynu" BKIHOYaOTb METOKCU, €TOKCU, MPOMOKCH,
isonponokcu, 6yTokcu, i306yTokcK, BTOp-0yTOKCH, TPET-OYTOKCH, MEHTUITOKCU Ta FEKCUITOKCMU.

B npegcraBneHomy onuci, npuknaam "HeoboB'si3koBO ranoreHoBaHoi Ci-s-ankokcu rpynu” BknovatoTb Cai.
6-arlkoKCK rpyny, sika HeoboB'A3koBO MICTUTL Big, 1 4O 7, nepeBaxHo Big 1 Ao 5, atomiB ranoreHy. KOHKpeTHi
npuknagn iX BKMOYAKTb METOKCUM, OUATOPMETOKCU, TPUPTOPMETOKCU, €TOKCU, 2,2,2-TpudpTopeToKkcu,
nponokcK, isonponokeu, 6ytokecn, 4,4,4-tpudptopbyTokck, i3obyTokcn, BTOpP-OYTOKCWM, NEHTUMNOKCKM Ta
FEKCUINOKCH.

B npegctaBneHomy onuci, npuknagn "Cs-10-UMKIOANKINOKCKM rpynn" BKMOYaOTb  LIMKIONPOMINOKCH,
UUKNOBYTUNOKCH, LIMKIOMEHTUITOKCH, LIMKIOrEKCUMOKCH, LIMKIOrenTUNOKCH Ta LIMKITOOKTUIOKCH.

B npepnctaBneHomy onuci, npuknagu "Cie-ankintio rpynu" BKNOYaTb METUMTIO, €TUNTIO, NPOninTio,
isonponinTio, 6yTMnTio, BTOP-6yTNNTIO, TPET-OYTWUNTIO, MEHTUNTIO Ta rEKCUNTIO.

B npegcraeneHomy onuci, npuknagm "HeoboB'ss3koBO ranoreHoBaHoi Cis-ankinTio rpynu" BkntovatoTb Ci-
6-arkKinTio rpyny, sika HeoboB'A3k0BO MICTUTL Big 1 4O 7, nepeBaxHoO Big 1 4o 5, atomiB ranoreHy. KOHKpeTHi
npuknagu ix BkNYalTb METUNTIO, ANPTOPMETUNTIO, TPMDOTOPMETUNTIO, €TUATIO, NPONINTIO, i3onponinTio,
6ytunTio, 4,4,4-TpncpTOPOYTUNTIO, NEHTUNTIO Ta rEKCUATIO.

B npencraBneHomy onwuci, npuknagn "Cie-ankinkapOoHinbHOi rpynn" BKNIOYAKOThL aueTuri, NponaHoin,
OyTaHoin, 2-MeTUnnponaHoin, neHTaHoin, 3-metunbyTtaHoin, 2-meTunbyTaHoin, 2,2-aAuMeTUnnponaHoin,
rekcaHoin Ta rentaHoin.

B npeacraeBneHomy onwuci, npuknagn "HeoBOB's3KOBO ranoreHoBaHoi Ci-s-ankinkapboHineHoi rpynu"
BkntoYalTb Ci-e-ankinkapBoHinbHy rpyny, ska HeoboB'a3koBO MiCTUTb Big4 1 0o 7, nepesaxHo Big 1 go 5,
atomiB ranoreHy. KoHKpeTHi npuknaguM ixX BKNOYAKOTb  aueTwun, xnopauetun, TpudTopaueTun,
TpuxnopaueTun, NponaHoin, OyTaHoin, NeHTaHoIN Ta rekcaHoin.

B npegcrtaeBneHomy onuci, npuknaam "Cie-ankokcMkapOOoHINbHOI rpynn" BKMOYaTb METOKCMKapOOHin,
eToKcHKapOOHin, nponokcukapboHin, idonponokcukap6oHin, GyTokcnkapOoHin, i306yTokcmkapboHin, BTOp-
OGyTokcHkapOOoHin, TpeT-6yToKCMKapPOOHIn, NEHTUNOKCMKAPOOHIN Ta rekCUNoKcMKapOOoHin.

B npenctaBneHomy onwci, npuknaam "Ce.14-apunkapOoHinbHoi rpynn” BkNoYaTb 6eH30in, 1-HadToin Ta
2-HadpTOoin.

B npeacraesneHomy onuci, npuknagun "Cr-1s-apunankinkapboHineHoi rpynu" BkMoYaoTh deHinayetnn ta
deHinnponioHin.

B npeactaBneHomy onwuci, npuknagu "Big 5- 0o 14-4neHHOi apoMaTU4HOI reTepouMKninkapOOoHINbHOI
rpynun" BKNOYaOTb HIKOTUHOIT, i30HIKOTUHOIM, TEHOIN Ta dypoin.

B npencraBneHomy onuci, npuknaau "Big 3- 4o 14-4neHHOi HeapoOMaTUYHOI reTepoUMKNINKapOoHInbHOT
rpynun" BKNtoYaoTb MOpdOniHinkapOoHin, ninepuanHinKapboHin Ta ninponiguHinkapOoHin.

B npegcraBneHomy onwuci, npuknagm "MoHo- abo pfi-Cie-ankinkap6amoinbHOi rpynu" BKHOYaOTb
mMeTunkapbamoin, etunkap6amoin, aumeTunkapdamoin, gietunkapbamoin Ta N-etun-N-meTtunkapbamoin.

B npencrtaeneHomy onwuci, npuknagm "MoHo- abo ai-Cr.is-apunankinkap6amoinbHoi rpynn” BKNOYaKTb
6eH3unkapbamoin Ta peHeTUNKkapbamoin.

B npencraesneHomy onuci, npuknaau "Ci-e-ankincynb@OHiNbHOI rpynn" BKMAYaOTb MeTUNCYnbdOHin,
eTuncynboHin, nponincynb@oHin, isonponincynbgoHin, 6yTuncynbgoHin, BTop-6yTuncynbgoHin Ta TpeT-
OyTMnCcynbdOoHin.

B npepncraBneHomy onuci, npuknagn "HeoboB'si3KOBO ranoreHoBaHoi Ci.s-ankincynbdoHinbHOI rpynn”
BkntoYaloThb Ci-6-ankincynb@oHinbHy rpyny, sika HeoboB'A3koBO MICTUTL Big 1 4o 7, nepeBaxHo Big 1 oo 5,
aTtomiB ranoreHy. KOHKpeTHi npuknagn IiX BKOYaTb METUACYNbMOHIN, AudTopMeTUNCYNbgOHIn,
TpudTOPMETUNCYNBbGOHIN, eTUNCYNbGOHIN, NPOoNiNcynb@OHIN, i3onponincynbgoHin, ByTuncynbdOoHIn,
4,4,4-tpndTOpOYTUNCYNBMOHIN, NEHTUNCYNbMOHIN Ta reKeuncynbqOoHin.

B npeactasneHomy onuci, npuknaau "Cs-14-apnncynb@oHinbHOI rpynu" BkMYaTb eHincynsgoHin, 1-



HapTMNCYNbOHIN Ta 2-HadTUNCYNbAOHIN.

B npeacrasneHomMy onuci, npuknaam "samicHuKa" BKMOYaOTb aTOM ranoreHy, LiaHo rpyny, HiTpo rpyna,
HeobOB'A3KOBO 3aMilleHy BYrneBOAHEBY rpyny, HEOOOB'I3KOBO 3aMilLeHy reTepOoUMKIIivHY rpyny, auurnbHy
rpyny, HeobOOB'I3KOBO 3aMillleHy amiHO rpyna, HeoOOB'I3KOBO 3aMilleHy kapbamoinbHy rpyny,
HeobOB'A3KOBO  3aMillleHy TiokapOamoinbHy rpyny, HeobOOB'A3KOBO 3aMillleHy cynbdamoinbHy rpyny,
HeoOOB'A3KOBO  3aMilLleHy TigpoKCcu rpyny, HeobOB'A3KOBO 3amilleHy cynbdaHineHy (SH) rpyny Ta
HeOobOB'A3KOBO 3aMiLLEHUIA CUTISBHY rpyny.

B npegcraeneHomy onuci, npuknagu "BYrneBOAHEBOI rpynu" (BKkrodaroum "BYrneBOAHEBY rpyny”
"He0oBOB'A3KOBO 3aMilLleHOi BYyrneBoAHeBOI rpynu") BkntovatoTb Cis-ankinbHy rpyny, Ca-s-ankeHinbHOI rpynu,
Czs-ankiHinbHoi rpynu, Cs-1o-umnknoankineHy rpyny, Cs-io-uuknoankeHinbHy rpyny, Ce-14-apuneHy rpyny 1a Cr-
16-apUnankinbHy rpyny.

B npepcrtaBneHomy onuci, npuknagn "HeobOB'A3KOBO 3aMillleHOi BYrneBOAHEBOI rpynu" BKMOYalOTb
BYrneBOAHEBY rpyna, sika HeoboB'A3KOBO MICTUTbL 3aMiCHUK(M), BUBpaHi 3 HacTynHol rpynun A 3amiCHUKIB.

[rpyna A 3amicHuKkiB]

(1) aTom ranoreHy,

(2) HiTpo rpyna,

(3) uiaHo rpyna,

(4) okco rpyna,

(5) rigpokewu rpyna,

(6) HeoboB'A3kOBO ranoreHoBaHa Ci-6-anKoKCK rpyna,

(7) Ce-14-apvnokeu rpyna (Hanpuknag, eHoKCH, HadTOKCK),

(8) Cr-16-apunankinokcu rpyna (Hanpvknag, 6eH3nnokcu),

(9) Big 5- Ao 14-yuneHHa apoMaTU4YHa reTepoLMKNINOKCK rpyna (Hanpuknaa, nipuanrnokcu),

(10) Big 3- po 14-uneHHa HeapomaTuM4yHa reTEepPOUMKIIINOKCK rpyna (Hanpuknag, MopdoniHinokem,
ninepuanHinokcu),

(11) Cie-ankinkapboHinokcu rpyna (Hanpuknag, aueToKCcu, NPonaHoinokeu),

(12) Ce-14-apunkapOoHinokcu rpyna (Hanpuknag, 6eHsoinokcu, 1-HadToinokeu, 2-HadToiNoKeK),

(13) Cuie-ankokcmkapOOHinokcn rpyna (Hanpuknag, MEeTOKCMKapOOHINoKeH, eToKcukapboHinokey,
NPOMNOKCMKapOOoHinokcu, 6yTokcnkapOoHinokeu),

(14) MOHO- abo  pi-Cie-ankinkapbamoinokcu rpyna (Hanpuknag, MeTunkapbamoinokcu,
eTunkapbamoinokcu, AuMmeTunkap6amMoinokcu, gieTunkapbamoinokem),

(15) Ce-14-apurnikapbamMoinokcu rpyna (Hanpuknag, geHinkapdamoinokcu, HadpTunkapbamoinokecm),

(16) Big 5- 0o 14-yneHHa apomaTUYHa reTepouuKninKapboHiNokcK rpyna (Hanpuknag, HiKOTUHOIMNOKCK),

(17) Big 3- po 14-uneHHa HeapomaTuMyHa reTepounkninkapboHinoken rpyna (Hanpuknag,
MopdoniHinkapOoHinokeu, ninepnanHinkapboHinokeu),

(18) HeoboB'a3koBo ranoreHoBaHa Ci-s-ankincynbOHINOKCK rpyna (Hanpuknag, MeTuncynbdOHINoKeK,
TpupTopMETUNCYNBAOHINOKCK),

(19) Ce-14-apuncynb@OHINoKkcK rpyna HeoboB'a3koBO 3amiwieHuin Cie-ankinbHOK rpynoto (Hanpuknag,
heHINCcynbMOHINOKCK, TONYOoncynb@OHINOKCK),

20) HeoboB'A3KOBO ranoreHoBaHa Ci-s-ankinTio rpyna,

1) Big 5- fo 14-uneHHa apomaTu4Ha reTepouUuKmivyHa rpyna,

2) Big 3- fo 14-yneHHa HeapomaTW4yHa reTepouukIiyHa rpyna,
3) cbopmMinbHa rpyna,

4) kapbokcu rpyna,

25) HeoOOoB'A3kOBO ranoreHoBaHa Ci-s-arnkinkapboHinbHa rpyna,

(26) Cs-14-apunkapOoHinbHa rpyna,

(27) Big 5- 0o 14-yneHHa apomaTnyHa reTepouuKninkapboHinbHa rpyna,

(28) Big 3- po 14-uneHHa HeapomaTU4yHa reTepoLMKIlinkapOoHineHa rpyna,

(29) Ci-6-ankokcmnkapboHinbHa rpyna,

(30) Ce.14-apunokcukapboHinbHa rpyna (Hanpuknag, deHinokcukapboHin, 1-HadTunokcukapboHin, 2-
HadTUNOKCUKapOOHin),

(31) Cr-16-apunankinokcukapboHinbHa rpyna (Hanpuknag, 6eH3nnokcnkapOboHin, deHeTUNoKcMKkapOoHin),

(32) kapbamoinbHa rpyna,

(33) TiokapbamoinbHa rpyna,

(34) moHo- abo pi-Ci-s-ankinkapbamoinbHa rpyna,

(35) Ce-14-apunkapbamoinsHa rpyna (Hanpwuknag, dpeninkapbamoin),

(36) BiO 5- po 14-uneHHa apomaTtuMyHa reTepouukninkapbamoinbHa rpyna  (Hanpuknag,
nipugunkapb6amoin, TieHinkap6amoin),

(37) Bi@m 3- [0 14-yuneHHa HeapomaTuyHa reTepouukninkapbamoinbHa rpyna (Hanpuknag,
MopdoniHinkapbamoin, ninepuauHinkapbamoin),

(38) HeoboB'A3koBO ranoreHoBaHa Ci-s-ankincynboHinsHa rpyna,

(39) Ce-14-apuncynbdoHinbHa rpyna,
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(40) Big 5- po 14-yneHHa apomaTudHa reTepouUMKnincynb@OHINbHa rpyna  (Hanpuknag,
nipuauncynb@OHin, TIEHINCYNbOHIN),

(41) HeoboB'a3koBo ranoreHoBaHa Ci-s-ankincynbiHineHa rpyna,

(42) Ce1s-apuncynbiHineHa rpyna (Hanpuknag, deHincynbdinin,  1-HadTUNCynbgiHIn, 2-
HadpTMNCynbiHin),

(43) Bim 5- po 14-uneHHa apomMaTudHa reTepouMKnincynbdiHinbHa rpyna (Hanpuknag,
nipuguncynbdiHin, TieHincynbgiHin),

(44) amiHo rpyna,

(45) moHO- abo pi-Cie-ankinamiHo rpyna (Hanpuknag, MeTUnamiHo, eTunamiHo, MponinamiHo,
isonponinamiHo, OyTunamiHo, AMMeTUNamiHO, AieTunamiHo, AunponinamiHo, AubytunamiHo, N-eTun-N-
MeTunamiHo),

(46) moHo- abo ai-Ce-14-apunamiHo rpyna (Hanpwviknag, derinamido),

(47) Big 5- po 14-uneHHa apomaTU4Ha reTepouUMKinamMiHo rpyna (Hanpuknag, nipugunamiHo),

(48) Cr-16-apunankinamito rpyna (Hanpuknag, 6eHsnnamido),

(49) dopminamiHo rpyna,

(50) Ci-e-ankinkapboHinamiHo rpyna (Hanpuknag, auetTunamMiHo, nponaHoinamiHo, 6ytaHoinamiHo),

(51) (Cre-ankin)(Ci-e-ankinkapbonin)amiHo rpyna (Hanpuknag, N-auetun-N-meTunamiHo),

(52) Ce-14-apurnkapOoHinamiHo rpyna (Hanpuknag, deHinkapboHinamiHo, HadTunkapboHinamiHo),

(53) Cuie-ankokcukapboHinamiHo rpyna (Hanpuknag, MeTokcukapOoHinamiHo, eTokcukapOoHinamiHo,
nponokcmkapboHinamiHo, 6yTokcmkapboHinamiHo, TpeT-0yTokcukapboHinamiHo),

(54) Cras-apunankinokcvkapboHinamiHo rpyna (Hanpuknag, 6eH3unokcmkapboHinamiHo),

(55) Cie-ankincynboHinamiHo rpyna (Hanpuknag, MeTuncynb@oHinamMmiHo, eTUncynbgoHinamiHo),

(56) Ce-14-apuncynbdoHinamiHo rpynna, HeoboB'a3koBO 3amiweHa Cie-ankinbHOW rpynoto (Hanpuknag,
deHincynbgoHinamiHo, Tonyoncynb@oHinamiHo),

(57) HeoboOB'A3kOBO ranoreHoBaHa Ci-s-ankinbHa rpyna,

(58) Cz-6-ankeHinbHa rpyna,

(59) Cos-ankiHineHa rpyna,

(60) Cs-10-UmknoankineHa rpyna,

(61) Cs-10-UmKnoankeHinoHa rpyna ta

(62) Ce-14-apunbHa rpyna.

KinbkicTb 3a3HadeHuX BULLE 3aMiCHUKIB B "HEODOB'A3KOBO 3aMilLeHill BYrneBoAHEBI rpyni" CTaHOBUTD,
Hanpuknag, Big 1 oo 5, nepeBaxHo Big 1 go 3. Konu KinbkicTb 3aMiCcHMKIB CTaHOBWUTL ABa abo Oinblue,
npeacTaBneHi 3amiCHUKM MOXyYTb ByTy ogHakoBMMUK abo pisHMMM.

B npeactaBneHomMy onuci, Npuknagu "reTepoumknivyHoi rpynu" (Bkm4vawunm "reTepouuknivyHy rpyny”
"HeO0BOB'A3KOBO 3aMilLleHOl reTepoumMKNiYHOI rpynn") BkNoYalTh (i) apoMaTuyHy reTepoumknidHy rpyny, (ii)
HeapomaTuyHy reTepoumkniyHy rpyny Ta (iii) 7-10-4neHHy MIiCTOYKOBY reTepouMKnivyHy rpyny, Ae KOXHa
MICTUTb, SIK KinbLie-yTBOPHOIOYMIA aTOM Kpim aTomy Byrneuto, Big 1 go 4 retepoatomis, BUGpaHux 3 atomy
as30Ty, aTOMY CipK/ Ta aTOMY KUCHIO.

B npeacraBneHomMy onuci, Npuknagu "apomaTnyHol reTepoLumkrivyHol rpynu” (Bkniovaroum "Big 5- go 14-
UYNeHHy apomaTWyHy reTepouuknivyHy rpyny") BknoyawTb Big 5- oo 14-uneHHy (nepesaxHo Big 5- go 10-
YNIEHHY) apOMaTUYHY reTepPOLUKIIYHY rpyny, sika MICTUTb, SK KiNnbLe-yTBOPIOKYMIA aTOM KpiM atoMy kapOoHy,
Bia 1 40 4 reTepoaTomiB, BUOpaHMX 3 aTOMy a30Ty, aTOMY CipKu Ta aTOMy KUCHIO.

MepeBaxHi NpuknNaam "apoMaTUYHOI reTepPOLMKIIYHOI rpynn" BKNIOYaKTL 5- a0 6-4neHHi MOHOLUMKIIYHI
apoMaTtuyHi reTepouuKmivHi rpynu, Taki §K TieHin, dypwn, niponin, iMmigasonin, nipasonin, Tiasonin,
i3oTiazonin, okcasonin, i3okcasonin, nipugun, nipasuHin, nipumiguHin, nipugasudin, 1,2,4-okcagiasonin,
1,3,4-okcagiasonin, 1,2,4-Tiagiasonin, 1,3,4-Tiagiasonin, TpMasonin, TeTpasonin, TpMasuHin Ta nogioHe; Ta

8-14-uneHHi aHenbOBaHi MOMIUMKNIYHI (NepeBaxHO 6i- abo TPUUUMKMIYHI) apOMaTU4Hi reTepoLUKiYHi
rpynu, Taki sk OeHsoTiodeHin, ©eH3odypaHin, O6eHsimigasonin, 6eHsokcasonin, 6eH3izokcasonin,
OeH3oTiazonin, 6eHsi3oTiazonin, ©OeH30TpMasonin, iMigasonipuavHin, TieHOMipUAKUHIN, dyponipuanHin,
nipononipnauHin, nipasononipuanHin, oKcas3ononipuanHIn, TiasononipnauHin, imigasonipasuHin,
iMigasonipumiguHin,  TieHonipuMiguHIn,  cyponipumiguHin,  nipononipumianHIn,  nipasononipumianHin,
oKcasononipuMiguHin, TiazononipumiguHin, nipasonoTpuasuHin, HadTo[2,3-b]TieHin, deHokcariiHin, iHgonin,
isoiHgonin, 1H-iH@asonin, nypuHin, i30xiHonin, XxiHomin, dTanasuHin, HadTUPIaMHIN, XiHOKcaniHin,
XiHa30nMiHiN, uiHoniHin, kapbasonin, B-kapboniHin, deHaHTPUANHIN, akpUaWHIN, deHasuHin, deHoTiasnHiIn,
deHokcasuHin Ta noaibHe.

B npepcraBneHomMy onuci, npuknagn "HeapoMaTUYHOI reTepounKnivyHOI rpynn” (Bkntovaroumn "Big 3- Ao
14-yneHHy HeapoMaTW4HY reTepouUUKNiYHy rpyny") BkrodawTb Big 3- A0 14-uneHHy (nepeBaxHo 4-10-
UIEHHY) HeapoMaTUYHY TeTEePOLMKIIYHY Tpyny, sika MICTUTb, SIK KiNbLEe-yTBOPKKYNA aToM, KpiM aTtomy
KapOoHy, Big 1 4o 4 reTepoatomis, BUOpaHUX 3 aTOMY a30Ty, aTOMY CipKun Ta aTOMY KUCHIO.

MNepeBaxHi npuknagn "HeapoMaTUYHOI FreTepOoUMKIIYHOI rpynu” BKMOYaTb 3-8-YneHHi MOHOLMKAIYHI
HeapoMaTWU4Hi FreTepoUMKNIYHI rpynn, Taki 9K asvpuauHIn, OKCUpaHin, TiipaHin, aseTuauHin, oKceTaHin,
TieTaHin, TeTparigpoTieHin, TeTparigpodypaHin, niponiHin, ninponiavHin, imigasoniHin, iMigasoniguHin,



OKCa30miHiN, oKcasonigwHin, nipasoniHin, nipasoniguHin, TiasoniHin, TiazoniauHin, TeTparigpoizoTiasonin,
TeTparigpookcasonin,  TeTparigpoizookcasonin, ninepuaunHin, ninepasuHin,  TeTparigponipnanHin,
auvrigponipMavHin, gurigpoTionipadin, TeTparigponipMMiauHin, TeTparigponipugasuHin, - gurigponipaHin,
TeTparigponipaHin, TeTparigpoTionipaHin, mopdoniHin, TioMopdoniHin, asenaHin, AiasenaHin, asenidin,
oKcenaHin, a3okaHin, giasokaHin Ta noaioHe; Ta

9-14-yneHHi aHenboBaHi NoniuMKnivHi (NepeBaxxHO Oi- abo TPULMKNIYHI) HeapoMaTUYHI reTepOLMNKIIYHI
rpynu, Taki sk gurigpobeHsodypanin, gurigpobeHsimigasonin, aurigpobeHsokcasonin, aurigpobeHsoTiazonin,
aurigpobeHsisoTiasonin,  aurigpoHadTo[2,3-b]TieHin,  TeTparigpoisoxiHonin, TeTparigpoxiHonin, 4H-

XiHOMi3uWHinN, iHAONIHIN, i30iHOONIHIN, TeTparigpoTieHo[2,3-C]nipuanHin, TeTparigpobeH3aseniHin,
TeTparigpoxiHoKcaniHin, TeTparigpoeHaHTpUANHIN, rekcarigpodeHoTiasunHin, rekcarigpogeHoKkcasuHin,
TeTparigpodTanasuHin, TeTparigpoHadTMpianHiIn, TeTparigpoxiHasoniHin, TeTparigpouiHoniHin,

TeTparigpokapbasonin, TeTparigpo-6eta-kapboniHin, TeTpariapoakpuaunHin, TeTparigpodeHasuHin,
TeTparigpoTiokcaTeHin, oKkTarigpoi3oxiHonin tTa noaidHe.

B npegcraBneHomy onwuci, nepeBaxHi npuknagu "7-10-4neHHOI MICTOYKOBOI reTepoLmkniyHol rpynn”
BKIOYaOTh XiHYKNiAMHIN Ta 7-a3abiumkno[2.2.1]renTaHin.

B npegcraesneHomy onuci, npuknagu "reTepouukrivyHoi rpynu, €dKka MICTUTb asoT, BKNHOYalTb
"reTepoumKnivHy rpyny", ska MiCTUTb, LLOHaNMEHLLE, OOWUH aTOM a30TY, K KifbLe-yTBOPIOYNA aTOM.

B npepnctaBneHomy onuci, npuknagn "HeobOB'A3KOBO 3aMilLeHO| reTepouMKiYHOI rpynn” BKITHOYATb
reTepouMKIiYHy rpyny, sika HeoOOB'A3KOBO MICTUTb 3aMiCHUK(M), BUOpaHuiA(i) i3 3a3HayeHoi Bulle rpynu A
3aMiCHUKIB.

KinekicTb 3amicHuKIB B "HEODOB'A3KOBO 3aMilLlEHiln reTepoLMKIiYHIN rpyni" cTaHOBUTL, Hanpuknag, Big 1
Ao 3. Konu kinbkicTb 3aMiCHMKIB CTaHOBUTb ABa abo 6Ginble, npeactaBneHi 3amiCHUKM MOXYTb OyTn
OfHaKoBMMUK abo Pi3HUMMU.

B npeactaBneHomy onwuci, Nnpuknagn "auunbHoi rpynn" BkNOYalTb POPMINbHY rpyny, kapbokeu rpyny,
kapbamoinbHy rpyny, TiokapbamoinbHy rpyny, cynbdiHO rpyny, cynbdo rpyna, cynbdamoinbHy rpyny Ta
¢ocdhOoHO rpyny, KoxHa 3 AkMx HeobOB'A3KOBO MiCTUTL "1 abo 2 3amicHukKM, BUOpaHi 3 Ci-e-ankinbHOI rpynu,
Ca-6-ankeHinbHoi rpynu, Cs-io-umknoankineHoi rpynu, Cs.io-UUKNoankeHinbHoi rpynu, Ce-14-apuibHOI rpynu,
Cr-16-apunarnkinbHoi rpynu, Big 5- oo 14-yneHHoi apoMaTU4HOI reTepouurKkniyHol rpynu Ta Big 3- oo 14-
YIIeHHOT HeapOoMaTMYHOI reTepPOLMKNIMHOT FpynK, aMiHO rpyny Ta MOHO- abo Ai-Ci-s ankin-amiHo rpyny, KoxHa
3 sfKkMX HeoOOB'AI3KOBO MicTUTb Big 1 A0 3 3amicHukiB, BMOpaHMX 3 aTtomy ranoreHy, HeobOB'A3KOBO
ranoreHoBaHoi Ci.6-ankOKCU rpynu, rigpoKcu rpynu, HiTpo rpynu, LwiaHo rpynu, aMiHo rpynu Ta kapbamoineHoi
rpynn".

Mpuknagn "aunnbHoI rpynn" Takox BKNIOYaTb BYrneBOAHEBO-CYNbMOHIMNbHY rpyny,
reTepoumKnincynb@OHiNbLHY rpyny, ByrneBOAHEBO-CYNbMiHINbHY rpyny Ta reTepounKnincyns@iHinsHy rpyny.

B paHomy OOKyMeHTi BYrneBOAHEBO-CYMNb(OHINbHa rpyna o3Havyae cynb@OHINbHY rpyny, 3B'a3aHy 3
BYrNEBOAHEBOK TPYNOLD, reTepouunKninCcynb@OHinbHa rpyna o3Hayae Cynb(OHiNbHY rpyny, 3B'A3aHy 3
reTepoLMKIIYHO rPYyrnot, BYrNEBOAHEBO-CYrbMiHiNbHa rpyna o3Havae cynbdiHiNbHY rpyny, 3B'd3aHy 3
BYrNeBOAHEBOKO TPYyno, Ta reTepounknincynb@iHinbHa rpyna o3Hayae cynb@iHinbHy rpyny, 3B'a3aHy 3
reTepoLMKIYHOK rpymnoto.

MepeBaxHi npuknagu "auwnbHOi rpynu" BKNOYaKOTb GOPMINbHY rpyny, kapbokcu rpyny, Cie-
ankinkapOoHinbHy  rpyny, C2-6-ankeHinkapboHinbHy  rpyny  (Hanpuknag, KPOTOHOII), Cs-10-
LMKIToanKinkapboHinbHy rpyny (Hanpuknag, unknobyTaHkapboHin, LMKnoneHTaHkapboHin,
LMKIorekcaHkapboHin, umknorentaHkapOoHin), Cas-1o-UMKNOANKeHinkapboHinbHy rpyny (Hanpuknag, 2-
uuknorekceHkapboHin), Ce.14-apunkapboHinbHy rpyny, Crz.is-apunankinkapboHineHy rpyny, Big 5- go 14-
YNEeHHY apoMaTU4yHy reTepouMKNinKapboHinbHy rpyny, Big 3- [0 14-4feHHy HeapoMaTu4Hy
retepoumkninkapboHineHy rpyny, Caie-ankokcmkapboHinbHy rpyny, Ce.14-apUNoOKCUKapOOoHInbHy rpyny
(Hanpuknag,  deHinokcnkapboHin,  HadTunokcukapboHin),  C7.1e-apunankinokCukapOoHinbHY  rpyny
(Hanpuknag, ©eH3unokcukapboHin, deHeTunokcukapOoHin), kapbamoinbHy rpyny, MOHO- abo pgi-Cie-
ankinkapbamoineHy rpyny, MoHo- abo gi-Cz-e-ankeHinkapbamoinbHy rpyny (Hanpuknag, gianinkapbamoin),
MOHO- abo pfi-Cs-10-UMKnoarnkinkapbamoinbHy rpyny (Hanpuknag, uvknonponinkapbamoin), MmoHo- abo ai-Ce-
14-apunkapbamoinbHy rpyny (Hanpuknag, dgeHinkapbamoin), MoHo- abo gi-Cr.is-apunankinkap6amoinsHy
rpyny, Big 5- 4O 14-4neHHy apoMaTtuyHy retepouukninkapbamoineHy rpyny (Hanpuknag, nipyuaunkapbamoin),
N-C1e6 ankin-N’,N’-gi-Ci.6 ankinrigpasvH-kapboHinbHy rpyny, TiokapbamoinbHy rpyny, moHo- abo gai-Ci-e-
ankinTiokapbamoineHy rpyny (Hanpuknag, metuntiokapbamoin, N-eTun-N-meTuntiokapbamoin), MoHo- abo
ni-Ca.e-ankeHintiokapbamoinbHy  rpyny  (Hanpuknag, Aianintiokapbamoin), MoHo- abo  gi-Cs.o-
uuknoankintiokapbamoineHy rpyny (Hanpuknag, Uukrnonponintiokapbamoin, uuknorekcunriokapbamoin),
MOHO- abo pAi-Ce14-apunTiokapbamoinbHy rpyny (Hanpuknag, deHintiokapbamoin), MoHo- abo Ai-Cr-1e-
apunarnkintiokapbamoinbHy rpyny (Hanpuknag, 6eHsunTtiokapbamoin, deHeTunTiokapbamoin), Big 5- oo 14-
UNEeHHY apoMaTu4Hy reTepouukninTiokapbamoineHy  rpyny  (Hanpuknag, nipugunTiokapbamoin),
cynb@iHinbHy rpyny, Cie-ankincynb@iHinbHy rpyny (Hanpuknag, MeTurncynbiHin, eTuncynbdidin),
Ccynb@oHiInbHY rpyny, Cie-ankincynbdoHinbHy rpyny, Ce-14-apuncynb@oHinbHy rpyny, docdoHo rpyny Ta
MOHO- abo  pi-Cie-ankingocdoHo  rpyny (Hanpuknag, AumetundocdgoHo,  aieTnundocgoHo,



aiisonponingocdoHo, AnbyTundoctoHo).

B npeacrtaBneHomMy onuci, npuknagun "HeoboB'A3KOBO 3aMillleHOi aMiHO rpynun" BKIOYaTb amiHO rpyny,
sika HeoboB'sA3KOBO MICTUTL "1 abo 2 3amicHuKkK, BUbpaHi 3 Ci-e-ankinbHoi rpynu, Cz-e-ankeHineHoi rpynu, Ca-
10-UmKnoankineHoi rpynu, Ce-14-apunbHoi rpynn, Cr-is-apunankinbHoi rpynu, Ci-s-ankinkapOoHinbHOI rpynu,
Ce-14-apunkapboHinbHoi rpynn, Cr-ie-apunankinkapboHineHoi rpynu, Big 5- A0 14-yneHHOi apomaTuyHOI
reTepoLMKIiNkKapboHinbHOI rpynu, Big 3- A0 14-4nNeHHOI HeapoMaTU4YHOI reTepoLUMKNINKapOOoHINbHOI rpynu,
C1-6-ankokcukapboHineHoi rpynu, Big 5- 0o 14-4neHHOi apoMaTUYHOI reTepOLMKNIYHOI rpynu, kap6aMoinbHOT
rpynu, MmoHo- abo gji-Ci-e-ankinkapbamoinbHoi rpynun, MoHo- abo ai-Cr-1s-apunankinkapbamoinbHoi rpynu, Ci-
6-ankKincynb@oHiNeHoi rpynu 1a Ce-14-apuncynbgOHINbHOI Fpynu, KOXHa 3 SIKMX HeODOB'sI3KOBO Mae Big 1 Ao
3 3amicHukiB, BUGpaHux 3 rpynu A 3amMiCHUKIB".

MepeBaxHi NpuknaaM HeOBOB'A3KOBO 3aMilLeHOl aMiHO rpynu BKNOYaOTb aMiHO rpyny, MOHO- abo Ai-
(HeoboB'A3k0BO ranoreHoBaHun Cie-ankin)amiHo rpyny (Hanpuknag, mMeTunamiHo, TpudTopMeTurnamiHo,
anmeTunamiHo, eTunamiHo, gieTunamiHo, nponinamiHo, AnbyTunamiHo), MoHo- abo Ai-Cz-s-ankeHinamiHo
royny (Hanpuknag, AgianinamiHo), MoHo- abo  gi-Csio-umkrnoankinamiHo  rpyny  (Hanpuknag,
LUMKNonponinamiHo, LUMKNorekcunamiHo), MoHo- abo ai-Ce-14-apunamiHo rpyny (Hanpuknag, ¢eHinamiHo),
MOHO- abo pfi-Cr.ie-apunankinamiHo rpyny (Hanpuknag, G6eHsunamiHo, AMGeH3unamiHo), MoHo- abo au-
(HeoboB'A3kOBO  ranoreHoBaHun Ci-s-ankin)kapboHinamiHo rpyny  (Hanpwvknag, aueTunamiHo,
nponioHinamiHo), MoHo- abo Aai-Ce.14-apunkapboHinamiHo rpyny (Hanpwuknag, 6eH3oinamiHo), MmoHo- abo ai-
Cr-16-apunankinkapboHinamido rpyny (Hanpuknag, 6eHsunkapOoHinamiHo), mMoHo- abo gu- Big 5 go 14-
YNIeHHY apoMaTU4YHy reTepoumKninkapboHinamiHo rpyny (Hanpuknag, HIKOTUHOINAaMIHO, I30HIKOTMHOINaMIHO),
MOHO- abo au-Big 3- J0 14-uneHHy HeapomaTuyHy reTepouumkninkapboHinamiHo rpyny (Hanpwvknag,
ninepugunHinkapboHinamiHo), MoHo- abo  fi-Ci-e-ankokcukapboHinamiHo  rpyny  (Hampuknag, TpeT-
O6yTokcunkapboHinamiHo), Big 5- A0 14-uneHHy apomaTtudHy reTepouukninamiHo rpyny (Hanpuknag,
nipynamnamito), kapbamoinamiHo rpyny, (MoHo- abo gi-Cie-ankinkapbamoin)amiHo rpyny (Hanpwuknag,
meTunkapbamoinamiHo),  (MoHo-  abo  pi-Craie-apunankinkapbamoin)amiHo  rpyny  (Hanpwknag,
B6eHsunkapbamoinamiHo),  Cie-ankincynbdoHinamiHoO  rpyny  (Hanpuknag,  MeTurncyrnbdOHINamiHo,
eTuncynboHinamiHo), Ce-14-apuncynboHinamiHo rpyny (Hanpwvknag, deHnincynedoHinamiHo), (Cuie-
ankin)(Ci-s-ankinkap6oHrin)amiHo rpyny (Hanpuknag, N-auetun-N-metunamiHo) Ta  (Cis-ankin)(Ce-1a-
apwnkap6oHin)amiHo rpyny (Hanpuknag, N-6eH30in-N-meTunamiyo).

B npencraBneHomy onuci, npuknagn "HeobOB'A3KOBO 3aMillleHOl kapbamoinbHOI rpynu "BKMNOYaoThb
KapbamoineHy rpyny, sika HeoboB'a3koBo MiCTUTL "1 abo 2 3amicHukK, BUOpaHi 3 Cie-ankinbHoi rpynu, Ca.e-
ankeHineHol rpynu, Cs-o-umknoankineHoi rpynu, Ce1s-apunbHoi rpynun, Cras-apunarnkineHoi rpynu, Cie-
ankinkap6oHinbHoi rpynu, Ce-14-apunkapboHineHoi rpynu, Cr-1e-apunankinkapboHineHoi rpynu, Big 5- go 14-
YNEHHOI apoMaTu4HOI reTepounkninkapboHineHoi rpynu, Big 3- [0  14-yneHHoi HeapomaTUYHOI
reTepouukninkapboHinbHoi rpynu, Ci.s-ankokcukapboHinbHoOi rpynu, Big 5- A0 14-uneHHOi apomaTuyHOI
reTepoumkniyHol rpynu, kapbamoinbHoi rpynu, MoHo- abo Ai-Ci-e-ankinkapbamoinbHoi rpynu Ta MOHO- abo
ni-C7-16-apunankinkap6amoinbHoi rpynn, KoxHa 3 sKux HeobOoB'A3koBO MiCcTMTb Big 1 00 3 3aMmiCHuKiIB,
BMOpaHuX 3 rpynu A 3amiCHUKIB".

MepeBaxHi Npuknagn HEOOOB'A3KOBO 3aMillleHOT KapbaMOoiNbHOI rpyny BKMOYaTb KapbamoineHy rpyny,
MOHO- abo ai-Cie-ankinkapbamoineHy rpyny, MoHo- abo gi-Cae-ankeHinkap6amoinbHy rpyny (Hanpwvknag,
dianinkapbamoin), MOHO- abo An-Cs.10-UMKNoankinkapb6amoinbHy rpyny (Hanpuknag,
uuknonponinkap6amoin, yuknorekcunkapbamoin), MoHo- abo fi-Cs-14-apunkapbamoineHy rpyny (Hanpwuknag,
deHinkapbamoin), MoHo- abo  gi-Cr.is-apunankinkapbamoinbHy  rpyny, MoHo- abo  gi-Cie-
ankinkapboHinkapbamoinbHy rpyny (Hanpuknag, auetunkapbamoin, nponioHinkapb6amoin), moHo- abo gi-Ce-
14-apunkapboHinkapbamoinbHy rpyny (Hanpuknag, 6eHsoinkapbamoin) Ta Big 5- Ao 14-4neHHy apoMaTuyHy
reTepouukninkap6amoinesHy rpyny (Hanpvknag, nipugunkapbamoin).

B npegcrtaesneHomy onwuci, npuknagm "HeoboB'A3KOBO 3aMilLeHOoi TiokapbamoinbHOI rpynu" BKNOYaTb
TiokapbamMoinbHy rpyny, sika HeoboB'a3koBO MICTUTL "1 abo 2 3amicHukK, BUBpaHi 3 Ci-s-ankinbHoi rpynu, Co.
6-ankeHinbHoi rpynu, Cas-1o-umknoankinbHoi rpynu, Ce-14-apunbHoi rpynu, Cr.s-apunankineHoi rpynu, Ci-e-
ankinkap6oHrinbHoi rpynu, Ce14-apunkapboHineHoi rpynu, Cr-1s-apunankinkapboHinbHoi rpynu, Big 5- go 14-
YNIEHHOT apoMaTu4YHOI reTepounkninkapboHineHoi rpynu, Big 3- [0  14-4neHHoi  HeapomaTUYHOI
reTepoumkninkapOoHinbHoi rpynu, Ci.e-ankokCUkapOoHINbHOI rpynu, Big 5- g0 14-4neHHOi apomaTuyHOI
reTepouMKNiYHOI rpynn, kapbamoinbHOi rpynu, MoHo- abo Ai-Cie-ankinkapbamoinbHoi rpynu Ta MoHo- abo
0i-C7.16-apunarnkinkap0amMoinbHOT rpynn, KoxHa 3 skux HeobOoB'siI3KOBO Mae Big 1 go 3 3amicHukiB, BUOpaHMX
3 rpynu A 3amicHuKiB".

MepeBaxHi Npuknagn HeobOB'sI3KOBO 3aMilLleHOI TiokapbaMOinbHOT rpynu BKIOYaloTh TiokapbamMoinbHY
rpyny, MoHo- abo gi-Ci-e-ankintiokapbamoineHy rpyny (Hanpuknag, metunTtiokapbamoin, eTuntiokapbamoin,
anveTunTtiokapbamoin, gietunrtiokapb6amoin, N-etun-N-metunTtiokapbamoin), MoHo- abo  fi-Coe-
arnkeHinTiokapbamoinbHy rpyny (Hanpuknag, pianintiokapbamoin), MOHO- abo Ai-Cs-10-
uuknoankintiokapbamoineHy rpyny (Hanpuknag, Uukrnonponintiokapbamoin, uuknorekcunriokapbamoin),
MOHO- abo pAi-Ce14-apunTiokapbamoinbHy rpyny (Hanpuknag, deHintiokapbamoin), mMoHo- abo Ai-Cr-1e-
apunankintiokapbamoineHy rpyny (Hanpuknag, 6eHauntiokapbamoin, eHeTuntiokapbamoin), moHo- abo fi-



Cie-ankinkapboHintiokapbamoineHy rpyny (Hanpuknag, auetunTiokapbamoin, nponioHinTiokapbamoin),
MOHO- abo ai-Ce-14-apunkapboHintiokapbamoinbHy rpyny (Hanpuknag, 6eHsointiokapbamoin) Ta Big 5- go
14-4yneHHy apoMaTU4Hy reTepouunkninTiokapbamoinsHy rpyny (Hanpuknag, nipuguntiokapbamoin).

B npegcrtaBneHomy onuci, npuknaan "HeoOOB'A3KOBO 3aMilLieHOoT CcynbdaMoinbHOI rpynu” BKMAOYaTb
cynbdaMoinbHy rpyny, sika Heob0B'A3KOBO MiCTUTL "1 abo 2 3amicHuKkK, BUBpaHi 3 Ci.e-ankinbHoi rpynu, Ca.6-
ankeHinbHoi rpynu, Cas-1o-umknoankineHoi rpynu, Ce-14-apunbHoi rpynu, Cr.is-apunankinbHoi rpynu, Cie-
ankinkapboHinbHoi rpynu, Ce.14-apunkapOoHinbHoi rpynu, Cr.is-apunankinkapboHinbHoi rpynu, Big 5- go 14-
UNEHHOI apoOMaTUYHOI reTepouUMKNINKapOoHiNbHOT rpynu, Big 3- A0 14-4neHHOi HeapoMaTU4HOT
reTepoumkninkapOoHinbHoi rpynu, Ci.s-ankokcukapboHinbHOI rpynu, Big 5- g0 14-uneHHOi apomaTu4yHOI
reTepoLMKniyHoi rpynu, kapbamoinbHOi rpynu, MoHo- abo fai-Ci-e-ankinkap®amoineHoi rpynu Ta MoHo- abo
bi-Cr-16-apunankinkapb6amoinbHoi rpynn, KoxHa 3 skux HeobOoB'A3koBO MiCTUTb Big 1 go 3 3amicHuKiB,
BMOpaHmx 3 rpynu A 3amiCHuKIB".

MepeBaxHi npuknagm HeobOB'A3KOBO 3aMileHOi CyrbamMoinbHOT rpyny BKNOYaTb CYrnbdamMoinbHy
rpyny, MoHo- abo ai-Cie-ankincynbamoineHy rpyny (Hanpuknag, metuncynsdamoin, etuncynsdamoin,
anmeTtuncynsdamoin,  gietuncynbgamoin, N-eTun-N-meTuncynsamoin), MOHO- abo  pi-Cae-
ankeHincynbgamoinbHy rpyny (Hanpwuknag, gianincynedgamoin), MOHO- abo An-Cs-10-
UMKnoankincynbamoineHy rpyny (Hanpvknag, LUMKnonponincynbgamMoirn, LMKIorekcuncynbgamoin), MoHo-
abo pi-Ce.14-apuncynbdamoineHy rpyny (Hanpuknag, eHnincynedamoin), MoHo- abo pfi-Cr-1e-
apvnankincynsdamoinbHy rpyny (Hanpuknag, 6eHauncynbgamoin, dpeHeTuncynbsgamoin), MoHo- abo gi-Ci-
s-arnkinkapOoHincynbdamoineHy rpyny (Hanpvknag, auetuncynbgamoin, nponioHincynsdamoin), MoHo- abo
Ai-Ce-14-apunkapboHincynsdamoineHy rpyny (Hanpuknag, 6eHsoincynbdamoin) ta Big 5- o 14-uneHHy
apomaTtuyHy retepoumnknincynbgamoineHy rpyny (Hanpvknag, nipuguncynbgamoin).

B npeacraesneHomy onwuci, npuknagn "HeobOB'A3KOBO 3aMilLEeHOI rigpokeu rpynu" BKNIOYalTb gpoKeu
rpyny, sika HeoboB'A3KOBO MICTUTb "3aMiCHUK, BUBpaHun 3 Ci.e-ankineHoi rpynu, Coa.s-ankerinbHOI rpynu, Cs.
10-UmknoankineHoi rpynn, Ce-14-apunbHoi rpynun, Cr-is-apunankineHoi rpynu, Ci-e-ankinkapboHinbHOI rpynu,
Ce-14-apunkapboHinbHoi rpynu, Cr-ie-apunankinkapboHineHoi rpynu, Big 5- Ao 14-uneHHOi apomaTUyHOI
reTepoLMKIiNKapboHinbHOI rpynu, Big 3- A0 14-4nNeHHOI HeapoMaTU4YHOI reTepouUUKNinKapboHINbHOI rpynu,
Ci-6-ankokcukapboHineHoi rpynu, Big 5- 0o 14-4neHHOi apoMaTUYHOI reTepOLMKNIYHOI rpynu, kKap6amMoinbHoT
rpynu, MmoHo- abo gi-Ci-e-ankinkapbamoinbHoi rpynu, MoHo- abo ai-Cr-1e-apunankinkapbamoinbHoi rpynu, Ci-
6-ankKincynb@oHineHoi rpynu 1a Ce.14-apuncynbgOHINbHOI Fpynu, KoXHa 3 kux HeoboB'A3koBO Mae Big 1 4O
3 3amicHukiB, BUOpaHMX 3 rpynu A 3aMiCHUKIB".

MepeBaxHi Npuknagn HeobOOB'A3KOBO 3aMilLleHOol TigpoKcK rpynu BkMYakTb rigpokeu rpyny, Cie-
ankokcn rpyny, Coze-ankeHinokcum rpyny (Hanpuknag, aninokcu, 2-6yTeHinokcu, 2-neHTeHinokcu, 3-
rekceHinokcn), Cas10-LMKNOAnNKINoOKeH rpyny (Hanpuknag, uuknorekcunokcu), Ce-14-apunoken — rpyny
(Hanpuknag, dpeHoken, HadpTunoken), Cr-1s-apunankinokcu rpyny (Hanpuknag, 6eH3nnoken, heHeTMnoken),
Ci-s-ankinkapboHinokcn rpyny (Hanpuknag, aueTuUIioKCW, NPOMIOHINOoKcKH, ByTupunokcwy, i3o6yTupumnokeu,
nisanoinokcu), Ce-14-apunkapboHinoken rpyny (Hanpuknag, 6exsoinokcn), Cr-ie-apuvnankinkapboHinokcu
rpyny (Hanpuknag, 6eHsunkapboHinokcu), Big 5- 0o 14-uneHHy apoMaTuyHy reTepouukninkapboHinokeu
rpyny (Hanpuknag, HiKOTUHOINOKCK), Bid 3- 0O 14-4neHHYy HeapoMaTU4HY reTepouuKIinkapboHinokeu rpyny
(Hanpuknag, ninepuguHinkapoboHinokcn),  Cie-ankokcukapOoHinokcn  rpyny  (Hanpuknag,  TpeT-
OyTokcukapboHinokeu), Big 5- [o  14-uneHHy apomaTudHy TeTepouMKNiNokcu rpyny (Hanpuknag,
nipuaunokcn), kapbamoinoken rpyny, Cie-ankinkapbamoinokcy rpyny (Hanpuknag, MeTunkapb6amoinokcm),
Cr.16-apunankinkapbamoinokcu rpyny (Hanpuknag, 6eHannkapbamoinokcu), Ci-s-ankincynbgoHinokeu rpyny
(Hanpuknag, meTtuncynbgoHinokcu, etTuncynb@oHinokcn) ta Ce.14-apuncynbdOHINoKeK rpyny (Hanpuknag,
deHincynbgoHinoken).

B npepctaBneHomy onwuci, npuknagn "HeoboB'A3KOBO 3aMmilleHOoi cynbdaHineHOI rpynu” BKAYaOTb
Cynb@aHinbHy rpyny ska HeODOB'SA3KOBO MICTUTb "3aMiCHWMK, BubpaHun 3 Cie-ankinbHoi rpynu, Coae-
ankeHinbHoi rpynu, Cs.o-UmknoankinbHoi rpynn, Ce-14-apunbHoi rpynu, Cr.as-apunankinebHoi rpynu, Cie-
ankinkapboHinbHoi rpynu, Ce.14-apunkapboHinbHOI rpynn Ta Big 5- [o  14-4neHHoOi apomaTuyHOI
reTepoLMKIIYHOI rpynn, KoXXHa 3 AKX HeobOB'A3KOBO MICTUTL Big 1 40 3 3aMicHuMKIB, BUOpaHMX 3 rpynu A
3aMiCHUKIB" Ta ranoreHoBaHol cyrnbdaHinbHOT rpynu.

MepeBaxHi Npuknagm HeobOB'A3KOBO 3aMilLlEeHOT cynbdaHinbHOI rpyny BKIOYaTb cyrnbdaHinbHy (-SH)
rpyny, Cuie-ankintio rpyny, Coae-ankeHintio rpyny (Hanpuknag, anintio, 2-6yTeHinTio, 2-neHTeHinTio, 3-
rekceHinTio), Cs-10-UMKNOANKiNTio rpyny (Hanpuknag, uuknorekcunTio), Ce.14-apunTio rpyny (Hanpuknag,
deHinTio, HadTUNTIO), C7-16-apUNankinTio rpyny (Hanpuknag, 6eH3nnTio, heHeTUNTIo), C1.6-ankinkapoboHiNTio
rpyny (Hanpuvknag, aueTunTio, MPOnioHiNTio, ByTMpunTio, i306yTnpMNTIO, NiBanoinTio), Ce-14-apunkapboHInTio
rpyny (Hanpuvknag, 6eH30inTio), Big 5- 0o 14-4neHHy apomaTW4Hy reTepouMKIinTio rpyny (Hanpuknag,
nipugunTio) Ta rafnoreHoBaHy Tio rpyny (Hanpuknag, neHTadgpTopTio).

B npeacraesneHomMy onuci, npuknaan "HeoboB'sI3KOBO 3aMiLLEeHOT CUNINbHOT rpynu" BKIKOYAKTb CUMINBbHY
rpyny, sika HeoboB'sI3KOBO MICTUTb "Bif 1 A0 3 3aMicHUKIB, BUOpaHux 3 Cie-ankinbHoi rpynu, Co.e-ankeHinbHoi
rpynu, Cs.1o-uuknoankineHoi rpynu, Ce.14-apunbHoOi rpynn Ta Cr-16-apunarnkinibHOT Tpynu, KOXHa 3 SIKUX
HeoboB'A3koBO MICTUTB Bif 1 40 3 3amiCHUKIB, BUBGpaHuX 3 rpynu A 3amMiCHUKIB".



MepeBaxHi npuknagm HeobOB'A3KOBO 3aMilLeHOi CUNINbHOI rpynu BKMYaTb TpU-Ci-e-ankincuninbHy
rpyny (Hanpuknag, TPMMeTUNCcunin, TpeT-eytun(ammeTun)cunin).

B npeacraBneHomy onuci, npuknaguM "ByrneBoAHeBoro Kinbus" BkMoyawTb  Ce14-apoMaTuyHe
ByrnesoAHeBe Kinbue, Cs-1o0-umnknoankaH Ta Cs-10-LMKMOankeH.

B npencraBneHomy onuci, npuknagun "Ce.14-apOMaTU4HOIO BYINEBOOHEBOIO Kinbus" BkOYalTh 6eH30n
Ta HadTaniH.

B npegcrtaBneHomy onwuci, npuknagn "Cs.io-UuKnoankaHy" BKMOYalTb LMKIIOMNPONaH, LMKNobyTaH,
LUMKIOMNEHTaH, UMKINOrekcaH, LMKNorenTaH Ta LUKNOOKTaH.

B npegcrtaBneHomy onwci, npuknagn "Cs.1o-UUKNOANKeHy" BKMOYaOTb LMKIOMNPOMEH, LMKNODOYyTEH,
LIMKINOMNEHTEH, LIUKIMOreKCeH, LIMKNOrenTeH Ta LIUKNOOKTEH.

B npegcraBneHomy onuci, npuknagn "retepouukny” BKMAYaTb apOMaTUYHUA reTepoumkn Ta
HeapoOMaTUYHUIA FeTEPOLUKN, A€ KOXEH MICTUTb, SIK YTBOPIOIOYUN KiNnbLie aTOM, KpiM aToMiB Byrneuto, Big 1
00 4 reTepoaTomis, BUOpaHMX 3 aTOMy a30Ty, aTOMY CipK1 Ta aTOMY KUCHIO.

B npeacraesneHomMy onuci, npuknaam "apomaTtuyHOI reTepouukniyHoi rpynu" BknovaloTb Big 5- go 14-
4YneHHy (nepesaxHo BiA 5- A0 10-4neHHy) apoMaTu4vHy reTepouMKniYHy rpyny, sika MIiCTUTb, AK Kinbue-
YTBOPIOKOYMIA aTOM KpiM aToMy BYyrneuto, Big 1 4o 4 retepoatomiB, BUOpaHUX 3 aToMy a3oTy, aTOMy Cipku Ta
aTomy KucHio. lNMepeBaxHi Npuknagn "apoMaTUYHOI reTepouunknivHol rpynu" BkMAYaloTb 5- abo 6-4neHHi
MOHOUMKNIYHI apoMaTU4Hi reTepoumMKnivHi rpynu, Taki Sk TieHin, doypwn, niponin, imigasonin, nipasonin,
Tiazonin, i3oTia3onin, okcasonin, i3okcasonin, nipuaun, nipasuHin, nipuMiguHin, nippgasunin, 1,2,4-
okcagiasonin, 1,3,4-okcagiasonin, 1,2,4-tiagiasonin, 1,3,4-Tiagiasonin, Tpnasonin, TeTpasonin, TpuasuHin Ta
noaibHe; Ta

Ta 8-14-uneHHi aHenboBaHi NoNiUMKMiYHI (NepeBaxHO Bi- abo TPULUMKNIYHI) apoMaTUYHI reTepOoLMKNIYHI
rpynu, Taki gk OGeHsoTiodeHin, 6©eH3odypaHin, O6eHsimigasonin, 6eHsokcasonin, 6eHsizokcasonin,
GeHsoTiasonin, 6eHsizoTiadonin, 6eH3oTpuasonin, iMigasonipuauHin, TieHonipuauHin, dyponipuanHin,
nipononipuauHin, nipasononipnaunHin, OKCa30monNipuanHin, TiazononipnauHin, imigasonipa3suHin,
iMigasonipumignHin,  TieHomipumiguHin,  dyponipymiguHin,  nipononipumiaunHin,  nipasononipuMiguHin,
oKcasononipuMignHIin, TiazononipumignHin, nipasonoTtpuasuHin, HadTo[2,3-b]TieHin, deHokcariiHin, iHgonin,
isoiHgonin, 1H-iHaasonin, nypwuHin, i3oxiHonin, XxiHonin, dTanasuHin, HadTUPIAWHIN, XiHOKCaniHin,
XiHa30MiHiN, uiHoniHin, kapbasonin, B-kapboniHin, deHaHTpPUANHIN, akpuauHin, deHasunHin, deHoTiasnHin,
deHokcasuHin Ta noaibHe.

B npeacrasneHomMy onuci, Npuknaau "HeapoMaTUYHOI reTepoumKIivyHoT rpynn" BkNoYaoTb Big 3- Ao 14-
uyneHHy (nepeBaxHo 4-10-4neHHy) HeapoMaTUYHY TreTepoUMKITiYHY rpyny, $Ka MICTUTb, SK KinbLe-
YTBOPIOIOYMI aTOM, KpiM aTomy Byrneuto, Big 1 4o 4 retepoatomis, BUOpaHNX 3 aToMy a3oTy, aToMy Cipku Ta
aTomy KucHo. lNMepeBaxHi npuknagun "HeapoMaTU4HOI reTepoLMKIYHOI rpynn" BKMOYatoTb Big 3- 40 8-4neHHi
MOHOUMKNIYHI HeapoOMaTUYHI reTepoLUKIivyHI rpynu, Taki SK asupuauHin, oKcupaHin, TiipaHin, aseTuauHin,
OKCeTaHin, TieTaHin, TeTparigpoTieHin, TeTparigpodypaHin, niponiHin, ninponignHin, imigasoniHin,
iMigasoniguHin, okcasoniHin, okcasoniguHin, nipas3oniHin, nipasoniguHin, Tia3oniHin, TiasoniguHin,
TeTparigpoi3oTiasonin,  TeTparigpookcasornin,  TeTparigpoizookcasonin, - ninepuavHin, - ninepasuHin,
TeTparigponipuauHin, gurigponipuanHin, aurigpoTionipaHin, TeTparigponipMMiguHin, TeTparigponipngasuHin,
purigponipaHin, TeTparigponipaHin, TeTparigpoTionipaHin, MopdoniHin, TiomopdoniHin, asenaHin,
JiasenaHin, asenidin, asokaHin, AiasokaHin, okcenaHinTta nofibHe; Ta

9-14-4neHHi aHenbOBaHi MOMIUMKNIYHI (NepeBaxHO Gi- abo TPUUMKNIYHI) HeapoMaTUYHI reTepoLMKiYHi
rpynu, Taki Sk aurigpobeHsodypaHin, avrigpobeHsimigasonin, gurigpobeHsokcasonin, gurigpobeHsoTiazonin,
avrigpobeHnsizoTiasonin,  aurigpoHadTo[2,3-blTieHin,  TeTparigpoisoxiHonin,  TeTparigpoxiHonin, 4H-

XiHONI3MHInN, iHOomMiHIN, i30iHAONIHIN, TeTparigpoTieHo[2,3-clnipnaunHin, TeTparigpobeHsaseniHin,
TeTparigpoxiHokcaniHin, TeTparigpodeHaHTPUANHIN, rekcarigpodeHoTiasnHin, rekcarigpogeHoKcasuHin,
TeTparigpodTanasuHin, TeTparigpoHadTMpigunHIn, TeTparigpoxiHasoniHin, TeTparigpouiHoniHin,
TeTparigpokapbasonin, TeTparigpo-B-kapboniHin, TeTparigpoakpuanHin, TeTparigpodeHasnHin,

TeTparigpoTioKCaTeHin, oKTarigpoisoxiHomMin Ta noaidHe.

B npegcrasneHomy onuci, npuvknaguM "a3oTOBMICHOrO reTepouunkny"” BKMAKYaTb reTepouunkn, AKUN
MICTUTb LLIOHaMeHLLEe OOUH aTOM a30TYy, SIK YTBOPIOOUUNI KinbLie aToM 3 Yucna "retepoumknis".

B npeacraBneHomy onuci, npuknagn "Cs.s UMKNoankinbHOT rpynu" BKMOYaTb  LMKAOMNPONIn,
LUMKNOBYTUN, LMKIONEHTUN Ta LUKNOTEKCHI.

B npencraBneHomMy onuci, npuknaamM "MoHo- abo gi-Cie-ankinamiHo rpynu" BKMYawTb MeTURamiHo,
OVMeTunamiHo, eTunamMiHo, dieTunamiHo, nponinamiHo, isonponinamiHo, 6yTunamido, i3o0yTnnamiHo, BTOp-
OyTMnamiHo, TpeT-OyTunamiHo, NEeHTUNamiHO, i30MeHTUNamMiHO, Heo-NeHTUNamiHo, 1-eTunnponinamiHo,
rekcunamiHo, isorekcunamino, 1,1-gumetTunbyTunamido, 2,2-gumeTtunoyrmunamiyo, 3,3-gumeTundytunamiHo,
2-eTMnbyTunamiHo Ta noaibHi.

BuaHauyeHHs koxxHOro cumsona B gopmyni (1) NOACHIOETLCA B AeTansx HAaCTYMHUM YMHOM.

R?! aBnsie coboto HeoboB'sI3koBO 3amilieHy Ci-6-ankinbHy rpyny, HeoboB'sI3kOBO 3aMillileHy MOHO- abo ai-
Ci-s-ankinamiHo rpyny, HeoboB'a3koBO 3aMiweHy Caz-s-LUMKNOankinbHy rpyny, abo HeobOB'A3KOBO 3aMillieHy
BiA 3- 0O 14-uneHHy HeapoOMayYnyHy reTepoLmKIiYHa rpyny.



Mpuknagm 3amicHMKa 3a 3a3Ha4YeHUM BULLLE NMYHKTOM "HeoboB'A3k0BO 3aMilleHol Ci-s-ankinbHol rpynn",
"HeoBOB'A3KOBO 3aMmilleHol MoHO- abo pgi-Cie-ankinamiHo rpynu", "HeoboB'sskoBo 3amilleHoi Caze-
LUMKnoankineHoi rpynun" Ta "HeoboB'A3k0BO 3amilleHoi Big 3- 40 14-4neHHOT HeapoMaYvMYHOI reTepPOLUKNIYHOT
rpynu" BKIKOYaOTb 3aMiCHUKW, BUOpaHi i3 rpynu 3amicHukiB A. KinbkiCTb 3aMiCHMKIB NepeBaXHO CTaHOBUTb
Big 1 oo 3. Konu KinbKiCTb 3aMiCHMKIB CTaHOBWUTbL 2 abo 6Ginblue, BigMOBiAHI 3aMiCHUMKM MOXYTb OyTK
OfHaKoBMMYK abo Pi3HNMMU.

R! siBnsie coboto nepeBaxHo

(1) HeoboB'A3kOBO 3amilleHy Ci-e-ankinbHy rpyny (Hanpuknag, MeTun, etun),

(2) HeoboB'A3KkOBO 3amilLleHy MOHO- abo fi-Ci-s-ankinamiHo rpyny (Hanpvknag, gumeTunamiHo), abo

(3) HeoboB'A3k0BO 3amilleHy Cse-LMKNOankineHy rpyny (Hanpvknag, LMKnonponin).

R GinbLl NnepeBaxHo SBMsie coboto

(1) Cie-ankinbHy rpyny (Hanpuknag, Metun, etTun),

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

(3) Cs-e-umknoankinbHy rpyny (Hanpvknag, umMknonponin).

R nani 6inblw nepesaxHo siBNsie coboto

(1) Cre-ankinbHy rpyny (Hanpvknag, Metun, etun), abo

(2) MmoHo- abo ai-Ci-s-ankinamiHo rpyny (Hanpvknag, AuMeTunamiHo).

R? gaBnsie coboto aToM BOAHIO, aToM Topy, HeoboB'a3koBO 3aMiweHy Cis-ankinbHy rpyny, abo
HeobOB'A3KOBO 3amiweHy Caz-e-LIMKINOAnKinbLHy rpyny.

Mpuknagm 3aMicHMKA 3a 3a3Ha4YeHMM BULLE NMYHKTOM "HeOOO0B'A3k0BO 3amilleHoi Ci.s-ankinbHoi rpynu” Ta
"He060B'A3k0BO 3aMileHOi Ca-6-LMKNOankKinbHOI rpynn" BKMOYaTb 3aMiCHUKW, BUOPaHi 3 rpynu 3amiCHUKIB
A. KinbkicTb 3amicHukiB ctaHoBMTb nepesaxHO Bid 1 Ao 3. Konu KinbKiCTb 3amiCHMKIB CTaHOBUTL 2 abo
GinbLue, BiANOBIgHI 3aMiCHUKM MOXYTb BYTU ogHakoBumMu abo pisHNMN.

R? nepeBaxHo sBnsie coboto

(1) atom BOAHIO,

(2) atom dpTopy, abo

(3), HeoboB'A3koBO 3amillleHy Ci-s-ankinbHy rpyny (Hanpuknag, MeTun).

R2 GinbLU NnepeBaxHo SBMsSie co60oto

(1) aTom BOgHIO,

(2) atom dpTopy, abo

(3) Cre-ankinbHy rpyny (Hanpuknag, Metun).

R2 we 6inblu nepeBaxHo ABNSE COGOH

(1) atom BOAHI0O, abo

(2) atom dpTopy.

R® aBnse coboto auunbHy rpyny, HeoboB'sizkoBO 3amiwleHy Cie-ankinbHy rpyny, HeoboB'i3KOBO
3amiweHy Caze-UMKNOAnkinbHy rpyny, Heobos's3koBo 3amiweHy Ce.14-apunbHy rpyny, HeoboB'A3KOBO
3amiweHy Big 3- 4o 14-yneHHy HeapomMa4duyHy reTepouuknivyHa rpyny, abo HeoboB'A3kOBO 3amilleHy Big 5-
00 14-uneHHy apomaTuyHy reTepouuknivyHa rpyny.

Mpuknaam 3amicHYKa 3a 3a3Ha4YeHuMM BULLEe MYHKTOM "HeoboB'A3koBO 3amiweHoi Ci-6-ankinbHoi rpynu,
"Heo60B'A3KOBO 3amilLeHoT Cze-LMKNOoankinbHoi rpynu”, "HeoboB'si3KOBO 3amilleHoi Ce-14-apunbHoi rpynn”,
"He0o60B'A3KOBO 3aMilLeHoi Bif 3- 0O 14-4NeHHOI HeapoOMayYnyHOI reTepoLmMKNiYHOT rpynu” Ta "HeoboB'A3KOBO
3amiweHoi Big 5- 0o 14-4neHHOi apoMaTWMYHOI reTepOoLMKNIYHOT rpynn" BKINOYAOTb 3aMiCHWMKW, BUMOpaHi 3
rpyny 3amicHukiB A. KinbkiCTb 3aMiCHUKIB nepeBaXHO CTaHOBUTb Big 1 Ao 3. Konu KinbKicTb 3aMiCHUKIB
CTaHoBUTbL 2 abo binbLue, BiANOBIAHI 3aMiCHUKN MOXYTb OYTU OgHaKOBUMU abo Pi3HNMW.

R3 nepeBaxHo aBMsie OO0 aunnbHy rpyny.

R3 6inblu nepeBaxHO siBNsie co6ok

(1) HeoboB'sizkoBO 3amiwleHy Cie-ankin-kapboHineHy rpyny (Hanmpuknag, 2-metunnponaHoin, 2,2-
avmMeTunnponaHoin, 6ytaHoin, 2-meTnnbytaHoin),

(2) HeobOB'A3k0BO 3aMmilieHy Cie-ankoKCu-kapboHiNbHY rpyny (Hanpuknag, €TOKCUKapOoHin, TpeT-
6yTokcukapboHin),

(3) HeoboB'A3kOBO 3amilleHy Cs-1o-Luknoarnkin-kapboHineHy rpyny (Cs-io-UmknoankineHun dparmeHT Cs.
10-LlMKNoarnkin-kapboHineHoi rpynn € HeOoOOB'I3KOBO MICTOYKOBUI (Hanpuknag, LMKNonpomninkapoboHin,
unknobyTunkapoboHin, Giunkno[1.1.1]JneHTaH-1-inkapoboHin)),

(4) HeoOOB'I3KOBO 3amilleHy Big 3- 0o 14-4neHHY HeapoMauduyHy reTepouuKninkapboHinNbHY rpyny
(nepeBaxHo Big 3- 0O 8-4NeHHy MOHOLMKITIYHY HeapoMavnM4Hy reTepoLmKNinKapOoHinbHy rpyny (Hanpuknag,
OKceTaHinkapboHin, TeTparigpodypunkapboHin, azeTnanHinkapooHin)),

(5) HeobOB'A3KOBO  3amiwleHy MOHO- abo  fi-Cie-ankin-kapbamoinbHy  rpyny  (Hanpuknag,
anmeTunkapb6amoin),

(6) HeoboB'sI3k0BO 3amileHy N-Ci-s-ankin-N-Ci-s-ankokcu-kapbamoineHy rpyny (Hanpuknag, N-metun-N-
MeToKcukapbamoin), abo

@) N-Cu-e-ankin-N',N’-gi-Ci-6-ankinrigpasuH-kapboHinbHy  rpyny  (Hanpwuknag, N-meTnn-N’,N’-
anmeTunrigpasmHkapOoHin).



R3 we 6inbl nepeBaxHo siBNsie coboto

(1) Cie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-meTunnponaHoin, 2,2-gumeTunnponadoin, 6ytaHoin, 2-
MeTunbyTaHoin), HeoboB'A3KOBO 3amilleHy Big 1 40 3 3amMiCHMKaMu, BUBpaHMK 3

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

(b) rigpokeu rpyny, Ta

(c) uiaHo rpynu,

(2) Cie-ankokcu-kapboHinbHy rpyny (Hanpuknag, eTokcukapboHin, TpeT-0yTokcukapboHin),

(3) Cazso-umknoankin-kapboHineHy  rpyny  (Cs-o-umknoankineHni  parmeHT  Caz-10-UMKNOAnKin-
KapOOoHinbHoT rpynm € HeobOoB's1I3KOBO MiCTOYKOBWUIA (Hanpuknag, umKnonponinkapooHin,
uuknobyTtunkapboHin, 6iunkno[1.1.1]neHtaH-1-inkapboHin)), Heobos's3koBO 3amiweHy Bia 1 go 3
3aMiCHUKamu, BUGpaHumMm 3

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

(b) rigpokeu rpyny,

(c) uiaHo rpynu, Ta

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

(4) Bia 3- 0o 14-4ynNeHHy HeapoMa4M4Hy reTepoLMKNINKapboHiNbHY rpyny (nepeBaxHo Big 3- 40 8-4neHHy
MOHOLMKMNIYHY ~ HeapoMayuyHy reTepouuKninkapboHinbHy rpyny (Hampuknag, oOKceTaHinkapOoHin,
TeTparigpodypvnkapboHin, aseTuavHinkapboHin)), HeobOoB'A3KOBO 3amilieHy Big 1 g0 3 3amicHuKamu,
BMOpaHMMu 3

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

(b) rigpokeu rpynu, Ta

(c) Ci-e-ankinbHOI rpynu (Hanpuknag, MeTuny),

(5) moHo- abo fi-Ci-s-ankin-kapbamoinbHy rpyny (Hanpuknag, gumeTunkapbamoin),

(6) N-Ci-s-ankin-N-Ci-s-ankokcu-kapbamoinbHy rpyny (Hanpuknag, N-meTtun-N-meTtokcmkapbamoin), abo

(7 N-Cuie-ankin-N',N’-gi-Ci-6-ankinrigpasuH-kapboHineHy  rpyny  (Hanpwuknag, N-metnn-N’,N’-
AVMMeTunrigpasvHkapboHin).

R3 we 6inblu nepeBaxHo ABMAsiE COOOH

(1) Cre-ankin-kapboHineHy rpyny (Hanpuknag, 2-meTunnponaHoin, 6yTaHoin), HeoOOB'I3KOBO 3aMilLieHy
Big 1 Ao 3 rigpokcu rpynamm,

(2)  Caz-so-umknoankin-kapooHineHy  rpyny  (Cs-io-umknoankineHu  cpparmeHT  Caz-10-UMKNOAnKin-
KapOOoHinbHoT rpynu € HeobOoB's1I3KOBO MiCTOYKOBWUIA (Hanpuknag, umknonponinkapooHin,
unknobyTunkapboHin, 6iynkno[1.1.1JneHTan-1-inkapboHin)), HeoboOB's3kOBO 3amiweHy Big 1 pgo 3
3amicHMKamu, BUbpaHumu 3

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

(b) rigpokeu rpynu,

(3) Bi@a 3- gO 8-umeHHy MOHOLUMKNIYHY HeapoMayuyHy reTepouukninkapOoHinbHy rpyny (Hanpwuknag,
okceTaHinkapboHin, TeTparigpodypunkapboHin, azeTuguHinkapooHin), abo

(4) moHo- abo fi-Ci-s-ankin-kapbamoinbHy rpyny (Hanpuknag, gumetunkapbamoin).

R3 HaBiTb BinbLL NepeBaxHo ABMsie coboto

(1) Cuie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-meTunnponaHoin), HeoboB'sI3kOBO 3amilleHy Big 1 4o 3
rigpokcu rpynamu,

(2)  Cazso-umknoankin-kapooHinbHy  rpyny  (Cs-io-umknoankineHu  cpparmeHT  Caz-10-UMKNOAnKin-
KapOOoHinbHoT rpynu € HeoboB's1I3KOBO MiCTOYKOBUI (Hanpuknag, UMKnonponinkapooHin,
umknobyTtunkapbonin, 6iynkno[1.1.1JneHTan-1-inkapboHin)), HeoboB'A3kOBO 3amiweHy Big 1 go 3
3amicHMKamu, BUbpaHumu 3

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

(b) rigpokeu rpynu,

(3) Big 3- OO 8-4nMEeHHY MOHOUMKITIIYHY HeapoMauudHy reTepouurKninkapOoHinbHy rpyny (Hanpuknag,
OKCeTaHinkapboHin, aseTuguHinkapoboHin), abo

(4) moHo- abo ai-Ci-e-ankin-kapbamoinbHy rpyny (Hanpvknag, gumeTunkapbamoin).

R3 ocobnuneo nepeBaxHo siBNsie coboro

(1) Cie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-mMeTunnponaHoin), HeoboB'sI3kOBO 3amilleHy Big 1 o 3
rigpokcu rpynamu,

(2) Big 3- DO 8-4nMeHHy MOHOLMKNIYHY HeapoMaudun4Hy reTepouMKNinkapOoHinbLHY rpyny (Hanpuknag,
oKceTaHinkapOoHin, aseTuauHinkapOoHin), abo

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

Kinbue A siBnsie coboto HeODOB'A3KOBO A0AAaTKOBO 3amiweHe Ce.14-apomMaTuyHy BYINEBOAHEBE KinbLie,
abo HeobOB'sI3KOBO [OAATKOBO 3aMilLieHMI Bif, 5- O 14-UNEeHHN apOMaTUYHUA FeTePOLUKIT.

Kinbue A HeoboB'i3koBO Mae 3amicHuMK(M) Ha gogatok 0o -CHq-miponignHoBoro kinbus B dopmyni (1).
Mpuknagn 3amicHUKa BKNOYalOTh 3a3HavyeHui BuLLe "3aMicHUK". KinbKicTb 3aMiCHMKIB NepeBaXXHO CTaHOBUTb
Big 1 oo 3. Konu KinbKiCTb 3aMiCHMKIB CTaHOBUTb 2 abo Oinblue, BigMoBigHI 3aMICHUKM MOXYTb OyTu
oaHakoBMMK abo pisHUMN.



KinbLe A nepeBaxHo sABNS€ cO6010

(1) HeoboB'A3KOBO AOAATKOBO 3amilleHe 6eHsonbHe Kinbue, abo
(2) HeoboB'sI3KOBO O0AATKOBO 3aMilleHe 5- abo 6-uyneHHWn apoMaTUYHUA reTepoumkn (Hanpuknag,

Tiazon, nipnauH).
Kinbue A Ginbl nepeBaxHo ABMAsie coboto

(1) 6eH3onbHe Kinbue

[04aTKOBO 3aMillleHe OAHUM 3aMiCHUKOM, BUOpaHUM 3
(2) Ce-14-apunbHOI rpynu (Hanpuknag, deHriny), HeoboB'a3koBO 3amiwieHoi Big 1 4o 3 3amicHUkamu,

BMOpaHMMM 3

(i) aToma ranoreHy (Hanpuknag, atom pTopy, atoma xnopy, atoma 6pomy),

(i) HeoboB'A3koBO ranoreHoBaHoi Ci-6-ankKinbHOI rpynu (Hanpuknag, MeTuny, andTopmeTuny), Ta

(iii) HeoboB'A3koBO ranoreHoBaHoi C1-6-ankoKCK rpynu (Hanpuknaa, MeTokcu, AMPTOPMETOKCH), Ta

(b) Bim 5- po 14-uneHHOI apoMaTM4YHOI reTepouMKniyHOl rpynu (nepeBaxHo 5- abo 6-4neHHoI
apoMaTuyHOi reTepouunkKniyHoi rpynu (Hanpuknag, nipuauny, RipuMiguHiny, nipuaasuvdiny, Tiasoniny,

okcasorniny)), HeoboB'sA3KoBO 3amiLLeHoi Big 1 o0 3 3amiCHMKamMu, BUGpaHnumu 3
() Ci-6-ankineHoi rpynu (Hanpuknag, MeTuny, eTuny), HeoboB'sI3KOBO 3aMilLieHoi Big 1 4o 3 3amicHMKamy,

BMOpaHUMKM 3 aToMa ranoreHy (Hanpvknag, atoma dTopy) Ta rigpokcu rpynu,

(i) C1-s-ankokcu rpynum (Hanpuvknag, MeTokcu),
(iii) aToma ranoreHy (Hanpuknag, atoma Topy, aToma xnopy), Ta

(iv) Ci-6-ankokcu-kapOOoHinbHOI rpynu (Hanpwuknag, eTokcukapboHiny), Ta
HeobOoB'A3KOBO [OA4ATKOBO 3aMillieHe Big 1 4o 3 aTomamu ranoreHy (Hanpuknag, atomamu gtopy), abo

(2) 5- abo 6-4neHHU apoMaTUYHUI reTepounkn (Hanpuknag, Tiason, nipuauH) AOAAaTKOBO 3aMilleHun
ogHieto Ce-14-apunbHOO rpynoto (Hanpuknag, deHinom), HeoboB'siI3KOBO 3amilleHnn Big 1 oo 3 atomamu

ranoreHy (Hanpuknag, aTomom ropy).
Kinbue A we 6inblw nepeBaxHo siBNse coboto 6eH30mMbHe Kinbue, AoAaTKOBO 3aMilleHe ofHie Ce-14-
apunbHo rpynoto (Hanpuknag, eHinom), HeoboB'sI3KOBO 3amilleHoto Big 1 4o 3 3amiCHUKamun, BUGpaHummn

3
(i) aToma ranoreny (Hanpwvknag, atoma pTopy, atoMa xnopy), Ta
(i) HeoboB'A3KOBO ranoreHoBaHoi Ci-6-anKinbHOI rpynu (Hanpuknag, MeTuny, andTopmeTuny), Ta

He0obOB'sI3KOBO A0AATKOBO 3aMilleHe Big 1 o 3 aTomamu ranoreHy (Hanpuknag, atoMom dTopy).
Kinbue A ocobnuBo nepeBaxHO SABMsie cobol GeH3onbHe Kinbue, AoAaTkoBO 3aMilleHe ofHieto Ce.14-
apunbHo rpynoto (Hanpuknag, deHinom), HeobOoB'sI3KOBO 3amilleHnM Big 1 4o 3 3amicHUKaMu, BUGpaHMMm

3
(i) aToma ranoreHy (Hanpuknag, atom ¢Topy), Ta
(i) Cie-ankinbHoi rpynu (Hanpvknag, Metun), Ta
HeobOB'A3KOBO 4OAATKOBO 3aMilweHe Big 1 o 3 aTomamu ranoreHy (Hanpuknag, atoMom dTopy).
CrtocoBHO niponignHoBoro kinbus crnonyku (1), KOHQirypauis Ha OCHOBi aToma BYrneuto, 3 SKUM €
3B'A3aHuM -NHSO2R?, Ta atoma Byrneuto, 3 sikuM € 3B'a3aHe -CHz-kinbLe A, nepeBaxHo siBNsie cobok Unc-

dopmy. TobTo, cnonyka () nepeBaxHo € npeacTasneHoto gopmynoto (1A) abo (1B):
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B SIKi KOXKEH CUMBOI € TaKnM, 4K BU3BHA4Ya€ETbCA BULLE,
GinbLL NepeBaxHo € NpeacTasneHol dopmyrnoto (l1A):
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B SIKill KOXXEH CUMBOI € TakuM, K BU3HAYAETbCS BULLLE.

MepeBaxHi npuknagm cnonyku () BkMYawTb HAcTynHi cnonykn. [adi Cnonykn nepeBaxHo €
npeacTaBneHol 3asHadeHow Bulle dopmynoto (IA) abo (IB), 6Ginbw nepeBaxHO € nNpeacTaBrneHO
dopmynoto (1A).

[Cnonyka A]

Cnonyka (1), B sikin

R! saBnsie coboto

(1) HeoboB'A3k0BO 3amilLeHy Ci-e-ankinbHy rpyny (Hanpuknag, MeTun, etTun),

(2) HeoboB'A3KOBO 3aMillleHy MOHO- abo ai-Ci-e-ankinamiHo rpyny (Hanpwvknag, AuMeTunamiHo), abo

(3) HeoboB'A3k0BO 3amilLeHy Cs.e-LUKNOanKinbHy rpyny (Hanpuknag, umknonponin);

R? aBnsie coboto

(1) atom BOAHIO,

(2) atom dpTopy, abo

(3) HeoboB'A3koBO 3amilleHy Ci-e-ankinbHy rpyny (Hanpvknag, Metun);

R? aBnsie coboro

(1) Heobos'sskoBo 3amiweHy Cies-ankin-kapboHinbHy rpyny (Hanpuknag, 2-metunnponaHoin, 2,2-
avmMeTunnponaHoin, OytaHoin, 2-meTnnbytaHoin),

(2) HeoboB'A3koBO 3amilleHy Ci-6-anKkoKcu-kapOOoHInbHY rpyny (Hanpuknag, eTOKCuKapOoHin, TpeT-
GyTokcukapboHin),

(3) HeoboB'A3kOBO 3amilleHy Cs-1o-Luknoarnkin-kapboHineHy rpyny (Cs-io-UmknoankineHun dparmeHT Cs.
10-LlMKNoarnkin-kapboHineHoi rpynu € HeOoOOB'SI3KOBO MICTOYKOBUI (Hanpuknag, LMKNonpomninkapoboHin,
unknobyTunkapoboHin, 6iunkno[1.1.1]JneHTaH-1-inkapboHin)),

(4) HeoboB'A3KOBO 3amilleHy Big 3- o0 14-4neHHy HeapoMauuyHy reTepouuKninkapboHinbHy rpyny
(nepeBaxHo Big 3- 0O 8-4nNeHHy MOHOLMKITIYHY HeapoMa4vmMyHy reTepoumKninkapboHinbHy rpyny (Hanpuknag,
okceTaHinkapboHin, TeTparigpodypunkapOoHin, azeTuanHinkapboHin)),

(5) HeoboB'A3koBO  3amiwleHy MOHO- abo  pgi-Cie-ankin-kapbamoineHy  rpyny  (Hanpuknag,
anmetunkapbamoin),

(6) HeoboB'A3k0BO 3amilleHy N-Ci-s-ankin-N-Ci-s-ankokcu-kapbamoinbHy rpyny (Hanpuknag, N-metun-N-
MeTokcukapbamoin), abo

(7 N-Cuie-ankin-N',N’-gi-Cie-ankinrigpasuH-kapboHinbHy  rpyny  (Hanpwuknag, N-meTtmn-N’,N’-
AaMMeTunrigpasvHkapboHin); Ta

Kinbue A sBnse coboto

(1) HeoboB'A3kOBO [OAATKOBO 3amilleHe BeH3onbHe KinbLe, abo

(2) HeoboB'sI3KOBO O04ATKOBO 3aMilleHe 5- abo 6-UneHHWM apoMaTUYHUIA reTepouumkn (Hanpuknag,
Tiason, NipuavH).

[Crnonyka B]

Cnonyka (1), B sikin

R aBnsie coboro

(1) Cie-ankinbHy rpyny (Hanpvknag, MeTusn, etTun),

(2) moHo- abo ai-Ci-s-ankinamiHo rpyny (Hanpvknag, guMeTunamiHo), abo

(3) Cs-e-umknoarnkinbHy rpyny (Hanpvknag, umknonponiny;

R? siBnsie coboto

(1) aTom BOAHIO,

(2) atom cpTopy, abo

(3) Cre-ankinbHy rpyny (Hanpuknag, Metun);

R3 aBnse coboto

(1) Ci-s-ankin-kapOoHinbHy rpyny (Hanpuknag, 2-meTunnponaHoin, 2,2-guMeTunnponaHoin, 6ytaHoin, 2-
MeTunbyTaHoin), HeoOOB'A3KOBO 3amilleHy Big 1 4O 3 3aMiCHMKaMK, BUDpaHNMU 3

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

(b) rigpokcu rpynu, Ta



(c) uiaHo rpynn,

(2) Ci-e-ankokcu-kapboHinbHy rpyny (Hanpuknag, eTokcukapboHin, TpeT-6yTokcukapboHin),

(3) Cszao-umknoankin-kapboHineHy  rpyny  (Cz-io-umknoankineHun  cparmeHt  Cs.10-LUKNOAnKin-
KapOOoHinbHoT rpynm € HeobOoB's1I3KOBO MiCTOYKOBMI (Hanpuknag, uuknonponinkap6boHin,
uuknobyTtunkapboHin, 6iunkno[1.1.1]neHTaH-1-inkapboHin)), HeoboB's3koBO 3amiweHy Big 1 go 3
3amicHMKamu, BUOpaHumu 3

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

(b) rigpokcu rpynu,

(c) uiaHo rpynu, Ta

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

(4) Big 3- 0o 14-4uneHHy HeapoMa4nyHy reTepounKninKkapOoHiNbHY rpyny (nepesaxHo Big 3- 40 8-4neHHy
MOHOLMKNIYHY  HeapoMauuyHy reTepouuKninkapboHineHy rpyny (Hanpuknag, oOKceTaHinkapboHin,
TeTparigpodypunkapboHin, aseTnauHinkapboHin)), Heobos's3koBO 3amiweHy Biga 1 o 3 3amicHukamu,
BMOpaHumMu 3

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

(b) rigpokeu rpyny, Ta

(c) Ci-6-ankinbHoi rpynu (Hanpuknag, MeTuny),

(5) moHo- abo fi-Ci-s-ankin-kapbamoinbHy rpyny (Hanpuknag, gumeTtunkap6amoin),

(6) N-Cr-e-ankin-N-Ci.s-ankokcu-kapbamoinbHy rpyny (Hanpuknag, N-meTtnn-N-meTokcmkapbamoin), abo

@) N-Cue-ankin-N',N’-gi-Ci-e-ankinrigpasuH-kapboHinbHy  rpyny  (Hanpwuknag, N-meTtmn-N’,N’-
AvMMeTunrigpasvHkapboHin); Ta

Kinbue A siBnsie coboto

(1) 6eH3onbHe Kinbue

A04aTKOBO 3aMillleHe OAHUM 3aMiCHUKOM, BUOpaHuMm 3

(&) Ce-14-apunbHOI rpynu (Hanpuknag, deriny), Heobos'a3koBO 3amiwieHol Big 1 Ao 3 3amicHukamu,
BMGpaHMMK 3

(i) aToma ranoreHy (Hanpvknag, atom gTopy, atoMa Xnopy, atoma 6pomy),

(i) HeoboB'A3KOBO ranoreHoBaHoi Ci-6-anKinbHOI rpynu (Hanpuknag, MeTuny, andTopmeTuny), Ta

(iii) HeoboB'A3kOBO ranoreHoBaHoi C1-6-ankokcK rpynu (Hanpuknag, MeTokcu, ANOTOPMETOKCH), Ta

(b) Big 5- po 14-uneHHOi apomaTWYHOI reTepouuKnivyHOi rpynu (nepeBaxHo 5- abo 6-4neHHoi
apoMaTuyHOI reTepoumnkniyHol rpynu (Hanpuknag, nipuavny, nipumiguHiny, nipygasuvHiny, Tiasoniny,
okcasorniny)), HeoboB'A3koBO 3amilLleHoi Big 1 4o 3 3amicHMKkamu, BUGpaHMMM 3

() Ci-6-ankineHOI rpynu (Hanpuknag, MeTuny, eTuny), HeoboB'AI3KOBO 3aMilLeHoi Big 1 4o 3 3aMiCHUKamu,
BMOpaHMMK 3 aTOMa ranoreHy (Hanpwvknag, atom Topy) Ta rigpokcu rpynw,

(i) Ci-6-ankokcu rpynum (Hanpuvknag, MeTokcu),

(iii) aToma ranoreHy (Hanpuknag, atoMa Topy, atoma Xropy), Ta

(iv) Ci-6-ankokcu-kapBoHinbHOI rpynu (Hanpwuknag, eTokcukapboHin), Ta

HeobO0B'A3KOBO [OAATKOBO 3aMillieHe Big 1 4o 3 aTomamu ranoreHy (Hanpuknag, atoma dgropy), abo

(2) 5- abo 6-4neHHUn apoMaTUYHWUIA FeTepOLMKN (Hanpuknag, Tia3orn, nipuauH), 4O4AaTKOBO 3aMilleHWN
opHieto Ce.14-apurbHOKO rpynoto (Hanpuknag, deHinom), HeoboB'A3koBO 3amilleHo Big 1 go 3 aTomamu
ranoreHy (Hanpuknag, atoMom rtopy).

[Cnonyka C]

Cnonyka (1), B akin

R aBnsie coboro

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

(2) moHo- abo gi-Cie-ankinamiHo rpyny (Hanpvknag, AMMeTunamito), abo

(3) Cs-e-umknoankinbHy rpyny (Hanpvknag, LMKIonponin);

R? aBnsie coboto

(1) atom BogHI0, abo

(2) atom pTopy;

R? siBnsie coboto

(1) Cie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-meTunnponaHoin, 6yTaHoin), HeoboB'A3KOBO 3aMilLeHy
Big 1 0o 3 rigpokcu rpynamu,

(2) Cs-10-umknoankin-kapboHinbHy rpyny (Cs-1o-umknoankineHui cparmeHT Caz-10-LUKNOArnKin-kapboHinbHy
rpyny € HeoOOB'A3KOBO  MICTOYKOBMM  (Hampuknazg, UMKNonponinkapboHin,  uuknobyTtunkapOoHin,
6iumkno[1.1.1]neHTaH-1-inkapboHin)), HeobOB'A3KOBO 3amilleHy Big 1 4O 3 3amMiCHUKaMn, BUDpaHUMU 3

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

(b) rigpokcu rpynu,

(3) Big 3- OO 8-4nNEeHHY MOHOUMKITIYHY HeapoMauuyHy reTepouuKNinkapOoHinbHY rpyny (Hanpuknag,
OKCeTaHinkapboHin, TeTparigpodypunkapOoHin, azeTuanHinkapooHin), abo

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

Kinbue A siBnae coboto 6eH3onbHe KinbLe,



JonatkoBo 3amilleHe opaHieto Ce14-apunbHOKO  rpynoto  (Hanpuknag, eHinoMm), HeoboB'aA3KOBO
3amilleHoto Big 1 4o 3 3amicHukamu, BUGpaHnmu 3

(i) aToma ranoreHy (Hanpuknag, atom Topy, atoma xnopy), Ta

(i) HeoboB'A3KOBO ranoreHoBaHoi Ci-6-anKinbHOI rpynu (Hanpuknag, MeTuny, audTopmeTuny), Ta

HeobOB'A3KOBO 4OAATKOBO 3aMillieHe Big 1 40 3 aTomamu ranoreny (Hanpuknag, atomom dTopy).

[Crnonyka D]

Cnonyka (1), B sikin

R saBnsie coboto

(1) Cre-ankinbHy rpyny (Hanpvknag, metun, etun), abo

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

R? aBnsie coboto

(1) atom BOAHI0, abo

(2) atom dpTopy;

R3 aBnsie coboto

(1) Cie-ankin-kapboHinebHy rpyny (Hanpuknag, 2-meTunnponaHoin), HeoboB'aA3koBo 3amilleHy Big 1 o 3
rigpokcu rpynamu,

(2)  Cazo-umknoankin-kap6oHineHy  rpyny  (Cs-io-umknoankineHu  cparmeHT  Ca-10-UMKNOAnkin-
KapOOoHinbHoT rpynm € HeoboB's1I3KOBO MiCTOYKOBUI (Hanpwknag, LuMKnonponinkapoboHin,
unknobyTunkapboHin, 6iynkno[1.1.1JneHTan-1-inkapboHin)), HeoboB'A3koBO 3amiwleHy Big 1 go 3
3amicHMKamu, BUOpaHumu 3

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

(b) rigpokeu rpynu,

(3) Bi@a 3- gO 8-4meHHy MOHOLUMKNIYHY HeapoMadunyHy reTepoumMkninkapOoHinbHy rpyny (Hanpwuknag,
OKCceTaHinkapboHin, azeTnguHinkapboHin), abo

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

Kinbue A siBnae coboto 6eH3onbHe KinbLe,

4oJ4aTtKoBo 3amilleHe ofHieto Ce.14-apunbHOLO rpynoto (Hanpuknag, deHin), HeobOoB'sI3KOBO 3aMilLIEHOO
Big 1 0o 3 3amicHMkamu, BbpaHumu 3

(i) aToma ranoreHy (Hanpwuknag, atoma gTopy), Ta

(i) Cr-6-ankinbHoOi rpynu (Hanpuknag, MeTun), Ta

He0oObOB'sI3KOBO A40AATKOBO 3aMilleHe Big 1 o 3 aTomamu ranoreHy (Hanpuknag, atoMom dTopy).

[Crnonyka E]

Cnonyka (1), B skin

R aBnsie coboro

(1) C1-6 ankinbHy rpyny (Hanpuknag, etun), abo

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

R? aBnsie coboro

(1) atom BOAHI0O, abo

(2) atom dpTopy;

R3 aBnsie coboto

(1) Cie-ankin-kapboHinbHy rpyny (Hanpuknag, 2-MeTunnponaHoin), HeoboB'A3koBO 3amilleHy Big 1 o 3
rigpokcu rpynamu,

(2) Big 3- DO 8-4nMeHHy MOHOLMKNIYHY HeapoMadun4Hy reTepouMKNinkapOoHinbLHy rpyny (Hanpuknag,
OKCeTaHinkapboHin, aseTuguHinkapoboHin), abo

(3) moHo- abo gi-Cis-ankin-kapbamoinbHy rpyny (Hanpuknag, gumetunkapbamoin); Ta

Kinbue A siBnsie coboto 6eH30nbHe Kinbue,

00oOaTKOBO  3amilleHe opHieto Ce14-apuUnbHOK  rpynoto  (Hanpuknag, deHinoMm), HeoboB'A3KOBO
3amilleHoto Big 1 4o 3 3amMicHMkaMu, BUBpaHnmu 3

(i) aToma ranoreHy (Hanpuknag, atoma cTopy), Ta

(i) Cis-ankinbHoi rpynu (Hanpuknag, Metun), Ta

He0obOB'sI3KOBO A0AAaTKOBO 3aMilleHe Big 1 o 3 aTomamu ranoreHy (Hanpuknag, atoMom dTopy).

KoHkpeTHi npuknaau cnonyku (1) BKMoYaTb CNOMYKK i3 3a3HaYeHUX HUX4Ye npuknagis 1-616.

KoHkpeTHo, cnonyka (1) nepeBaxHo sABNse cO60H

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-0icbeHin]-3-in)metun]-4,4-gndpTop-1-((2R)-okceTaH-2-
KapboHin)niponignH-3-injetaHcynedoHamig abo noro cink (Mpuknag 1);

N-{(2S,3R)-4,4-andpT0op-1-(2-rigpokcu-2-meTunnponaHoin)-2-[(2,3',5'-tpudptop[1,1'-6ideHin]-3-
in)MmeTtun]niponiguH-3-in}meTtaHcynbgoHamig ado roro cinb (Mpuknag 2);

N-{(2S,3R)-4,4-gndpTop-1-(2-rigpokcu-2-meTunnponaHoin)-2-[(2,3',5'-tpudptop[1,1'-6ideHin]-3-
in)MmeTtun]niponiguH-3-intetaHcynsgoHamig abo noro cinb (Mpuknag, 3);

N-[(2S,3R)-4,4-gudtop-2-[(2-dpTop[1,1'-6ideHin]-3-in)meTnn]-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injetaHcynegoHamig abo roro cinb (Mpuknag 5);

N-{(2S,3R)-4,4-gnT0op-1-((2R)-0KCETaH-2-KapboHin)-2-[(2,3',5'-TpudTop[1,1'-6icdeHin]-3-



in)meTtun]niponiguH-3-in}etaHcynbgoHamig abo noro cine (Mpuknag 56);

N-{(2S,3R)-4,4-andpTop-1-(2-rigpokcu-2-metunnponaHoin)-2-[(2,2',3'-tpudtop[1,1'-6icheHin]-3-
in)meTtun]niponiguH-3-in}etaHcynbgoHamig abo noro cine (Mpuknag 66);

N-{(2S,3R)-4,4-andpTop-1-(2-rigpokcn-2-metunnponaHoin)-2-[(2,2',5'-tpudptop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-intetancynbgoHamig abo noro cinb (Mpuknag 67);

N-{(2S,3R)-1-(6iumkrno[1.1.1]neHTaH-1-kapboHin)-4,4-gncTtop-2-[(2,3',5'-TpndTop[1,1'-6icdpeHin]-3-
in)MmeTtun]niponigunH-3-intmeTtaHcynbdoHamig abo noro cinb (Mpuknag 87);

N-{(2S,3R)-4,4-andpT0p-1-((2R)-0KCceTaH-2-kapboHin)-2-[(2,3',5'-TpudpTop[1,1'-6ideHin]-3-
in)MmeTtun]niponigunH-3-intmeTtaHcynbdoHamig abo roro cinb (Mpuknag 91);

N-[(2S,3R)-2-[(2,3"-audTop[1,1'-6idpeHin]-3-in)meTun]-4,4-andpTop-1-(2-meTunnponaHoin)niponignH-3-
inJetaHcynbdoHamia abo roro cinb (Mpuknag 94);

N-{(2S,3R)-1-(uuknonponaHkapboHin)-4,4-ancTop-2-[(2,3',5'-TpncTop[1,1'-BicpeHin]-3-
in)metun]niponignn-3-injetaHcynbdoHamig abo noro cine (Mpuknag 144);

N-{(2S,3R)-4,4-andpTop-1-(2-meTunnponaHoin)-2-[(2,3',5'-tpudtop[1,1'-6idpeHin]-3-in)meTun]niponignH-
3-injetaHcynbdoHamig abo noro cinb (Mpuknag 146);

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-0icbeHin]-3-in)metnn]-4,4-ancdTop-1-((1r,3S)-3-pTOpLMKnobyTaH-1-
kapboHin)niponigmu-3-injetaHcynegoHamig abo woro cinb (Mpuknag 225);

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-gTop-2-[(2,3',5'-Tpudptop[1,1'-6idbeHin]-3-
in)meTtun]niponignn-3-in}etaHcynbdoHamig abo roro cine (Mpuknag 236);

N-[(2S,3R,4S)-4-dTop-2-[(2-dTOP[1,1'-6idbeHin]-3-in)meTnn]-1-((2R)-okceTaH-2-kapOoHin)niponiamH-3-
inJeTancynedoHamig abo noro cinb (MNpuknag 302);

N-{(2S,3R)-4,4-gncdTop-1-((1r,3S)-3-bTopumnknobyrtan-1-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-3-
in)metun]niponignn-3-injetaHcynbdoHamig abo noro cine (Mpuknag 375);

N-{(2S,3R)-4,4-gndTop-1-((15,3R)-3-bTOopumknobyTaH-1-kapboHin)-2-[(2,3",5'-TpudTtop[1,1'-6icpeHrin]-3-
in)metun]niponignn-3-injetaHcynbdoHamig abo roro cinb (Mpuknag 380);

N-{(2S,3R)-4,4-gndT0op-1-(3-pTopumknobyTaH-1-kapboHin)-2-[(2,3',5'-Tpudptop[1,1'-6ideHin]-3-
in)metun]niponignn-3-in}meTtaHcynbdoHamig abo roro cinb (Mpuknag 433);

N'-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-4,4-audTop-2-[(2-dTop-3'-meTnn[1,1'-6ideHin]-3-
in)metun]niponignn-3-in}-N,N-gumeTuncipyaHoi kucnotu giamig abo woro cinb (Mpuknag 443);

N-{(2S,3R,4S)-1-(a3eTnguH-1-kapboHin)-4-cdpTop-2-[(2,3',5'-TpucpTop[1,1'-6icpeHin]-3-in)meTnn]niponigmH-
3-infeTaHcynbdoHamig abo noro cine (Mpuknag 450);

N-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-4-cpTop-2-[(2-dpTop-3'-MmeTnn[1,1'-GideHin]-3-
in)metun]niponignn-3-intetaHcynbdoHamig abo noro cine (Mpuknag 451);

(2S,3R,4S)-3-[(aumeTuncynbdamoin)amiHo]-4-ctop-2-[(2-pTop-3'-MeTnn[1,1'-6ideHin]-3-in)meTnn]-N,N-
anmeTunniponigunH-1-kap6okcamig abo ii cinb (Mpuknag 459);

N'-[(2S,3R,4S)-4-dpTop-2-[(2-pTOpP-3'-MeTun[1,1'-BicpeHin]-3-in)meTnn]-1-(1-rigpokcmumnknobyTtaH-1-
kapboHin)niponigmn-3-in]-N,N-gumeTtuncipyaHoi kucnotu giamig abo noro cine (Mpuknag 462);

N'-{(2S,3R,4S)-1-(a3eTnauH-1-kapboHin)-4-cpTop-2-[(2-dTop-3'-meTnn[1,1'-6iceHin]-3-
in)metun]niponignn-3-in}-N,N-anmeTuncipyaHoi kucnotu giamig abo woro cinb (Mpuknag 463); abo

N'-{(2S,3R)-4,4-andTop-1-[(2R)-0KCETaH-2-KapboHiIn]-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-3-
in)metun]niponignu-3-in}-N,N-gumeTuncipyaHoi kucnotu giamig abo noro cinb (Mpuknag 542).

Cnonyka (I) ocobnmBo nepeBaxHo ABMsie cO6010

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-BicbeHin]-3-in)metun]-4,4-gndpTop-1-((2R)-okceTaH-2-
kapOoHin)niponigun-3-injeTaHcynbdoHamig abo noro cinb (Mpuknag 1);

N-{(2S,3R)-4,4-gndT0op-1-(2-rigpokcn-2-meTnnnponaHoin)-2-[(2,3',5'-tpudTop[1,1'-6icpeHin]-3-
in)metun]niponignn-3-intetaHcynbdoHamig abo roro cinb (Mpuknag 3);

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-BicbeHin]-3-in)metnn]-4,4-gndTop-1-(2-MeTnnnponaHoin)niponigamH-3-
inJetaHcynbdoHamig abo roro cinb (Mpuknag 94);

N'-{(2S,3R)-1-(a3eTnanH-1-kap6boHin)-4,4-gudptop-2-[(2-dpTop-3'-MeTun[1,1'-bicpeHin]-3-
in)metun]niponignn-3-in}-N,N-gumeTuncipyaHoi kucnotu giamig abo voro cinb (Mpuknag 443);

N-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-4-cTop-2-[(2-dTop-3'-MmeTnn[1,1'-GideHin]-3-
in)metun]niponignn-3-in}etaHcynbdoHamig abo roro cinb (Mpuknag 451);

(2S,3R,4S)-3-[(anmeTuncynbgamoin)amiHo]-4-cptop-2-[(2-bTop-3'-MeTun[1,1'-6idpeHin]-3-in)meTnn]-N,N-
anmeTunniponiguH-1-kapbokcamig abo i cinb (Mpuknag 459);

N'-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-4-cTop-2-[(2-dpTop-3'-MmeTnn[1,1'-GideHin]-3-
in)metun]niponigunH-3-in}-N,N-gumeTuncipyaHoi kucnotu giamig abo roro cinb (Mpuknag 463); abo

N'-{(2S,3R)-4,4-andTop-1-[(2R)-0KCETAH-2-KapPOOHIN]-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-3-
in)metun]niponigunH-3-in}-N,N-aumeTnncipyaHoi kucnotu giamig ado roro cinb (Mpuknag 542).

Ak cinb cnonykn, npeacraeneHoi dopmynoto (1), nepeBaxHo € apmMaKosoriyHO NPUIAHATHA Cinb, Ta
npuknaguM Takol coni BKMAYaKTb Ciflb 3 HEOPraHiYHOK OCHOBOW, Ciflb 3 OpPraHiYHOK OCHOBOM, Ciflb 3
HEOPraHiYHOK KMCIOTO, Ciflb 3 OPraHiyHO KUCIOTOM, Ciflb 3 OCHOBHOK abo KMCIOTHOK aMiHOKMCOTOH,
Ta NoAibHi.



MepeBaxHi npuknagn coni 3 HeopraHiYHOK OCHOBOKD BKMOYAKTb COMi NY>XHUX MeTaniB, Taki 9K Cinb
HaTpito, Cinb kanito Ta NoAibHi; coni NykHo3eMenbHUX MeTaniB, Taki AK Cifb KanbLilo, Cifb MarHito Ta nNoAibHi;
CiMnb antoMmiHito, cinb amoHito Ta noaibHi.

[NepeBaxHi NpyKnagu cosni 3 opraHiyHO OCHOBOK BKIOYAOTh COSli 3 TPMMETUNIaMiHOM, TpUeTUnamiHom,
NipUANHOM, nikoniHom, eTaHonamiHoMm, JieTaHonamiHoMm, TpreTaHonamiHOM,
TpoMeTaMiH[TpU(rigpokCcuMeTun)meTunamiHom], TpeT-byTunamiHom, UMKIOrekcunamiHom, ©OeH3unamiHom,
auumknorekcunaminom, N,N'-anbeHsnnetTuneHgiamiHom Ta nozioHi.

lMepeBaxHi Npuknaan coni 3 HEOPraHiYHOK KMCNOTOK BKNHOYAlOTbL COMi 3 MgpOXIOpPUAHOK KUCNOTOH,
rigpobpoMigHO KMCMOTO, a30THO KUCIIOTOL, CipYaHOoK KMCIOTOo, hocOopHOIO KMCNOTO Ta NnofibHi.

MepeBaxHi NpuKagmM Cosi 3 OpraHivyHO KMCMNOTOK BKIHOYAKOTh COMi 3 MypaLLMHOK KUCMOTOK, OLTOBOK
KMCNOTOK, TPUATOPOLTOBOI KUCMOTOK, TaneBo KUCMOTOK, (PymMapoBOK KUCIOTO, LLaBENEBO
KMCNOTOK, BMHHOK KWUCMNOTOK, ManeiHOBOK KUCIOTOW, NIMMOHHOK KUCMOTOK, OYpLUTMHOBOK KUCMOTOH,
A0NYYHOK  KUCMOTOK,  METaHCYNb(POHOBOK  KUCNOTO,  GeH30ncynbOHOBOK  KUCMOTOW, M-
TONYyoncynbOHOBOK KMCIOTOK Ta NOAIGHI.

MepeBaxHi Npuknaam coni 3 OCHOBHOK aMiHOKMCIOTOK BKMOYAOTb COMi 3 apriHiHOM, Mi3MHOM, OPHITUH
Ta nofibHi.

[MNepeBaxHi Npuknagn coni 3 KACMOTHOK aMiHOKMCIIOTOK BKOYaKOTh COMi 3 acnapariHOBOK KUCMOTOLO,
rMyTamiHOBOO KUCITOTO Ta NOAiOHO.

Cnocib oTpyMaHHS Cnonyku 3a NpeacTaBeHNM BUHAaXOA0M MOSICHIOETLCH HUXKYE.

BuxigHa pevoBMHa abo peareHT, SIKMA BUKOPUCTOBYETLCS, Ta CMOSlyka, OTpPMMaHa Ha KOXHIl cTtagii B
HacTynHomy cnocobi OTPMMaHHS, MOXe 3HaxXOAUTUCH Yy POPMi COni, Ta MPUKNaAM Takoi COMi BKMOYalTb Ti
coni, siki € noaibHMmMK Jo conen cnonyku, npegcTtasneHol goopmynoto (1), Ta nogibHi.

Konu cnonyka, oTpMMaHa Ha KOXHiM cTagii, 3HaxoguTWUCb Y BiMbHIN OpPMi, TO BOHaA MOXe OyTu
nepeTBopeHa Ha MOTPIOHY Cinb, BiONOBIAHO OO0 MO CyTi Bigomoro cnocoby. Konwu cnonyka, oTpumaHa Ha
KOXHiN cTagii npeacrasnse coboto Cinb, TO BOHa MoXe ByTu nepeTBopeHa y noTpibHy BinbHy opmy abo B
iHLIY Cinb BiANOBIAHO 4O MO CyTi BiAOMOro cnocoby.

Cnonyky, oTpuMaHy Ha KOXHi cTagii, MoXyTb 6e3nocepeqHb0 BUKOPUCTOBYBATU Yy BUMMsAAI peakuinHoi
cymiwi abo y BUrnsiAi CMpOro NpoaykTy Ha HacCTYMHIN peakuii. AnbTepHaTMBHO, CMOfyKa, oTpuMaHa Ha
KOXHin cTagii, moxe OyTW BuAiNeHa Ta ouvulleHa Big peakuiiHol cyMilli, BignoBiAHO 4O MO CyTi BigoMoro
cnocoba, Hanpuknag, BiAOKPEMIIEHHA O3Ha4Yae KOHLEHTPYBaHHSA, KpucTanisaudito, nepekpucTanisawito,
ONCTUMALI, eKCTparyBaHHs PO34YMHHMKOM, (OPaKLiHY OUCTUMSALiO, KOFNIOHKOBY XpomaTtorpadisi Ta nogioHi.

Konu cnonyku BMXxigHMX peyoBUH abo peareHTiB, siki BUKOPUCTOBYHOTBCS Ha KOXHIN cTagii, € KoMepLiiHO
OOCTYMHUMMU, TO AaHi KOMEPLINHO AOCTYMNHI NPOAYKTN MOXYTb BUKOPUCTOBYBaTUCH Be3nocepenHbo.

B peakuii Ha KOXHiV cTagii, pasom 3 TUM peakuiiHUI Yac Bapiloe B 3anexHOCTi Big BMAY peareHTa Ta
PO34YMHHWKA, SIKi BUKOPUCTOBYKOTbLCS, BiH CTaHOBUTL, SIK MpaBuro, Big 1 xB8. 0o 48 rog., nepesaxHo Big 10 xB.
00 8 roA., SKLO He 3a3Ha4YeHo iHLLe.

B peakuii Ha KOXHiM cTagii, pasom 3 TUM peakuiiHa TemnepaTypa Bapiloe B 3anexHocTi Big Buay
peareHTa Ta pO34YMHHMKA, SIKi BUKOPUCTOBYIOTBCSl, BOHA CTaHOBWUTb, SK npasuno, Big -78 °C go 300 °C,
nepeBaxHo Big -78 °C go 150 °C, aKwWo He 3a3Ha4YeHo iHLWe.

B peakuii Ha KOXHin cTafii, pa3oMm 3 TUM TUCK Bapiloe B 3anexHOCTi Bid BUOY peareHTa Ta pO3YMHHUKA,
SIKi BUKOPUCTOBYHOTLCS, BiH CTAHOBUTb, SIK NpaBuno, Big 1 atMm. oo 20 atM., nepesaxHo, Big 1 atM. o 3 atMm.,
SKLLO He 3a3HayeHo iHLue.

Ona peakuii Ha KOXHIN cTafii MOXyTb iHOOI BWKOPUCTOBYBATW, HaMpuknag, YCTaTKyBaHHS Anis
MiKPOXBUITbOBOIO CUHTE3Y, Take SK iHiuiaTop BUMpobHUUTBa Biotage Ta nogidHe. lMpu ubomy TemnepaTypa
peakuii MOXxe BapiloBaTu B 3afeXxHOCTi Bid BMAYy peareHTa abo pO34MHHMKA, SIKi BUKOPUCTOBYKOTbCS, Ta
CTaHOBWTb, K NpaBumo, Bif KiMHaTHOI Temnepatypu ao 300 °C, nepeBaxHo Big 50 °C go 250 °C, aKwo He
3a3HaveHo iHwe. [lMpyn UbOMYy 4ac peakuii MOXe BapitoBaTM B 3anexHOCTi Big Buay peareHTa abo
PO34YMHHUKA, AKi BUKOPUCTOBYIOTBCSH, Ta CTAHOBUTb, K NpaBuIo, Big 1 xBunvHu 0o 48 roavH, nepeBaxHo Big
1 XBUNUHM 0O 8 rogmuH, SKLO HE 3a3HAaYeHO iHWe.

B peakuii Ha KOXHi cTagii, peareHT BUKOPUCTOBYIOTb B KinbkocTi Big 0,5 eksiBaneHtiB go 20
ekBiBaneHTiB, nepeBaxHo Big 0,8 ekBiBaneHTiB 40 5 ekBiBaneHTiB, N0 BiHOLIEHHIO A0 cybcTpaTa, SKWO He
3a3Ha4eHo iHwe. Konu peareHT BUKOPUCTOBYETLCS K KaTanisatop, TO peareHT BUKOPUCTOBYIOTb B KifTbKOCTI
Big 0,001 eksiBaneHTiB 40 1 ekBiBaneHTta, nepesaxHo Big 0,01 ekeiBaneHTiB oo 0,2 eksiBaneHTiB, no
BiOHOWeEHHIO [0 cybcTpaty. Konw peareHT, KpiM TOro, CnyxuTb $IK PO3YMHHUK peakuii, To peareHT
BMKOPUCTOBYIOTb B KINTIbKOCTI SIK PO3YMHHUK.

AKLWO He 3a3HayeHo iHWe, peakuild Ha KOXHIM cTagii 3aiicHioTe 6e3 po3unHHMKa abo nicnst
PO34YMHEHHsST abo cycrneHAyBaHHSA BUXiOHOI CMOMNYKM Yy BiAMOBIAHOMY PO34YMHHMKY. KOHKpeTHi npuknagw
PO3YMHHMKA BKITOYAOTb PO3YNHHUKN, OnncaHi B [puknagax Ta HacTynHi:

CMMPTU: METAHOJ, eTaHos, TPET-0yTUNOBMIA CNMPT, 2-METOKCieTaHO M, Ta NoaibHi;

npocTi edpipu: gieTmnosun eqip, AUMEHINOBUI NPOCTMI eqip, TeTparigpodypaH, 1,2-oumeToKcieTaH, Ta
noaioHi;

apomMaTU4Hi ByrneBoAHi: xnopbeH3on, Tonyos, KCunors, Ta noAioHi;



Hacu4eHi BYrneBOHi: LMKMOrekcaH, rekcaH, Ta nogioHi;

amign: N,N-gumetundgopmamig, N-metunniponigunH, Ta nogibHi;

ranoreHoBaHi BYrneBOAHEBI: ANXITOPMETaH, TeTpaxnopua Byrnewto, Ta noaibHi;

HITPUNW: aueToHITpWN, Ta NoAibHi;

cynbdoKkcuamn: AMMeTUNCcynbgokecma, Ta noaidHi;

apoMaTU4Hi OpraHiYHi OCHOBW: MipUAWH, Ta noaibHi;

aHrigpVan KUCIOT: OLUTOBUIA aHrigpuya, Ta nogibHi;

OpraHiyHi KUCNOTU: MypaLluHa KUCIoTa, OUTOBa KMCMoTa, TpudTopoLToBa KMCNoTa, Ta nogioHi;

HeopraHiYHi KNCNOTK: MiApPOXNopuaHa KMCroTa, cipyaHa KucrnoTa, Ta nofibHi;

cknagHi ecbipu: eTunauetarT, Ta noaibHi;

KETOHU: aLleTOH, METUNETUNKETOH, Ta NoAibHi; Ta

BOAaA.

3a3HayeHi BuLWE PO3YMHHWKM MOXYTb BUKOPUCTOBYBATMUCb HK CyMmill 3 ix ABox abo bGinbwe y
BigNOBIAHOMY CMIBBiIAHOLLUEHHI.

Konu Ha KoXHin ctagii ons peakuii BAKOPUCTOBYETLCA OCHOBA, TO, IX MPMKNAAU BKMAKOYaKTb OCHOBM,
onucani B lNpuknagax, HacTYMNHi OCHOBU:

HeopraHiYyHi OCHOBW: HATPIlO rigpPoOKCKMa, MarHito rigpokcua, HaTpito kapboHaT, KanbUito kapboHaT, HaTpito
rigpokapboHart, Ta noAibHi;

opraHiyHi OCHOBMW: TpueTunamiH, gietTunamid, nipunauH, 4-gumetvnamidonipuavH, N,N-anmeTunadinid,
1,4-gia3abiynkno[2.2.2]okTaH, 1,8-gia3abiunknol[5.4.0]-7-yHaekaH, imigason, ninepuavH, Ta NogioHi;

ankokcuau meTaniB: HaTpil0 eTOKCKA, Kanito TpeT-6yTokeua, Ta NoAibHi;

riApvan NyXHUX MeTaniB: rigpua HaTpito, Ta NogibHi;

amigu MeTanis: amig HaTpito, NiTito giisonponinamia, niTito rekcameTunavcunasng, Ta nodibHi; Ta

OpraHiyHi cnonyku niTito: H-6yTunniTin, Ta NOAIGHI.

Konun BMKOPUCTOBYIOTE KACNOTY abo KMCMOTHUIA KaTanisaTtop B peakuii Ha KOXHIN cTagii, To, Hanpuknag,
BMKOPUCTOBYIOTb KUCIOTY, Ska onucaHa B lNpuknagax, Ta HacTynHi KUCNOTK abo KNMCNOTHI kaTtanisaTopu:

HeopraHiyHi KMCNOTW: TigpoxnopuaHa KWUCroTa, cipdYaHa KMCMNOTOK, as3oTHa KucnoTta, rigpobpomigHa
kucnota, dbocdopHa KncnoTa, Ta nofibHi;

OpraHiyHi KMCNoTK: ouTOBa KUCMnoTa, TpdTOPOLTOBA KMCNOTA, NMMMOHHA KUCIOoTa, M-ToNyoncynbgoHoBa
kucnoTta, 10-kamdopocynbdoHOBa K1CNoTa, Ta NogibHi; Ta

kucnotu Jlbloica: 6opTpudTopuaHUA KOMMIeKc AieTunoBoro edipy, noama UWHKY, 6e3BogHui xnopug
anoMiHilo, 6e3BogHuMIA xnopug UnHKy, 6e3BogHMI xnopug 3anisa, Ta nogioHi.

AKWOo He 3a3HayeHOo iHWe, peakuito Ha KOXHIN cTafii 34iACHIOTL BiAMOBIAHO 4O NO CyTi BiZOMOro
cnocoby, Hanpuknag, cnocoby, 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 ta 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 1ll, Vol.1-Vol.14 (Elsevier Japan); Strategic Applications of Named Reactions in Organic Synthesis
(translated by Kiyoshi Tomioka, Kagakudoijin); Comprehensive Organic Transformations (VCH Publishers
Inc.), 1989, abo nogibHux, abo cnocody, onncaHoro B MNpuknagax.

Peakuito BBeeHHs1 3axMCTy abo 3HATTA 3axXUCTY 3 (PYHKLIOHANbHOI rpyniu 34iNCHIOTbL BIAMOBIAHO 4O NO
cyTi Bigomoro crnoco0y, Hanpuknag, 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 Npuknagax.

Mpuknagn 3axvucHUX Tpyn AN rigpoKCWU rpyny CnvMpTy Ta noAdibHoi Ta (PeHOMbHOI FgpOKCKM rpynu
BKITOYAOThb 3axXMCHI rpyny Tuny npocToro edipy, Taki K METOKCMMETUIIOBUI NpOoCTui edoip, 6GeH3unosui
npoctun edip, TpeT-byTnnanmeTuncuninbHNA npoctTuin edip, TeTparigponipaHinbHWA npocTuin edip Ta
nofibHi; 3axucHi rpynu kapbokcunaTHo-cknagHoedipHOro Tuny, Taki sk cknagHuin edoip oUTOBOI KMCNOTK Ta
nofibHi; 3axucHi rpynu cynbdoHaTHO-CKNagHoedipHOro TNy, Taki Sk MeTaHCyNbOHATHUIA CKnagHUA edip
Ta nopjibHi; 3axucHi rpynu kapboHaTHOro ckrnagHoedipHOro Tvny, Taki Ak TpeT-OyTunkapboHaT Ta nofibHi;
TOLLO.

Mpuknaam 3axucHUX rpyn Ans KapOoHINbHOT rpynu anbAerigy BKMNOYaloTb 3aXUCHI Fpynu aueTanbHOro
TUNy, TaKi K gumeTunaueTans Ta NOAiIOHI; 3aXUCHI rpyny TUMY LUUKMNIYHOrO aueTanto, Taki SK uuknivyHui 1,3-
JpiokcaH Ta noaibHui; ToLo.

Mpuknagn 3axmMcHUX rpyn ansa kapOOoHINbHOI FPyNy KETOHY BKMOYAKTh 3aXMCHI FPYNy KeTanbHOro Tumy,
Taki K gUMeTunkeTanb Ta NogidHi; 3aX1CHI rpynu TUNY LMKITIYHOTO KeTarto, Taki K UMkniyHMn 1,3-aiokcaH Ta
noAibHi; 3axXMCHI rpynyn OKCMMHOIo Tuny, Taki Ak O-MeTUNOKCUM Ta MOAIOHI; 3aXMCHI rpynu rigpasoHOBOro
Tmny, Taki g9k N,N-gumeTunrigpasoH Ta nogibHuiA; ToLlo.

Mpuknagn 3axmcHUX rpyn Anst KapOoKCUBHOT rpynn BKIKOYAKTbL 3aXUCHI rPYyNK cknagHoedipHoro Tuny,
Taki K METUMNOBUI CKNaaHWi edpip Ta NoAibHWMIA; 3axucHi rpynu amigHoro Tuny, Taki sk N,N-gumeTunamig ta



noaibHun; ToLlo.

Mpuknagm 3axmcHUX rpyn Ans Tiony BKMYaTh 3aXUCHI Fpynu TUMNYy NpocToro eqipy, Taki 9k 6eHsunTio-
npoctuii ecbip Ta nofibHi; 3axmcHi rpynu cknagHoedipHOro Tuny, Taki Ak cknagHu edip TiIOOLTOBOI KMCIOTH,
TiokapboHaT, Tiokapbamart Ta NnoAibHMI; TOLLIO.

MpuKknaan 3axvMcHWX rpyn ANng amiHo rpynu abo apomMaTUYHOro reTepoLmKily, Takoro sk imigason, mipon,
iHgon, abo noaibHoro, BKIYAOTL 3aXUCHi rpynu kapbamaTtHoro Tuny, Taki sk 6eHsunkapbamar Ta noAibHi;
3axXMCHI rpyny aMigHoro TUny, Taki ik aueTamig Ta nofibHui; 3axXMcHI rpynu ankinamiHHOro Tuny, Taki ik N-
TpudeHinMeTunamiH Ta NoAibHUIA; 3axucHi rpynu cynboHaMigHOro Tuny, Taki Sk MeTaHcynbdoHaMig Ta
noAaioHuin; ToLlo.

3axucHa rpyna moxe OyTM BuaaneHa 3a no CyTi BigoMuMm crnocobom, Hanpuknag, cnocobom 3
BMKOPUCTAHHSAM KWUCIOTW, OCHOBW, YynbTpacphionetoBoro cBiTna, rigpasuHy, deHinrigpasuHy, HaTpito N-
meTungutiokapbamaTy, TeTpabyTunamoHito Topuay, nanagilo auetarty, TpuankincuninranoreHigy
(Hanpuknag, TpumeTuncuninioanay, TpuMeTuncuninépomiay) Ta noaibHux, 3a cnocobom BigHOBNEHHS, abo
noaioHNMm.

Y BUNaAKy 34iMCHEHHA peakLii BiQHOBNEHHS Ha KOXHIiWA CcTagil, Nnpuknaam BiQHOBMIOKYOro areHTa, siKui
BUKOPUCTOBYETBLCHA,  BKMOYalOTbL  rigpMan  MeTaniB, Taki 49K niTilo  anomorigpug,  HaTtpito
TpuavueTokcnboprigpua, HaTtpito uiaHoboprigpug, giisobytun antomorigpug (DIBAL-H), HaTpito Goprigpua,
TeTpameTuUnamoHilo TpuaueTokcnboprigpng Ta nopibHi; 6opaHu, Taki sk GopaH-TeTparigpodypaHoBun
KOMMNekc Ta nogdibHi; Hikenb PeHes; kobanbT PeHes; BOAeHb; MypalUuHy KUCNOTY; TpUeTuncunaH Tta
nodibHi. Kartanizatop, Takui K nanagii Ha Byrinni, kartanizatop JliHanapa, abo nogibHMN MOXYTb
BMKOPMCTOBYBAaTUCH B CNOCOBI BiAHOBMNEHHS BYrneLb-ByrneLb NogBinHOro 3s'a3ky abo NOTPINHOIo 3B'A3KY.

Y BuUNagKy 3AINCHEHHS peakuii OKUCHEHHS Ha KOXHIiM cTafii, NpuMKnagM OKUCHIOKYOro areHTta, sKum
BMKOPWCTOBYETLCS, BKINIOYAOTb NEPOKCUAW, TaKi Sk M-xnopnepokcmbeHsonHa kucrnota (MCPBA), nepokeng
BOAHIO, TpeT-OyTunrigponepokcna Ta noAibHi; nepxnopatwn, Taki Sk TeTpabyTunamoHilo nepxnopart Ta
noAibHi; xnopatun Taki 9k HaTpilo xnopaT Ta NoAibHi; XNopuTK, Taki AK HaTPI0 XNOPUT Ta NodibHi; neprogaTtw,
Taki 9K HaTpilo neproaaT Ta NoAibHi; peareHTn BUCOKO BanNeHTHOro oAy, Taki sk nogocnnbeH3on Ta nogibHi;
peareHTu, siki MiCTSITb MaHraH, Taki ik MapraHuto giokcua, kanito nepmaHraHaT Ta noAibHi; Cnonykn CBUHLLO,
TaKi Sk TeTpaaueTaT CBMHLIO Ta NOAiIOHI; peareHTu, sKi MiCTATb XpOM, Taki sk nipuguHito xnopxpomart (PCC),
nipyauvHito gnxpomat (PDC), peareHtn [koHca, Ta noAibHi; cnonyku ranoreHy, Taki sk N-GpomcyKunHimig
(NBS) Ta nopgi6Hi; KnceHb; 030H; KOMMIEKC CipKM TpUOKCUAY-NipuaMHY; OCMIil0 TETPAOKCUA,; CeneHy AioKCuA,;
2,3-guxnop-5,6-anuiaHo-1,4-6eH3oxiHoH (DDQ); Ta nogibHi.

Y Bunagky 34iiCHeHHs peakuii pagukanbHOI UuKnisauii Ha KOXHi cTafii, npuknaguM pagukarbHOro
iHiLiaTOpa, AKUMN BUKOPWUCTOBYHOTb, BKMIOYAKOTb a30-Crnonyku, Taki sk asobicizobytuponitpun (AIBN) Ta
noAibHi; po3unHHI Yy BOAI pagukanbHi iHiliaTopu, Taki sik 4-4'-a3obic-4-uiaHoneHTaHoBa kucnota (ACPA) Ta
nogaibHi; TpueTnnbop B NPUCYTHOCTI NOBITPSA abo KUCHI0; BeH3oinnepokena; Towo. MNpuknagn pagmkansHOro
peareHTa, SIKUA BUKOPUCTOBYKOTb, BKMKOYAKTb TPUOYTMNCTaHaH, TpuUc-TpuMeTuncunincunaH, 1,1,2,2-
TeTpadeHingmcmnaHd, audeHincunax, camapito noama, Ta nogibHi.

Y BuNagky 3AiNCHEeHHA peakuii BiTtira Ha KoOxHiM cTagii, npuknagu peareHTa BitTira, akun
BMKOPUWCTOBYIOTb, BKIHOYAIOTL ankinigeHgocdoparHu Ta nogibHi. AnkinigeHdpocdopaHun MOXyTb OTpUMyBaTh
BiAMOBIQHO 40 MO CyTi BigoMUX cnocobiB, HaNpuknag, peakuieto coni pocdOpPOHito 3 CUINbHOK OCHOBOH.

Y Bunagky 3dincHeHHs peakuii XopHepa-EMMOHCa Ha KOXHin cTafii, npuknagn peareHTa, SKUR
BMKOPUCTOBYIOTb, BKIIOYalOTb  pocdoHoaueTaTn, Taki Sk meTtungumeTundocdoHoaueTar, eTun-
aieTnndocdoHoaleTaT, Ta NoAiOHI; Ta OCHOBM, TaKi SK TMApUaN NY>KHUX MeTaniB, opraHivHi Cnomnyku niTito Ta
noaibHi.

Y Bunagky 3gincHeHHs peakuii ®pigena-Kpadtca Ha KOXHiM cTagii, ik peareHT BUKOPUCTOBYETbCSH
koMbiHauia 3 kncnotu Jlbloica Ta xnopaHrigpyay kucrnoTtn abo kombiHauis 3 kncnotu Jlbloica Ta ankinyr4oro
areHTa (Hanpwvknag, ankinranoreHiga, cnupra, onediHa Ta nogibHoro). AnNbTepHaTUBHO, OPraHiyHy KUCMOTY
abo HeopraHiyHy KUCMOTY TakoX MOXYTb BUKOPUCTOBYBATM 3aMiCTb Kncnotu Jlbloica, Ta aHrigpvg Kucnotu,
TakMi K OUTOBMIW aHrigpyg abo nodibHui, TakoK MOXYTb BUKOPUCTOBYBATM 3aMiCTb XIOpaHrigpugy
KMcnoTu.

Y Bunagky 34iMCHEHHA peakuil apoMaTUYHOrO HYKNeominbHOro 3aMilleHHA Ha KOXHiM cTagii,
HyKNeominbHUI areHT (Hanpuknag, amiH, imigason Ta noaibHMM) Ta ocHoBa (Hanpuknag, opraHiyHa ocHoBa
Ta nNofibHe) BUKOPUCTOBYHOTLCA K peareHT.

Y Bunagky, Konu peakuii HykneoginbHOro npuegHaHHsA, OnocepeaKkoBaHOI YTBOPEHHSIM KapboaHioHy,
peakuil HykneodineHoro 1,4-npuefHaHHa  (peakuia npuegHaHHa 3a  Mixaenem), onocepeakoBaHOI
YTBOPEHHSIM KapboaHioHy, abo peakuii HykneodinbHOro 3aMmilleHHsl, OMoCepedKoBaHOI YTBOPEHHSIM
KapOOoaHioHy, 3M4iACHIOTL Ha KOXHIN CcTagii, Ta NpuKIagM OCHOBWU, SIka BUKOPUCTOBYETLCS ANSl YTBOPEHHS
KapOOoaHioOHy, BKMOYalOTb OpPraHiyHi CMonyku niTito, ankoKcuau MeTaniB, HeOpraHiyHi OCHOBM, OpPraHiyHi
OCHOBM Ta NOAiOHi.

Y BMNagky, konu peakuis ['piHbsipa BUKOPUCTOBYETLCS NPU 3A4IMCHEHHI KOXHOI CTagii, Npuknagu peareHTa
IpiHbAIpPa, SKMIA BUKOPUCTOBYETLCS, BKIIOYAKTb apuiiMarHito ranoreHign, Taki sik dpeHinmarnito 6pomig Ta
nodibHi; Ta ankinmarHito ranoreHian, Taki sk eTunmarnito 6pomig Ta nofibHi. PeareHTn piHbaApa MOXyTb



OoTpuMyBaTU BIiAMNOBIAHO [0 MO CyTi BigoMmx cnocobis, Hanpuknag, 3a peakuieto ankinranoreHigy abo
apunranoreHigy i3 MeTaniyHuMM MarHiem B MPUCYTHOCTI npocTtoro edipy abo TeTparigpodypaHy, $K
PO34YUHHUKA.

Y BuNagKky 34iMCHEHHA peakuii KoHaeHcauil KHboBeHrarens Ha KOXHiM cTagil, £K peareHTu
BMKOPUWCTOBYIOTb CMOMYKY, SIka MiCTUTb aKTMBOBaHYy METWIIEHOBY, sika 3HAaxXoOAWTbCS MK OBOMa €JeKTPOH
aKUenTopHUMK rpynamun (Hanpuvknag, mMarnoHOBY KWCMOTY, AieTUrMarnoHaT, MaroHOHITpun, Ta nogdibHi) Ta
OCHOBY (Hanpuknag, opraHiyHy OCHOBY, ankoKCUA MeTany, HeopraHiyHy OCHOBY).

Y BMNagKy 30iMCHEHHs peakuil Binbcmenepa-Xaaka Ha KOXHiN cTagii, K peareHTU BUKOPUCTOBYHOTHCS
docdopunxnopua Ta amigHa noxigHa (Hanpuknag, N,N-gumeTtundopmamig, ToLLo).

Y Bunagky 34iMCHEHHS peakuii aswayBaHHs CNuUpTIB, ankinranoreHvais abo cknagHux edipis
CYNb@OHOBOI KMUCMOTK Ha KOXHIN CTagil, NPUKnaan areHTy asuayBaHHSs, SKUN BUKOPUCTOBYETLCS, BKIOYAOTh
andpeHindgocdopunasmg (DPPA), TpumeTtuncuninasug, Hatpito a3ug, Ta nogibri. [ns peakuii asngyBaHHs
CMMPTIB, HanNpuknag, MOXyTb BUKOPMUCTOBYBaATW CMocib i3 3acTtocyBaHHAM andeHindocdopunasugy 1a 1,8-
Aiasabiunkno[5.4.0lyHaek-7-eHy (DBU), cnocib i3 3actocyBaHHAM TpyMeTuncuninasngy ta kucnotu Jlsroica,
abo noaidoHuN.

Y BuUNagky 34iINCHEHHS peakuil BiAHOBHOrO amMiHyBaHHS Ha KOXHIM cTagil, npuMknagn BigHOBIIOKYOro
areHTa, SIKMA BUKOPUCTOBYETbLCS, BKMIOYAKOTb HaTpil0 TpuaueTokcubopriapua, HaTpito uiaHoboprigpuva,
BOAEHb, MypaLUWHy KUCIOTy, Ta nofidHi. Konu cybcTtpaTt npeacrtaBnse cobo amiHHY CMOMyKy, npyKnagu
KapOOHINbHOT Ccnomnyku, sika BUKOPUCTOBYETLCSIBKMOYAOTb, nNapadopmanbaeria, anbgerign, Taki sk
aueTanbgerig Ta nogibHi, Ta KETOHK, Taki K LMKINOrekcaHoH Ta noAidHi. Konu cybetpaT npeacraensie coboto
KapOOHiNbHY Cnonyky, NpUKNaan amiHie, siKi BAKOPUCTOBYIOTHCS, BKITOYAOTb aMOHIW, MEPBUHHI aMmiHK, Taki K
MeTunamiH Ta nofibHi; BTOPUHHI aMiHW, Taki K AumeTunamid Ta nogidHi; Towo.

Y Bunagky 3gincHeHHs peakuii MigyHoBy Ha KOXHIN cTagii, $IK peareHT BUKOPUCTOBYETHLCS
asogukapbokcunat (Hanpuknag, gietunasogukapbokcunat (DEAD), giisonponinasogunkapbokcunat (DIAD)
TOLWO) Ta TpUEHINgoceiH.

Y BuUNagky 34iNCHEHHs peakuii ectepudikauii, peakuii amigyBaHHs abo peakuii yTBOPEHHS CEYOBUHN Ha
KOXHIi CTagii, npuKnagm peareHTy, SKAA BUKOPUCTOBYETbLCH, BKMNHOYAKOTb auumranoreHign, Taki sk
xnopuaaxrigpuan KucnotT, GpomaHrigpuan KACNoT, Ta nogibHi; Ta akTuBoBaHi KapOOHOBI KMCNOTW, Taki SIK
aHrigpuan KWCNoT, akTMBHI cknagHoedpipHi dopmu, Ta cknagHi edpipu cipyaHoi KUMCNOTM Ta MNoAioHI.
Mpuknagn akTUBYOYOro areHTa Ans KapOOHOBOI KMCMOTU BKMOYalTb kapOoAiiMigHi KOHOEHCYHYI areHTw,
Taki gk 1-eTun-3-(3-gumeTtunamiHonponin)kapbogiimigy rigpoxnopug (WSCD) Ta nogibHi; TprasunHoBi
KOHOEHCYoYi areHTn, Taki gk 4-(4,6-aumeTtokcu-1,3,5-TpnasuH-2-in)-4-metnnmopdoniHito xnopug n-rigpat
(DMT-MM) Ta nopaibHi; KOHOEHCYOui areHTU Ha OCHOBI CKknagHoro eduipy BYrifbHOI KMCNoTu, Taki gk 1,1-
kapboHingiimigaszon (CDI) Ta nogaibHi; audeHindoctopunasng (DPPA); 6eH3oTpuason-1-inokcun-tpu-
anmetunamiHodocdoHieBa cine (BOP peareHT); 2-xnop-l-metunnipyauvHito noama (peareHt Mykaviamm);
TiOHINXNopuma,; HWkYi ankinranoreHdopMmiaty, Taki Sk etunxnopdopmiat Ta nogibHi; O-(7-azabeH3oTpuason-
1-in)-N,N,N',N'-teTpameTunypoHito rekcadrtopdocdart (HATU); cipyaHy kucnoty; ix kombBiHauii; Ta noaibHi.
Y BMnNagKy BUKOPUCTaHHSA KapOoAiiMigHOro KOHOEHCYUOro areHTa, 40 peakuii 4o4aTKoBO MOXYTb AodaBaTu
nobaBky, Taky sk 1-rigpokcndensotpuason (HOBt), N-rigpokcucykumHimig (HOSu), gumeTtnnamiHonipuguH
(DMAP), abo nogi6Hi.

Y BUNagKy 34iCHEHHs peakuii CnonyyYeHHs Ha KOXHIiW cTagii, npuknagu mMetaneBoro katanisaTopy, Skum

BMKOPUCTOBYETHLCH, BKIOYaA0Tb Ccnonyku nanagito, Taki AK nanagito (1 auertar,
TeTpa(TpudeHindocdiH)nanaaito (0), anxnopOic(Tpudenindocdid)nanagio (1,
anxrnopbic(TpueTundocdin)nanagito (1, Tpu(anbeHsnnigeHaueToH)gmnanagito (0), 1,1'-

bic(andenindogiHo)dpepoueH nanagito  (II) xnopwmg, Ta nogibHi; cnonyku  Hikent, Taki K
TeTpa(TpudeHindocdin)Hikens (0) Ta noaibHi; cnonyku pogito, Taki gk Tpu(TpudeHindocdin)pogito (l11)
xnopug Ta noAibHi; cnonykmn kobanbTy; CNonykn Mifgi, Taki sk okevg migi, noama migi (1), Ta nogibHri; cnonykm
nnaTMHW, Ta NoaidHi; Towo. [oaaTKoBO A0 peakuii MOXYTb AOA4aBaTu OCHOBY, Ta MPUKMIaAM Takoi OCHOBM
BKITHO4AlOTh HEOPraHiYHi OCHOBW, OCHOBHI COJi Ta NOAi0HiI.

Y BunNagky 3AiNCHEHHsA peakuii TiokapOOHINBaHHA Ha KOXHIM cTagii, sk npaBwuno, K areHt
TiOKapOOHINOBaHHA BUKOPUCTOBYETbCA doccopy neHTacynbdid. AnNbTEPHATUBHO, TaKOX MOXYTb
BMKOPUCTOBYBATW peareHT, dkun mae 1,3,2,4-autiagndocdetan-2,4-gucynsdigHy CTYKTypy (Hanpuknag,
2,4-6ic(4-meTokcndeHin-1,3,2,4-gutiagndocdeTan-2,4-gucynedin (peareHT JlaBeccoHa) abo nopgiGHwMi)
3aMicTb ¢poccopy neHTacynbdiay.

Y Bunagky 3ginicHeHHs peakuii Bons - Llirnepa Ha KOXHin cTagii, npuknaau areHTa ranoreHyBaHHs, SKuin
BMKOPUCTOBYETbLCS, BkMtovatoTb N-roacykuuHiMig, N-b6pomcykumHimvia (NBS), N-xnopcykumHimig (NCS),
O6poMm, cynbdypunxnopug Ta nogioHui. o Toro X, peakuia Moxe OyTu npucKkopeHa 3a paxyHOK
3aCTOCYyBaHHA  pagMKanbHOro  iHiljiaTopa, Takoro siK  HarpiBaHHs, CBiTNo, ©eH3oinnepokcua,
asob6icizobyTupoHiTpun, abo noaibHoro, 40 peakuiiHOi CUCTEMM.

Y BunagKky 34INCHEHHs peakuil ranoreHyBaHHA TrigpOKCM Tpynu Ha KOXHIM cTagil, npuknagm
rasioreHyl4oro areHTta, KM BUMKOPUCTOBYETLCS, BKIHOYaKOTb rafioreHaHrigpug rigporanoBoi KUCNOTU Ta
KACNOTHI ranoreHaHrigpuan HeopraHiyHMX KWUCIOT, 30Kpema, ANs XIOPYBaHHS: FigpOXMOpuUaHY KUCNOTY,



TioHinxnopua, cocdopokcuxnopma abo nofdibHi, Ta ana 6pomyBaHHA: 48 % rigpobpomiaHy kucnoty abo
nogibHe. Kpim Toro, MOXyTb BMKOPUCTOBYBaTU CMOCI®6 OTPMMaHHS arnkinranoreHigy 3a peakuieio cnuvpty i3
TpudeHindgocoiHoOM Ta TeTpaxnopuctum Byrreuem abo TeTpabpomigHum Byrneuiem, abo nogibHUMu.
AnbTepHATUBHO, TaKOX MOXYTb BWKOPMUCTOBYBATWM CMOCIO OTpMMaHHs arnkinranoreHigy depes ABi ctagii
peakuii, SKi BKMOYalOTb MEPETBOPEHHSA CNUPTY Ha BIiONOBIgAHWMIA CynbgoHaT, Ta HaACTynHYy B3aEMOAit0
cynbdoHaTy 3 6pomigom niTito, xnopugom niTito abo noanaom HaTpito.

Y BUNaAKy 34iNCHEHHS peakuii ApOy3oBa Ha KOXHIiW cTagii, Npuknaan peareHTa, Skl BUKOPUCTOBYETbLCS,
BKITIOYAlOTh arnkinranoreHign, Taki sk eTunopomauertar Ta nogibHi; Ta docdith Taki gk TpueTundocir,
Tpu(isonponin)docdiTt Ta NoAi6HI.

Y BUNaAKy 3AINCHEHHS peakuii Cynb(OHYBaHHS Ha KOXHIN CTagii, NpuMKnaguM areHta CynbgOHYBaHHS,
KNI BUKOPUCTOBYETLCH, BKMNOYaTh MeTaHCynb@OHInxnopua, n-tonyoncynb@oHinxnopua,
MeTaHCYNbOHOBMWIN aHrigpua, N-TONyoncynbOHOBUIA aHrigpua 1a noAibHi.

Y BuUNagKy 3OINCHEHHsT peakuii rigponisy Ha KOXHi cTagil, ik peareHT BUKOPUCTOBYIOTb KMCNOTY abo
ocHoBY. [INs peakuii KNCNOTHOrO rigponi3dy TpeT-6yTMNoBoro cknagHoro edipy, MoXyTb AoAasBaTv MypaLuvHy
Kucnoty, TpuetuncunaH abo nogdibHi, ans Toro, wob BiAHOBHO NOBUTU TPET-OYTWUMOBI KaTiOHM, SKi
npeacTaBnstoTe cob6O CMiBNPOAYKTU.

Y BMNagKy 34iMCHEHHS peakuii gerigpaTauil Ha KOXHIM cTagii, npuknagn AerinpaTylovoro areHTa, sikum
BMKOPUCTOBYETLCSH, BKIHOYaKOTb CipyaHy KMCoTy, aumdocdopy neHtaokcug, dpocdopy okcuxnopug, N,N'-
anumknorekcunkapbogiimig, okcma antomiHito, nonidpocdopHy kMcnoTy Ta nonioHi.

Cnonyka (I) moxe 6yTn oTpumaHa 3i cnonyku (1) BignoBigHO 40 cnocoby, NOKa3aHoro B HACTYMHINA CXEMi
peakuii 1. B cxemi peakuii, LG Ta LG? koxxeH He3anexHo siBnsitoTb CO000 rpyny, sika Biawennoetbes, R4 Ta
R5 KoxeH HesanexHo sBMsTb cobo HeoboB'sI3k0BO 3amiwieHy Cis-ankinbHy rpyny abo HeoOOoB'sI3KOBO
3amileHy Ce-14-apunbHy rpyny, P Ta P2 koXeH He3anexHo sBnsitoTb COO0 3axMCHY rpyny, Ta iHLi CMMBOMU
€ TakuMK, SIK BUSHAYAETLCS BULLE.
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Mpuknaam "rpynu, sika eigwennoeTbes"”, npeactaeneHoi LG abo LG?, BkMYalTb aToOMK ranoreHy,
HeoboB'A3kOBO  ranoreHoBaHi  Ci-6-ankincynb@OHINOKCM  rpynn  (Hanpuknag, MeTaHCynbgOoHiInoken,
eTaHcynbdOHINokecu, TpudtopmeTaHcynbgoHinoken), Ta Ce-14-apuUncynb@OoHINoKkcn rpynu, HeobOB'A3KOBO
3amiweHi Cis-ankinbHoto(nmun) rpynoto(amu) (Hanpuknag, 6eH30nCynbdOHINOKCK, TONYONCYNbMOHINOKCK) Ta
NoAiGHi.

Mpuknagm 3amicHuKa "Heob0B'A3koBO 3amilleHoi Ci-s-ankineHoi rpynn” Ta "HeoboB'a3koBo 3amieHoi Ce.
14-apunbHoi rpynun”, npeacrtaeBneHoi R* abo R® BkniovaloTb 3amiCHWMKKM, BuOGpaHi 3 rpynu 3amicHUKIB A.
KinbkicTb 3amicHukiB nepeBakHO siBnAe coboto Big 1 go 3. Konw KinbkicTb 3aMiCHMKIB cTaHOBUTL 2 abo
Ginble, BiONoBiAHI 3aMiCHUKM MOXYTb OYTM ogHaKkoBMMK abo pPisHUMMN.

Mpuknaam "saxucHoi rpynun”, npeactaeneHoi P abo P2 BknoyatoTb Ti, ki NPOINIOCTPOBaHi Sk 3a3HayeHa
BULLIE "3aXMCHa rpyna ans amiHo rpynu Ta apoMaTMYHOro reTepoLunKny, Takoro sk iMigason, nipon, iHgon Ta
noaioHi".

Cnonyka (1) moxe 6yTv KOMepUiiHO JOCTYMNHO, abo Moxe OyTu oTpMMaHa BignoBigHO A0 BiJOMOro no
cyTi cnocoby abo cnocoby aHanoriyHoMy nomy.

Cnonyka (4) moxe OyTM oTpumaHa wnsaxoMm o6pobGku cnonykm (2) 3a peakuielo Pecopmatcbkoro
cnonykot (3) B mpucyTHocTi meTana. [lpuknagn MeTana, SIKMA BUKOPWUCTOBYETLCH, BKIHOYaOTb LWHK,
camapito roaug, iHAin Ta nogibHi. Cnonyka (3) moxe OByTM KOMepUiiHO AOCTynHot, abo moxe OyTu
OTpVMMaHa BignoBIAHO A0 BiAOMOro no cyTi cnocoby abo cnocoby, aHanoriYHOMy oMy .

Cnonyka (6) moxe ©OyTu oTpumaHa wnsxoM obpobku crnonykum (5) 3a peakuielo KoHAeHcauii B
MPUCYTHOCTI OCHOBW. MpuKNagn oCHOBU, sika BUKOPUCTOBYETBLCS, BKIHOYAKOTb HEOPraHiyHi OCHOBW, OpraHivHi
OCHOBM, Tigpuan NyXHNx MeTarnis Ta NogioHi.

Crnonyka (9) mMoxe 6yTm oTpumaHa wnsaxom obpobku crnonyku (8) 3a peakuieto cynbgoHaTHOI
ecTepudikaLii. Mpuknagn CynbOHYUOoro areHTa, SAKNN BUKOPUCTOBYETbLCH, BKNIOYaKTb
MeTaHCynbdOHInxnopua, n-TonyoncynbdoHinxnopua, MeTaHCynbOHOBUM aHrigpva, n-
TONyoncynb(OHOBWI aHrigpva, TP TOPMETaHCYNbOHOBUIA aHrigpua 1a nogioHi.

Cnonyka (10) moxe 6yTn oTpumaHa wnsaxom o6pobkn cnonykn (9) 3a peakuieto asngyBaHHs. Npuknagm
areHTa asugyBaHHs!, SIKU BUKOPUCTOBYETLCS, BKIIOYAKOTb TeTpa-H-0yTMnamoHito asung, TpumeTuncuninasung,
HaTpito a3ug Ta nofibHi.

Cnonyka (13) moxe 6yTn oTpMmaHa wnaxom obpobku crnonyku (11) 3a peakuieto cynbdoamigyBaHHS
cnonykoto (12). Tlpuknagn cnonyku (12), sKka BMKOPUCTOBYETLCS, BKMOYAKTb Cyrb(OHINXnopuaun,
cynbcamoinxnopugn ta nogibHi. Crnonyka (12) Moxe OyTM KOMEPLiIAHO LOCTYMHOK, abo Moxe O6yTu
OoTpyMaHa BignoBigHO A0 BifOMOro no cyTi cnocoby abo cnocoby, aHanoriYHOMy oMy .

Cnonyka (l) moxe 6yTn oTpymaHa WwnsaxoM 06pobku crnonyku (14) 3a peakuieto KOHAEHcaUii cnonyKo
(15). Mpuknagu cnonyku (15), ska BUKOPUCTOBYETLCS, BKMOYAKOTh auunranoreHign, Taki sk xnopaHrigpuau,
OpoMaHrigpmuan KucnoTu, ankinxnopdopmiati, kapbamoinxnopuan Ta nofibHi; Ta akTMBoBaHi kapOOHOBI
KACNOTW, Taki sIK aHrigpuauM KUCIOT, aKTUMBOBAaHi cknagHi edipu, cynbdatu Ta noAdibHi. lMpuknaam
aKTMBYIOHYOro areHTa kapboHOBOI KMCMNOTK BKMoYaloTb kapOoAiiMiaHi KoHAeHCytoui areHTun, Taki ak 1-etun-3-
(3-anmeTunaminonponin)kapbogiimigy rigpoxnopua (WSCD) Ta nogibHi; TpyasnHOBi KOHAEHCYIOYI areHTw,
Taki 9K 4-(4,6-aumeTokcu-1,3,5-TpuasuH-2-in)-4-metunmopdonivito xnopua-wH-rigpat (DMT-MM) Ta nogibHi;
KapOoHaTHI ckragHoedipHi KoHAEeHCytoui areHTu, Taki sk 1,1-kapOodingiimigazon (CDI) Ta nogibHi;
andeHindgocdopunasmg (DPPA); 6eH3oTpmason-1-inokeu-TpuanmeTnnamiHogpocqoHieBa Cinb (peareHT
BOP); 2-xnop-1-meTun-nipuguHito nogung (peareHt Mykansama); TIOHINXnopua; Hk4i ankinranoreHdgopmiaty,
Taki gk xnopetundopmiat  Ta nogibHi;  O-(7-a3abeHsoTpuaszon-1-in)-N,N,N’,N’-TeTpameTunypoHito
rekcadptop-dpocdopat (HATU); cipyaHa kucnoTa; ix kombiHauii, Ta nogibHi. Kpim Toro, oo peakuinHoi
cucTeMM MoOXe AodasaTucs ocHoBa. Npuknagm OCHOBWM BKNIOYAOTb HEOPraHivHi OCHOBW, OPraHiyHi OCHOBU
Ta nofibHi. Konn BMKOpUCTOBYETLCA KapboaiiMiaHWUIA KOHOEHCYIUNA areHT, A0 peakUiiHOI CUCTEMN MOoXe
JonatkoBo gopasatuca aobaska, Taka sk 1-rigpokcubensotpuason (HOBt), N-rigpokcucykumnimig (HOSu),
anmeTtunamiHonipuavH (DMAP) Ta nogi6GHi

B Takmm 4mHOM oTpumaHin cnonyui (I), BHyTpilUHbOMOMEKYNSApHa OYHKLUiOHANbHA rpyna MoXe TaKoX
OyTM nepeTBOpeHa B NOTPIOHY pyHKLiOHANBbHY rpyny LWASXOM KOMOGiHauil no cyTi BIGOMUX XiMiYHUX peakuin.



Mpuknagm XiMidYHOI peakuil BKMOYaOTb peakLitd OKUCHEHHS, peakLito BiAHOBIEHHS, peakLito ankinyBaHHs,
peakuilo auurioBaHHs, peakLilo YTBOPEHHS CEYOBUHW, peakuitlo rigponisy, peakuito aMiHyBaHHS, peakuito
ectepudikalii, peakuito apunbHOro CNonyyYeHHsl, peakLito 3HATTS 3axXMCTy Ta NoaibHi.

Y BuULLE3a3Ha4YeHOMYy Cnocobi OTpUMaHHS, KOnu BMXigHa Crnoryka Mae amiHorpyny, kapbokcunbeHy rpyny,
rigpOKCUIbHY rpyny, KapboHinbHy rpyny abo mepkantorpyny sk 3aMiCHWKW, OO0 AaHux rpyn Moxe 6ytu
BBE€Ha 3axMcHa rpyna, sika 3assu4aln BUKOPUCTOBYETbLCA B XiMil nenTuaie, Ta UiNboBa cnonyka Moxe 6ytu
OTpUMaHa LUSISIXOM BUAANEHHSI 3aXMCHOI rpynu 3a HeOOXIQHOCTI nmicns peakuil.

Cnonyka (l) oTpumaHa 3a 3a3HavyeHUM BuLLE CNOCOOOM OTPMMaHHA MoXe OyTu BugineHa Ta ouyvlleHa 3a
BiJOMWM CNOCOOOM, TakMM SK eKCTpaKkuisd PO3YMHHUKOM, PiAMHHOIO NEepeTBOPEHHSl, NepeHeceHHs das,
KpucTanisauis, nepekpucranisadis, xpomaTorpadisi Ta nogidHi.

Konu cnonyka () MiCTUTb ONTUYHWIA i30Mep, CTepeoi3oMep, pericisomep Ta poTamep, AaHi CNonyku €
TakoX BKIOYeHUMK B cnonyky (1), Ta koxeH moxe ByTn oTpMMaHun sK iHAMBIAYyanbHUA NPOAYKT 3@ NO CyTi
BigoMMM cnocobom cnHTesy abo cnocobom po3aineHHs. Hanpuknaa, Konu onTUYHUIA i3o0Mep iCHYE B Cronyui
(1), onTnyHUI i3oMep, BIOOKPEMNEHMI 3i CNOMYKM TAKOX OXOMMETLCA crnonykoto (1).

B naHOMy AOKYMEHTI, ONTUYHWIA i30Mep MoXxe ByTn oTpMMaHWin BiaNOBIAHO A0 MO CyTi BigOMOro cnocoty.

Cnonyka (I) moxe 6yTu kpucTanivyHoto.

Kpuctanu cnonyku (l) (gani B gaHOMy AOOKYMEHTI iHOAI CKOpPO4YylOTb SIK KpucTan 3a npeacTaBreHuM
BMHaxX040M) MOXYTb OTpUMYBaTK LUNAXOM KpucTanisadii cnonyku (l) BignosigHo go cnocobiB kpuctanisadii,
no CyTi BiZOMMX.

B npegcrtaBneHomy onuci, Temnepatypa NMaBfieHHS O3Ha4yae TemnepaTypy MMaBfieHHs, BUMIPSHY,
Hanpuknag, 3 BUKOPUCTaHHAM MIKpO mpunagy Ons BUMIpIOBaHHS Temnepatypu nnaenenHs (Yanako, MP-
500D abo Buchi, B-545), npunagy OCK (ana aHanisy amdepeHuianbHOi CKaHylo4oi KanopumeTpii)
(METTLER TOLEDO, DSC1) Ta nogi6Hi.

3aranom, TemnepaTypa NnaBMAeHHs iHOAI Bapiloe B 3aneXHOCTi Big npunagy Ansg BUMIPOBaHHS, yMOB
BMMIpIOBaHHA Ta nogibHoro. Kpuctan B npeacTaBneHoMy onuci Moxe SBnsATM coboto KpucTan, ki nokasye
TemnepaTypy NnaBneHHs BigMiHHY Big 3HA4Y€Hb, ONMCaHWX B NPeACTaBleHOMY ONUCI 3a YMOBMU, WO Pi3HULS
3HaxXoOWUTbCHA B MeXax 3aranbHoro giana3oHy NOMUIIKM.

Kpuctan 3a npeacTaBneHMM BUHaxO4OM Mae€ BigMiHHI - i3nKO-XiMiYHI  BNacTMBOCTI  (Hanpuknag,
TemnepaTypy MNNaBMeHHsl, PO34YMHHICTb, CTabinbHiCTE) Ta GionoriyHi BracTMBOCTI  (Hanmpuknag,
dapmakokiHeTukn (abcopOuinHy 3gaTHICTb, po3nodineHHs, Metaboniam, BUBeOEHHS), e(PEKTUBHICTL), Ta €
0cobnNMBO NPUNRHATHUM SIK NikapCbKkuiA 3acio.

Cnonyka (I) moxe BuKopucTOBYBaTUCh Y BUrnsAi nponikie. MNponiku cnonyku (1) npeactaensitoTe cobot0
Cronyky, fka nepeTBopreTbCs B cnonyky (I) 3a npeacraBneHMM BMHaxXOAOM 3a peakuiero BHacnigok gt
dEepMeHTY, LUNYHKOBOI KMCNOTK, TOWO B (Di3iONOriYHMX yMOBaXx B XMBOMY OpraHiami, To6To, cnonyky, ska
nepeTBoptoeTbCs B crnonyky () 3a npegctaBneHUMM BUHAxXOAOM 3a PaxyHOK OKWUCHEHHS, BiAHOBMEHHS,
rigponidy, TOLWIO B, 3anexHoCTi Bigd EepMeHTy; Crnomnyky, ska nepeTBoptoeTbca B cnonyky (1) 3a
npeacTaBneHnM BUMHAXo40M 3a paxyHOK rigponidy, TOWO BHACNIAOK Aii LWTYHKOBOI KUCIOTH, TOLLO.

Mponikun cnonyku (1) MOXyTb NpeacTaBNATM COOOKO CMOMYKY, OTPUMaHY LUNSXOM 06pobku amiHO rpynu B
cnonyui (1) aumnioBaHHAM, ankinysaHHsaM abo docdopunioBaHHAM (Hanpuknag, cronyky, B sikil amiHo rpyna
cnonyku (I) € erko3aHOINbOBAHOW, anaHinboBaHOW, NeHTunamiHokapboHinsoBaHot, (5-meTun-2-okco-1,3-
niokconeH-4-in)mMeTokcnkapboHineoBaHoto, TeTparigpodypaHinboBaHoo, niponigMnmMeTMnboBaHoHo,
niBanoiNoKCMMETUNBOBAHOK abo TpPeT-OyTUNboBaHO, TOLLO);

CMoNyKy, OTpMMaHy LWnsxom obpobku rigpokcy rpynm B cronyui (1) auuntoBaHHAM, ankinyBaHHAM,
doctopunioBaHHAM abo 6opyBaHHAM (Hanpuknag, cnosmyka, OTpuMaHa LUnIsixoMm 00po6KuM rigpokeu rpynu B
cnonyui (I) € aueTunboBaHOKW, NaNbMITOINMLOBAHOW,  MPOMNAHOINBLOBAHOW,  MiBaNOINbOBAHOM,
CYKUUHINbOBaHO, (hyMapuibOBaHO0, anaHinboBaHow abo AnmeTunaMiHoMeTunkapboHinLoBaHow);

CMonyKy, OTpumaHy Lwwnsxom o0pobku kapbokcunbHoi rpynu B cnonyui (l) ectepudikauieto abo
aMigyBaHHsM (Hanpuknag, crnonyka, oTpumaHa LwWnsaxoMm obpobku kapbokcunbHoi rpynu B crnonyui (1), €
ecTepudikoBaHOK  €TUMOM,  ecTepudikoBaHOK  (PEeHInoMm, ecTepudikoBaHo  KapOOKCMMETUIIOM,
ecTepudikoBaHO OMMETUNaMIHOMETUNOM, eCTEPUIKOBaAHOI MiBaNOiNOKCMMETUNOM, eCcTepudikoBaHOO
eToKcuKapOOoHinokcieTunom, ectepudikoBaHol dTanigunom, ectepudpikoaHo (5-meTun-2-okco-1,3-
niokconeH-4-in)MeTunom, ectepudikoBaHOK LIMKITOreKCUITokcukapboHinetTunom abo MeTunamigoBaHolo,
TOLLO); Ta NofibHi. Byab-aka 3 faHux cnonyk Mmoxe OyTu oTpumana 3i cnonyku (1) 3a camum no cobi BigomMum
cnocobom.

Mponiku cnonyku (1) TakoXk MOXyTb NpeacTaBnaTh coboto Cnonyky, sika NepeTBOPOETLCA B cnonyky (1) B
disionoriyHmx ymoBax, Takmx sk Ti, ki onucani IYAKUHIN no KAIHATSU (Development of Pharmaceuticals),
vol. 7, Design of Molecules, p.163-198, Published by HIROKAWA SHOTEN (1990).

B npeacraBneHomMy onuci, Nporiki MOXYTb YTBOPKOBATU Ciflb, Ta SIK Taka Ciflb MoXe OyTu 3a3HaveHa sk
MpVKNaan ConbOoBUX CMONYK, NPeACTaBNeHMX 3a3HayeHoo BuLe dopmynoto (1).

Cnonyka mMoxe 6yTK MideHoto i3oTonom (Hanpuknag, 2H, 13C, 14C, 18F, 35S, 125]) Ta nogioHi.

Cnonyka (I), miyeHy abo 3amilieHy i30TOMOM, MOXe BUKOPUCTOBYBATUCb SK, HaMpuKnag, Tpencep Ans
3aCTOCYyBaHHSA B MO3UTPOHHIM eMmiciHin Tomorpadcpii (PET) (PET Tpewncep), Ta € KOPUCHUMMK B ranyssax



MeOMNYHMX AiarHoCTMK Ta NoAiGHMX.

Cnonyka () moxe 6yTtu rigpatom abo HerigpatoMm, abo HeconbBaTOM (Hanpwknag, aHrigpuaom) abo
conbBaToOM (Hanpuknaa, rigpaTtom).

Cnonyka (I) Takox oxonnoe genTepinHy dopmy nepeTBoOpeHHst, B ski H nepetBoptoeTbes B 2H(D).

Kpim Toro, cnonyka (I) moxe npenctaenatn coboto dapmMaueBTUYHO NPUAHATHUIA criiBkpucTan abo cinb
cniskpuctany. Cniskpuctan abo cinb criBKpMcTany o3Hayae KpucTtaniyHy peyoBuHY, sika CKIagaeTbCs 3 BOX
abo OGinblle KOHKPETHUX PEYOBWH, siKi € TBEpAUMU MPU KiMHATHIN TemnepaTypi, Ae KOXHa peyoBMHA Mae
Pi3Hi i3nM4Hi BNAcTMBOCTI (Hanpuknag, CTPYKTPY, TeMnepaTypy NnaBlieHHsl, NMMTOMY TENMOTY MNiaBfeHHs,
rirpPOCKOMIYHICTb, PO3YMHHICTb Ta cTabinbHicTh). CniBKpUCTan Ta cinb chniBKpUcTany MoXxyTb OTPMMYyBaTu 3a
Mo CyTi BigoMnm cnocobom cniBkpucTanisadii.

Cnonyka (I) abo 1i nponiku (gani B AaHOMY AOKYMEHTI iHOAi BXXMBAKTb MPOCTO CKOPOYEHO K Crofnyka 3a
npeacTaBneHMM BUHAXOOO0M) MOXE BUKOPUCTOBYBATMChb SK € abo y Burnagi dhapmaueBTUYHOI KOMNo3uLil
(TakoX HasMBaETbCA AK NMiKapCbkui 3acib) WNaxom 3millyBaHHA 3 apMakonoriYHO MPUAHATHUM HOCIEM
TOLLO Npu BBEAEHHI ccaBLsM (Hanpuknaga, NoavHi, MuyLi, Wwypy, Kponuky, cobaui, KOTy, KOpOBI, KOHIO, CBUHI,
MaBni), K areHT Ans npodinakTukn abo nikyBaHHS Pi3HMX 3aXBOPHOBAHb, 3a3HAYEHNX HUXKYE.

Ak capmakonoriyHO MNPUIAHATHI HOCIT MOXYTb BUKOPUCTOBYBATWUCb pIi3Hi OpraHiyHi abo HeopraHiyHi
pevYoBMHN HOCIS, AKi TPaauLINHO BUKOPUCTOBYIOTLCA SIK MaTepianu npenapata. Npuknagu Takmx maTepianis
BKIIOYAKOTh: EKCLUMMNIEHTN, 3MallyBarbHi pPEeYOBMHKM, 3B'A3YKOMI areHTM Ta po3nywyBadi Ans TBepamx
npenaparTiB; PO34MHHUKM, CONtOBINI3ytoUi areHTn, CycneHayoYi areHTH, i30TOHIYHI areHTn, 6ydepHi areHTn Ta
NoMm'sIKLLYHOYi areHTu Ans pigkux npenaparTiB, Ta NOAiOHI; Ta, AKWOo € HeoOXigHNM, TaKOX MOXYTb AodaBaTUCS
AobaBkm Ona npenaparTiB, Taki 9K KOHCEPBaHTW, aHTUOKCMOAHTW, GapBHWKW, MNiACONOMXKYKYI areHTn, Ta
noAioHi.

MepeBaxHi nMpuknagn exkcUMNIEHTIB BKMKOYaOTb NakTo3y, caxaposdy, D-madit, D-copbit, kpoxmanb,
XenaTuHi3oBaHWI Kpoxmarib, OEKCTPWH, KpucTaniyHy Lenonoasy, HN3bKO-3aMilLleHy
rigpokcunponinuentonody, HaTtpito kapbokcumeTunuenonosdy, apaiiCbky Kamedb, MynnynaH, nerky
0©e3BOAHY KPEMHIEBY KMCIOTY, CUHTETMYHWIA CUNIKAT arltoMiHil0 Ta MarHito Metacunikat antomiHaT.

MNepeBaxHi Npuknagn 3amallyBanbHOI Pe4YOBMHM BKOYAKOTb MarHito cteapar, KanbLilo cteapar, Tanbk,
KONOIAHMI OiOKCUA, KpEMHIIO.

MepeBaxHi NpyKNaan 3B'A3yH0HOr0 areHTa BKITHOYaKTh XXeNaTHI30BaHUM Kpoxmarb, Caxapoay, XenaTuH,
apaBiicbky kamedb, METUMLENONo3y, KapOOKCUMETUILENIONO3y, HaTpilo KapbOOKCUMMETUNLENoNosu,
KpucTanidyHy uentonody, caxapo3dy, D-maHiT, Tperanosy, OeKCTpwH, NynnynaH, rigpoKCUnponinuentonoay,
rigpokcunponinMeTunuentonosy Ta NoniBiHiNNiponiaoH.

MNepeBaxHi npuknagu po3nyLlyBavis BKITHO4A0Tb nakroasy, caxapoay, Kpoxmansb,
KapbokcMMeTunuenonosdy,  Kanbuito  KapbOKCUMETUNUEntono3y,  KpoCKkapMmernosy  HaTpilo,  HaTpilo
kapbokCMMeTUNKpoxmarb, nerky 6e3BoaHy KpemHieBy KUCnoTy Ta HU3bKO-3aMilLeHy

rigpoKcUnponinuerntonosy.

MepeBaxHi NpuknNagn PO3YMHHWKIB BKNOYaOTb BOAY AN iH'EKUin, (i3ionoriYyHMA COoNbOBUW PO3YMH,
po3yunH PiHrepa, cnvpT, NponineHrnikonb, NonieTUIEHrNiKornb, KYHXYTHY Onito, KyKYpya3sHY Orlito, OfIMBKOBY
onito Ta onito 6aBoBHUKA.

MepeBaxHi npuknagu contobiniaylounx areHTiB BKNOYalOTb MOMieTUNeHrnikonb, nponinexrnikons, D-
MaHiT, Tperanosy, OeH3aunbeH3oaT, eTaHOmN, TpPUaMIHOMETaH, XONEeCTepuWH, TpueTaHomnamiH, kapboHat
HaTpilo, LMTpaT HaTpIto, caniyunaTt HaTpitlo Ta aueTaTt HaTpito.

MepeBaxHi Npuknagn CycneHOylunx areHTiB BKMOYalOTb MOBEPXHEBO-AKTUBHI PEYOBUHW, Taki 4K
cTeapunTpueTaHonamiH, HaTpito naypuncynbdar, aypunaMmiHONPOniOHOBY KUCMOTY, NEUUTUH, GEH3arnkoHio
xnopug, 6eH3eToHil0 xmopwa, MMiuepuHy MOHOCcTeapaT Ta noAdibHi; rigpodinbHi nonimepn, Taki Sk
nomiBiHiNOBUA  CMMPT,  MOMIBIHINMIpONiAMH,  KapbOKCUMMETMMUENoNo3M  HaTpilo,  MeTUNUEeNonosy,
ri4pPOKCUMETUILENIONO3yY, TAapPOKCIeTUNLUENonoady, rigpokcunponinuentonody Ta nofibHi; nonicopbatn Ta
NOMioKCieTUIEH rigporeHoBaHy pULMHOBY OrTito.

MepeBakHi NpMKNagn i30TOHIYHUX areHTiB BKMOYalTb XNOpWA HaTpito, rmiuepuH, D-maHiT, D-copbiT, Ta
NIOKO3Y.

MepeBaxHi Npuknagn Oydepa BkNoyaTb OydepHi po3dnHK, Taki sk docdaTHi, aueTaTHi, kapboHaTHiI,
untpaTtHi 6ycbepu Toulo.

MepeBaxHi NpyKNaamn NOM'AKLWYIOYOro areHTa BKIoYaTs 6EH3MNOBUIA CNUPT.

MepeBaxHi npuknagn KOHCEpPBaHTIB BKMNoYaloTb cknagHi edipy napa-oKCUOEH30MHOI  KUCOTH,
xnop6yTtaHon, 6eH3nnoBuUi cnupT, MEHETUNOBUI CNMPT, AEriApOooLTOBY KACNOTY Ta COPOIHOBY KACMOTY.

lMepeBaxHi NpUKNaan aHTMOKCMAAHTIB BKIOYaAKOTh CyNnbdiTHI coni Ta ackopbaTHi coni.

MepeBaxHi Nnpuknagn GapBHWKIB BKIOYAKOTb PO3YUHHI Y BOAI Xap4voBi aHiniHOBi 6apBHMKK (Hanpuknag,
XapyoBi 6apBHUKK, Taki sk xapyoBui vepBoHMi Ne 2 Ta Ne 3, xapuyoBuii xoBTuin Ne 4 Ta Ne 5, xapuyoBum
onakutHun Ne 1 Tta Ne 2, Ta nogibHi xapyoBi 6apBHMKK), HE PO3YMHHI Yy BOAI NPOTPABHI NTAKOYTBOPHOOYI
OapBHMKM (Hanpuknag, Cofi aroMiHIl0 3a3HaYeHUX BULLE PO3YMHHMX Yy BOAI XapyoBMX aHiNiHOBUX
OGapBHKKIB), MpMpoaHi 6apBHUKK (Hanpuknag, B-kapoTuH, xnopodin, okeug 3anisa lll) Ta nogibHi.

MepeBaxHi Npuknagun NigCoONOMAXKYHUMX areHTiB BKIHOYAOTh caxapyuHaT HaTpito, AuKanio rniuupusnHar,



acnaptam Ta CTEBIlO.

Mpuknagm gososaHoi opMU 3a 3a3HaAYEeHUMM BULLE MYHKTOM hapMaueBTUYHOI KOMMO3uULii BKIYaTb
BKIIOYalOTb MepoparnbHi npenapatu, Taki gk TabneTkn, (B TOMy 4Mcni nokputa uykpoMm Tabnetka, nokputa
nniBkoto TabneTka, cybniHreanbHa TabneTka, TabneTtka, WO poO3NagaETbCA B POTOBiV MOPOXHWHI, OykKanbHa
TabneTtka), kancynu (BKMYauM M'AKy Kancyny, MiKpokancyny), Opaxe, rpaHynu, MOPOLUKW, MacTUIIKM,
CMpONW, PiauHK, eMynbCii, cycneHsii, aepo3oni, NMiBKK (Hanpwuknag, nniBky, WO po3nNafgaeTbCs B POTOBIN
NMOPOXHWHI, aare3anBHy 4O CrM30BOI POTOBOI MOPOXHMHW MAIBKY), Ta NOAIOHI; Ta napeHTeparbHi areHTu, Taki
K iH'eKkuii  (Hanpwuknag, nigwkipHi - iH'ekuil, BHYTPIWHbOBEHHI iH'€KLii, BHYTPILUHBOM'SI30BOI  iH'EKLUT,
BHYTPILLUHbOYEPEBHI iH'eKUil, KpanenbHi iHAY3ii), 30BHILHLOrO 3acTOCyBaHHA npenapaT (Hanpuknag,
TpaHcaepManbHun abcopbuinHoro Tuny npenapaT, Masb, FIOCbWAOH, aAre3nBHUMM npenapart), Cynosutopii
(Hanpuknag, pekTanbHi Cyno3vTopii, BariHanbHi Cyno3uTopii), neneTta, HasanbHUM NpenapaTt, fnereHeBuin
npenapat (iHransuinHui), o4Hi kpanni, Ta noadibhi. Cnonyka Ta nikapcbkui 3acib 3a npepcraBneHUM
BMHaxo4oOM MOXyTb OyTu, BignosigHo, 6Ge3neyHo BBeAeHi nepopanbHO abo napeHTepanbHO (Hanpuknag,
iHTpapekTanbHe, BHYTPILLHbOBEHHE, BHYTpilLHbOApTEpianeHe, BHYTPILUHbOM'A30BE, nigLukipHe,
BHYTPILLHbOOPraHHe, iHTpaHa3arnbHe, BHYTPILLIHbOLLIKIpHE, iHCTUNAUINHE, BHYTPILLHbOMO3KOBE,
BHYTpIiLLHbOBariHanbHe, BHYTPILLHbOYEPEBHE, BHYTPILLIHLOOMYXIIMHHE, NPOKCUMAarbHE MyXNIMHHE BBEOEHHS,
Ta BBEAEHHS Yy BOTHULLE YPAXKEHHST).

[aHi npenapaTtn MOXyTb NpeacTaBnsTK cobol NpenapaTt KOHTPOIbOBAHOMO BMBINMbHEHHA (Hanpuknag, 3
YMNOBINIbBHEHVM BWBIfIbHEHHAM MIKpOKancynu), Taki ik npenapaTt 3 HeravHUM BUBINIbHEHHSAM, MpenapaTt 3
YMOBISIbHEHUM BUBINbHEHHSIM Ta MOAIGHI.

dapmaueBTVYHa KOMMO3uULis Moxe OyTu OTpMMaHa BiAMOBIAHO OO CMOCO6Y, SKMM 3araribHONPUNHATO
BMKOPUCTOBYETBLCA B ranysi dapMaueBTU4HOI popMynsauii, Hanpuknag, cnocoby, onmcaHoro B ANOHCbLKIN
dapmakonei, ToLLo.

Mpn ubOMy BMICT CROMYyKM 3a NpPeacTaBfeHVM BMHAaxXo4oM B apMaueBTUMYHI KoMMoawuii 3a
npeacTaBneHMM BUHAXOO4OM BapiloE B 3aNeXHOCTi Bigd nikapcbkoi opmu, [O03yBaHHA CMOMNyKM 3a
npeacTaBneHnM BUMHaxXo4oMm, Towo, Tob6To, Hanpuknaa, ctaHoBuTb NpmbnuaHo Big 0,1 go 100 mac. %.

Konun oTpumytoTb nepopanbHuin npenapar, 3a HeobOXigHICTI0O Moxe OyTW HaHeceHe MOKPUTTS 3 MEeTOoH
MacCKyBaHHS1 CMaKy, PO34YMHHOCTI B KALLEYHMKY abo OOBroTpmBanoi ctabinbHOCTI.

MpuknagnM OCHOBWM MNOKPUTTH, SIKA BUKOPUCTOBYETBCH A5 MOKPUTTH, BKMKOYaOTb LYYKPOBY OCHOBY
NMOKPUTTH, PO3YNHHY Yy BOAI MMiBKOBY OCHOBY MOKPUTTH, KULUKOBOPO3YMHHY MMNIBKOBY OCHOBY MOKPUTTS, Ta
NNiBKOBY OCHOBY NOKPUTTS AN YNOBINIbHEHOIO BUBINbHEHHS.

AK UyKpoBa OCHOBa MOKPUTTS BUKOPUCTOBYETBCS Caxapo3a, Ta, KpiM Toro, B KOMOiHaUii MOXyTb
BMKOPUCTOBYBATMCS OaMH abo fOekinbka BuAiB, BUOpaHWX 3 Tarnbka, Ta OCAa[MKEHOro KanbLito kapboHary,
XXenaTuHy, apaBifiCbKoi kameai, nynnynaHy, kapHaybcbKoro BOCKy Ta nogibHi.

MpuknagnM po34YMHHOI Yy BOAi NIIBKOBOI OCHOBM MOKPUTTS BKMNIOYAKOTb LIEMIOMO3HI nonimepu, Taki sk
rigpoxkcunponinuentonosa, riApoKcMNponinMeTunLentonosa, rigpoKcie TUnNLUentonosa,
MeTUNrigpokcieTunuentonoda Ta  nofibHi;  CUMHTETMYHI  noniMepu, Taki K MoOniBiHINaueTanto
dieTunamiHoaueTtaT, amiHoankinmeTakpunatHum cnisnonivep E [Eudragit E (ToproBenbHa Ha3ssa)l,
noniBiHiNMiponigoH Ta noAibHi; Ta nonicaxapuau, Taki AK Nynynad Ta nogioHi.

MpuknagM KULIKOBOPO3YMHHOI MNIBKOBOT OCHOBW MOKPUTTS BKMNOYAlOThb LEMOO3HI noniMepn, Taki sk
rigpokcunponinMeTun-uentonosm ¢dTanar, rigpokcmMnponinmMeTunuentonosm auertaTt CyKUMHaT,
KapOOKCMMEeTUNETUNLENON03a, Lentono3n auetaTt TanaTt Ta nNoAibHi; nonimepn akpunoBoi KUCNOTK, Taki K
cnisnonimep L metakpunosoi kucnotu [Eudragit L (ToproBenbHa Hassa)l, cnisnoniMep LD meTakpunosoi
kncnotm [Eudragit L-30D-55 (ToproBenbHa Hasea)], cniBnonimep S meTakpunoBoi kucnotu [Eudragit S
(ToproBenbHa Ha3Ba)] Ta NOAIOHI; Ta PEYOBUHM, SIKi 3yCTPIYaOTLCA B MPUMPOAI, Taki SK LWennak Ta noAiobHi.

Mpuknagm nniBKOBOI OCHOBW MOKPUTTS ANS  YMNOBINIbHEHOrO BUBIMbHEHHSA BKITHOYaOTb  LIEMHOSO3HI
nonimMepu, Taki SK eTunuentonio3a Ta ModibHi; Ta noniMepu  akpuroBOi  KUCMOTWM, Taki  $K
amMiHoankinmeTtakpunatHui cninonimep RS [Eudragit RS (ToproBenbHa Ha3Ba)], CycneHsito eTunakpunar-
MeTunmMeTakpunartHoro cnisnonimepa [Eudragit NE (ToproBenbHa Ha3Ba)] Ta nogibHi.

[ea abo Ginblwe BMAIB 32 3a3HAYEHVM BULLE MYHKTOM OCHOB MOKPUTTA MOXYTb BMKPUCTOBYBATUCH Y
CyMiLli y BiANOBIAHOMY cniBBigHOLWEHHI. KpiM Toro, Hanpwuknag, 3aTiHAK4M CBITNO areHTu, Taki sk TUTaHy
oKcua, YepBOHWIA OKCKZ 3ani3a Ta NoAibHI TakoX MOXYTb BUKPUCTOBYBATUCS Migyvac NoKpUTTS.

Ockinbkn cnonyka 3a npeactaBneHnM BUHAXOAOM AEMOHCTPYE HU3bKY TOKCUYHICTb (Hanpuknag, roctpy
TOKCUYHICTb, XPOHI4YHY TOKCUYHICTb, FTEHETUYHY TOKCUYHICTb, PENPOAYKTUBHY TOKCUYHICTb, KapAiOTOKCUYHICTb,
KaHLEepOoreHHiCTb) Ta MeHWi NobivHi edekTn, BOHA MOXEe BMKOPUCTOBYBATUCHb sIK MpPOQinakTuiHMn abo
TepaneBTUYHUIA areHT, abo OiarHOCTUYHMIA areHT Ansl PisHMX 3aXBOPIOBaHb y CCaBUiB (HaNpuKnag, NoaWHM,
BENMKOI poraToi Xygobu, KOHsi, cobaku, KilLKK, MaBnu, MuLLI, Lypa).

Kpim TOro, cnomnyka 3a npefcraBfieHUM BMHaxXO04OM, sIK OYiKYyeTbCsl, Oyae Kpallow LWOAO LEeHTpanbHol
Mirpauii.

Cnonyka 3a npeAcTtaBfieHMM BMHAxXO4OM Mae BiMiHHY aroHiCTUMYHY aKTMBHICTb LLOAO OPEKCUHOBOTO
peuenTopa TUny 2, Ta MOXe fikyBaTu, nonepegkyBaTn adbo nocrnabnoBaTn puM3nK PisHMX HEBPOJSIONYHMX Ta
ncuxiaTpMyHMX 3aXBOPIOBaHb, MOB'A3aHNX 3 OPEKCMHOBMM peuenTtopoM Tuny 2. Cnonyka 3a npeactaBneHnm



BMHaxO4OM € MNPUAHATHOIO K areHT Ana npodinakTuky abo nikyBaHHA pi3HWX 3axBOPKOBaHb, TaKUX SK
Hapkornencis, igionatuyHa rinepcoMHis, riNepCoMHisi, CUHOPOM arHoe CHY, CUHAPOM HapKonencii, SKkun
CYNpPOBOSKYETLCH NOAIGHUMM 0 HAPKOMNENCii CUMNTOMamMM, CUHOPOM FiNEPCOMHII, KM CyNpOBOAXKYETLCA
OEHHOI0 rinepcomMHieto (Hanpuknag, cuHgpom KnenHa JleBiHa, Benuka genpecis 3 rinepComHieto, AeMeHUisa 3
Tinbusimn JleBi, xBopoOa [NapkiHCOHa, NporpecyoYnii cynpaHykrneapHuin napaniy, cuHgpom lMNpagepa-Binni,
cvHapom Mebiyca, cMHApOM rinoBeHTUNsLIT, 3axBoptoBaHHA HimaHa-lika Tuny C, 3abiin ronoBHOro Mo3Ky,
iHbapKT rONOBHOIO MO3KY, MyXfMHA rOfIOBHOrO MO3KYy, M'A30Ba AUCTPOQis, PO3CIAHWI CKNepos, rocTpumn
posciaHunin eHuedanomienit, cuHgpom [ineHa-bappe, eHuedanit PacmycceHa, eHuedanit BepHike,
nimMBiuHMI eHuedanit, eHuedanonaTia XawuMoTo), KOMa, BTpaTta CBiQOMOCTI, OXWPIHHA (Hanmpuknag,
3M0SAKICHAA MacTOLMTO3, €K30reHHe OXWPIHHA, rinepiHCyniHapHe OXMUPIHHA, rineprnnasMaTtuyHe OXMPIHHS,
rinodpizapHe OXUPIHHA, rinonnasMaTtuyHe OXMPIHHSA, FINOTUPEeoigHe OXWPIHHSA, rinoTanamiyHe OXUPIHHSA,
CYMMNTOMATUYHE OXWUPIHHA, OUTAYE OXMPIHHSA, OXUPIHHA BEPXHBbOI YAaCTUHWU Tina, aniMeHTapHe OXWUPIHHA,
rinoroHagHe OXUPiHHSA, CUCTEMHUM MACTOLUUTO3, MNPOCTE OXUPIHHSA, LUEHTpanbHe OXWPIHHA), CUHOPOM
iHCyniHope3ncTeHTHOCTI, xBopoba Anburenmepa, NOPYLUEHHST CBIAOMOCTI, Take siKk koMa, Ta noAibHi, NobiyvHi
edeKkTV Ta yCKNafHEeHHSA Yyepes3 aHecTesitlo, NOpYLLUEHHS CHY, Npobnemu 3i CHOM, 6GEe3COHHS, nepepmBYacTUii
COH, HIYHMI MIOKNOHYC, MNepepuBaHHS LUBWOKOrO CHY, CTpyMeHeBa 3aTpuMKa, CUHOPOM pPeakTUBHOI
3aTpUMKKW, po3rnaz CHY 4YeproBoro npauiBHMKa, po3naj CHY, HIYHWA Xax, Aenpecisd, Benuka genpecis,
XBOpoOa nyHaTu3amy, eHypes, po3naf CHy, xBopoba AnbureriMe, 3aXBOpPIOBaHHS, acolinoBaHe 3 LMpKagHUM
putmowm, cibpomianrieto, cTaHOM, WO BMHUKAE BHACIOOK 3HWXKEHHST AKOCTi CHY, NnepeigaHHsM, HaB'si3TIMBUM
KOMMYNbCUBHO-Xap40BMM PO3MaAoM, acoliioBaHe 3 OXXUPIHHA 3aXBOPHOBaHHS, MNepTOoHis, LyKpoBUiA aiader,
nigBvLleHa KOHUEeHTpauisa iHCyniHy B nna3mi Ta iHCYNMiHOPEe3WCTEHTHICTb, rinepninigemis, rinepninemis, pak
€HOOMETPIlo, paK MOMOYHOI 3anosu, pak nepeamixypoBoOi 3anosu, pak TOBCTOI Ta NPSIMOI KWLLKK, pak,
OCTEe0apTpuT, OBCTPYKTMBHE anHoe CHy, XomneniTia3, >XOBYHOKaM'sHa XxBOpoOa, 3axBOpPHBaHHS cepus,
MOpYLUEHHSA CepueBOro putMy, aputMmid, iHapkT Miokapaa, 3acTiiHa cepueBa HegoCTaTHICTb, cepueBa
HegoCTaTHICTb, ilwemiyHa xBopoba cepusi, CepLeBO-CYAMHHI po3naaun, panTtoBa CMepTb, nofikicToBapiaHivyHa
xBopoba, kpaHiodapuHrioma, cuHapom dpenixa, gediunt ropMoHy pocTy, HOPManbHUIN MYTaHT HEBMCOKOIO
3pocTy, cuHgpom TepHepa, AiTW, WO CTpaxdawTb Ha rocTpuin nimcdobnacTHUiA nenkos, cCUHAPOM X,
MOPYLLUEHHS PENPOAYKTUBHUX FTOPMOHIB, 3HWXKEHHS hbepTunbHOCTI, 6e3nnigas, 3HWKeHHS YHKUiT cTaTeBux
3ano03 y YosnoBiKiB, cTaTeBa Ta pPenpPoAyKTMBHA ANCDYHKUIA, Taka sIK XKiHOYMIW FipCyTU3M Y YOSOBIKiB, Baau
nnogy, noB'dA3aHi 3 OXMUPIHHAM BariTHUX, poO3Nagn MOTOPUKM LUMYHKOBO-KULLKOBOrO TPaKTy, Taki $K
NoB'A3aHN 3 OXMPIHHAM racTpoesodareansHuin pedritoke, CUHAPOM FNOBEHTUNALIT 3 OXUPIHHAM (CUHOPOM
MMiksika), pecnipaTopHi 3aXBOPIOBaHHS, TaKi SK 3aAM1LLUKa, 3ananeHHs, Take K CUCTEMHE 3ananeHHs CyauHHOI
cMCTeMU, aTepocKrnepos, rinepxonectepuHemis, rinepypukemid, 6inb y nonepeky, xsopoba 0BYHOIo Mixypa,
nogarpa, pak HUPOK, PU3NK BTOPUHHMX HaCMigKiB OXUPIHHA, TakuUX SIK 3HWXKEHHS pu3unKy rinepTpodii niBoro
WwnyHoyka, 6on npu MirpeHi, ronosHoro 6onw, HenponatudHoro Gont, xBopoba [MapkiHCOHa, NCMxO03,
LWM30PEHISA, MOYEPBOHIHHA OBNUYYA, HiYHA MITNMBICTb, 3aXBOPKBAHHS CTATEBOI/CEYOBUAINBHOI CUCTEMM,
noB'a3aHi 3 cTaTeBO (YHKUiEl0 abo hepTUMBHICTIO 3axBOPHOBAHHS, AMCTUMIYHWUIA po3nag, GinonapHui
posnag, 6inonapHui posnag |, 6inonapHun poanag ll, uMKNOTUMIYHUI po3nag, rocTpun CTPECcoBMIN po3nag,
aropacdobisi, reHepanizoBaHUn TPUBOXHUI po3nad, obcecrMBHUIA po3nad, NaHidHa ataka, NaHivYHUA pos3nag,
nocTTpaBMaTUYHWUIA CTPECOBUIA po3nag, TPUBOXHWIA po3nag po3nyku, couianbHa ¢obisd, TPMBOXHUIA po3nag,
rocTpi HEBpOMOriYHi Ta MCUXiYHi po3nagn, Taki 9K cepueBe aopTO-KOPOHApPHE LWYHTYBaHHA Ta
nocTTpaHCcnaHTauiiHa MO3KOBa HEAOCTaTHICTb, IHCYMbT, iLLEMIYHWUIA IHCYNbT, LepebpanbHa iwemisa, TpaBma
CMMHHOrO MO3Ky, TpaBMa rofioBW, MepuHaTarnbHa rinoKcis, 3ynuHKa cepus, rinornikeMiyHe YLIKOIKEHHS
HepBa, xBopoba XaHTiHITOHa OiYyHWA amioTPOdIYHMI CKNepo3, PO3CISHWUI CKMNepo3, MOLUKOMKEHHS o4en,
peTuHonaTis, KOrHITUBHI MOPYLUEHHS, M'A30BUA cna3Mm, TPeMop, enifnencis, NoB'A3aHi 3i CNacTUYHICTIO M'A3iB
po3nagn, MapeHHs, aMHeCTUYHi po3rnaju, BIiKOBi KOTHITUBHI po3rnagwn, Wn3oadeKkTUBHI po3naau, MapeBHi
po3nagn, 3anexHiCTb Big NiKapCbKoro 3acoly, AMCKIHE3iss, CMHAPOM XPOHIYHOI BTOMW, BTOMA, BUKITMKAHWNA
nikapcbkuM 3acobom CMHAPOM MNapKiHCOHI3MYy, cuHapom [xun-go Jla TypeTTa, xopes, MIOKIOHYC, TUK,
CVMHOPOM HECTMOKIMHUX HIF, OUCTOHIfA, AMCKIHe3is, cuHApoM dediumnty yBarn Ta rinepaktusHocTti (ADHD),
poanag, NoBeAiHKN, HETPMMaHHS cedi, cMMNTOMM abCTUHEHLT, HeBpanria TpiidacToro HepBa, BTpaTta Cnyxy,
WyYM y ByXax, MOLUKOMKEHHS HEpBIB, peTUHONaTisa, AereHepadis OBTOi nnsmu, OntoBoTa, HabpsiKk MO3KY,
6inb, 6inb y KicTkax, apTpanris, 3ybHui 6inb, KaTannekcisa Ta YepenHo-mo3koBa Tpasma (TBI).

3okpema, crnonyka 3a NpefcTaBfEHUM BMHAXOOOM € MPUAHATHOK sIK areHT ans npodinaktnku abo
nikyBaHHS1 HAapKONEeNcil, ifionaTMyYHOT rinepcoMHii, rinepCoMHii, CUHAPOMY arnHoe CHY, CUHAPOMY HapKonencii,
AKAA  CYMPOBOOXKYETbCA MOAIOHUMKM OO HapKomnencii  CMMNTOMamu, CUMHOPOMY  TiNepCOMHIi, SKWR
CYNpPOBOMKYETLCS OEHHOK rinepcoMHielo (Hanpuknag, xBopobu lMapkiHcoHa, cuHapomy lineHa-bappe Ta
cvHapomy KnerHa JleBiHa), xBopo6u AnbLrenmepa, OXUpiHHS, CUHAPOMY iHCYNiIHOPE3UCTEHTHOCTI, CepLeBoi
HeOOoCTaTHOCTI, 3aXBOpPOBaHb, MOB'A3aHUX 3 BTPATOH KICTKOBOI TKAHWUHW, Cerncucy, NOPYLIEHHS CBigOMOCTI,
Takoro sik Koma Ta nofibHi, nobiuHMx ecdbekTiB Ta ycknagHeHb 4epe3 aHecTesito, Ta nopidHi, abo
aHeCTeTUYHUIN aHTaroHicT.

Mpy ubOMYy [O3a CMonyku 3a npeacTaBleHNM BMHAXOOOM Bapiloe B 3aneXHOCTI Big cyb'ekTa, skOoMy
BBOAMTLCS, LLNAXY BBEAEHHS, LiNbOBOro 3axXxBOPOBaHHSA, CUMNTOMY Ta NoAibHoro, Hanpuknaza, Konv cnonyka



3a npeacTaBneHnM BMHaxXo4oM BBOAUTLCS nepopanbHo abo nopeHTepanbHO AOpOocrioMy nauieHTy, i gosa
CTaHOBWTb, Hanpuknaa, npmbnusHo Big 0,01 go 100 mr/kr macu Tina Ha o3y, nepesaxHo Big 0,1 Ao 50 mr/kr
Macu Tina Ha gosy Ta 6inbw nepesaxHo Big 0,5 oo 20 mr/kr macu Tina Ha go3y. [aHy KinbkicTb 6axaHo
BBOAWUTM Big OOHI€T A0 3 YacTMHaMM Ha O€Hb.

Cnonyka 3a npeactaBleHMM BMHAX040M MOXE BMKOPUCTOBYBATMCh B KOMOIHALI 3 iHLWUMMW NiKapCbKkUMM
3acobamu (gani B AaHOMY JOKYMEHTI CKOPOYEHO SIK CYMNYTHIl Nikapcbkuii 3acib).

Mpn noegHaHHi cnonykyn 3a NpeAcTaBfeHUM BUHAXOAOM Ta CyMyTHBOrO mnikapcbkoro 3acoby, MaloTb
MicLie HacTynHi NO3UTUBHI edheKTn, Taki AK

(1) po3a Moxe OyTM 3MeHLleHa B MOPIBHAHHI 3 OKPEMWM BBEAEHHAM CMOMyKM 3a MNpeacTaBleHUM
BMHaxo4oM abo CynyTHIM fikapCbkum 3acobom,

(2) npenapaT, AkuMiA HeOOXiQHO MOegHYBaTWU 3i CMOMYKOK 3a NpeacTaBleHMM BUMHAXOAOM, Moxe OyTu
BMOpaHMN BiANOBIAHO OO CTaHy NauieHTIB (M'SKUA BUNagoK, BaXKK1n BUNagok i T.0.),

(3) nepiog nikyBaHHA MoOXe OyTu BCTaHOBNEHO GinblivM, BUOMpaouM CynyTHIN NikapCbkuin 3acib, sikun
Ma€ pi3Hy [il0 Ta MexaHi3M B MOPIBHAHHI 3i CNONYKOK 3a NpeacTaBneHM BUHAaX040M,

(4) criikuin nikyBanbHMN edekT Moxe B6yTn po3pobreHui WNsaxoM BMBOpPY CynyTHLOrO MiKapCbKOro
3aco0y, KU Mae Pi3Hy Ailo Ta MexaHi3M B MOPIBHAHHI 3i CNONYKOK 3a NpeACcTaBeHMM BUHAX040M,

(5) cuHepriyHMn ecbekT Moxe byTn 3abe3nedeHunin 3a 4ONOMOrol KOMOIHALIMHOIro 3aCTOCYBaHHS CMOSYKM
3a NpeacTaBNeHUM BMHAXO40M Ta CyMyTHBbOMO NiKapCcbKoro 3acoby ToLo, Moxe OyTn JOCArHYTO.

B npeacrtaBneHoMy onuci, cnonyka 3a npeacTtaBleHMM BUHAX04oM Ta CYNyTHIM Nikapcbkuii 3acib, sikun
BMKOPUCTOBYETbLCS B KOMOiHaLiT, 3a3Ha4aloTbes sk "koOMOIHOBaHWI 3acib 3a npeacTaBreHMM BUMHaxXo4oM".

Mpun BUKOpUCTaHHI KOMBiHOBaHOro 3acoba 3a npeacTaBNEeHUM BUMHAXOAOM, Yac BBEOEHHS CMOonyku 3a
npeAcTaBneHMM BUHAxXo40M Ta CyMnyTHIN MiKapCbKkuin 3acid He 0bMeXyeTbCA, Ta Ccnosyka 3a npeacTaBfeHuMm
BMHaxo4oM abo ii chapmaueBTMYHA KOMMNO3uList abo CynyTHI nikapcbkuin 3acidé abo noro papmaueBTuyHa
KOMNo3uuis MOXyTb OyTWM Mpu3HayeHi Ans ogHOYacHOro BBedeHHs cyb'ekTy, abo MOXyTb BBOAMTUCH B
pisHMn 4vac. [losza cynyTHbOro nikapcbKOro 3acoby Moxe OyTu BM3HAYEHOK B 3anexHOCTi Bid 403w,
BMKOPMWCTOBYBAHOI KMiHIYHO, Ta MOXe ByTun BignoBiaHMM YMHOM BUBPAHOI0 B 3anexHOCTi Big cyb'ekTa, Askomy
BBOAMTLCS, LUNAXIB BBEAEHHS!, 3aXBOPIOBaAHHSA, KOMOiIHALiT TOLLO.

Pexvm BBeaeHHs1 kombiHOBaHOro 3acoba 3a NpeAcTaBfeHVMM BUHAxXO4OM Ta CYMYTHLOMO JiKapCbKOro
3acoby He Mae ocobnMBux obMeXeHb, Ta Cronyka 3a NpeAcTaBfeHNM BUHAXOAOM Ta CYMYTHIN NiKapCbKWi
3acib cnig noegHyBaTy Npu BBeAEHHI. MNpuKkNagm Takoro pexxumy BBeAEHHS BKIIOYAOTb HACTYMHI cnocobu:

(1) BBeEOeHHA opHOro nmMpenapaty, OTPMMAHOrO LUMSXOM OfHO4YacHoi 0OpoOku cnonyku 3a
npeacTaBneHMM BUHAXo040M Ta CYNyTHIN nikapcbkui 3acid, (2) ogHoYacHe BBeAEHHSA ABOX BUAIB npenaparis
CMonyKn 3a NpeacTaBneHNM BUHAXOOOM Ta CYMyTHbOrO fikapCbKoro 3acoby, siki Oynu okpemo BMpPOGeHi,
OfHUM i TMM Xe cnocobom BBefAeHHsi, (3) BBeOeHHS OBOX BMAIB npenapartiB CNofyku 3a npeacTaBneHuMm
BMHaxXO0AOM Ta CYMyTHbOIO NiKapCbKoro 3acoby, siki 6ynun okpeMo BUPOGEHi, 3a TUM Xe LUMSAXOM BBEOEHHS B
lWwaxoBoMy nopsaky, (4) opHovacHe BBeAEHHS [Ba BMAM MpenapaTiB Cnofykn 3a npencTaBlieHUM
BMHAxXO4OM Ta CYMyTHbOro NiKapcbKoro 3acoby, ski Oynun okpemo nposeeHi, PisHUMU LnSXaMu BBEOEHHS,
(5) BBEOEHHA AOBOX BMAIB MpenapaTiB CrMofyku 3a NpeacTtaBneHMM BMHAXOAOM Ta CYnyTHbOrO NiKapCbKOro
3acoby, ski MaloTb Oynmn oKpemMo OTPMMaHi, Pi3HMMM LUNAXaMn BBEAEHHS B LLAXOBOMY MOPSAAKY (Hanpuknag,
BBEEHHS B MOPSAKY CMOMyKM 3a NPeAcTaBfeEHUM BMHAXO4OM Ta CYMYTHbOrO fnikapcbkoro 3acoby, abo B
3BOPOTHOMY MOPSAAKY) TOLLO.

[osa cynyTHbOro nikapcbkoro 3acodby mMoxe OyTu BignoBiOHMM YMHOM BM3HA4YeHa Ha nigcTaei [0o3w,
BMKOPUCTOBYBAHOI B KIiHIYHMX cuTyauisx. CniBBigHOWEHHA B CyMilWli CAOMAyKM 3a npeacTaBleHuM
BMHAxo4OM Ta CYNyTHIN Mikapcbkui 3acib moxe OyTu BiANOBIAHMM YMHOM BM3Ha4YeHa B 3arexHoOCTi Bid
cyb'ekTa, IkoMy BBOOAUTBCS, LUNSAXIB BBEAEHHS, LiNbOBOro 3aXBOPIOBAHHSA, CUMNTOMY, KOMGiHaLi, TOLLO.

Hanpwuknag, BMIiCT cnonyku 3a NpeAcTaBrieHMM BMHAxXO4oM B KOMBiHOBaHOMY 3acobi 3a npeacTaBneHnm
BMHaxo4OM, Bapiloe B 3anexHOCTi Big hopmu npenapaTy, Ta 3a3Buyan CTaHoBWTb Big npubnusHo 0,01 go
npnonunsHo 100 mac. %, nepeBaxHo Big npubnmaHo 0,1 o npubnmaHo 50 mac. %, we BinbLl NepeBaxHo Big
npnénusHo 0,5 o npnbnusHo 20 mac. %, B po3paxyHKy Ha BeCb npenapar.

BmicT cynyTHbOro nikapcbkoro 3acoby B komGiHoBaHOMY 3aco0i 3a npeAcTaBfieHMM BMHAX040M, Bapiloe
B 3anexHocTi Big dopmu npenaparty, Ta 3a3Bu4yan crtaHoBMTb Big npubnusHo 0,01 go npmbnmsHo 100
Mac. %, nepeBaxHo Big npnbnusHo 0,1 go npudbnunsHo 50 mac. %, we binblw nepeBaxHo Big NpudnunsHo 0,5
0o 6nmabko 20 mac. %, B po3paxyHKy Ha BeCcb npenapar.

BmicTt go6aBok, Takmx sk HOCI Ta nopfibHi, B komGiHOBaHOMY 3acobi 3a npeacTaBneHMM BUHaxXO4OoM
Bapiloe B 3aneXHOCTi Big dopmu npenapaTy, Ta 3a3Bu4an CTaHOBUTL Big npubnusHo 1 go npubnusHo 99,99
mac. %, nepeBaxHo Big npnbnusHo 10 go npmbnuaHo 90 mac. %, B po3paxyHKy Ha npenapar.

MopibHUIM BMICT MOXe 3aCTOCOBYBATMCb HaBiTb, KONM CMoflyka 3a MpefcTaBfieHUM BMHaxodoMm Ta
CYMYTHIN Nnikapcbkuii 3acid opMyniorTbCS OKPEMO B Mpenaparu.

Mpuknagm cynyTHLOrO NiKapCbKoro 3aco0y BKITHOYAKOThL HACTYMHI. TepaneBTUYHUIA NiKapCbkuii 3acid npu
Hapkornencii (Hanpuknag, meTundeHigaT, amdeTamid, neMoniH, eHeN3nH, NPOTPUNTWIIH, HaTpPil0 okcubar,
MozadiHin, kodpeiH), nikapcbknii 3acid NpoTM OXWpPiHHA (amdeTamiH, OGeH3deTamiH, GPOMOKPUMTUH,
OynponioH, AieTunnponioH, ekceHaTua, ceHdnopamiH, NIOTUPOHIH, NiparnyTna, MasuHaon, MetamdeTamiH,



OKTPEeOTUA, OKTpeoTuA, oprictaTt, deHaumeTpasuH, deHaumeTpasunH, deHmeTpasuH, deHTepMiH, Qnexa
(3apeecTtpoBaHa TOproBernbHa Ha3sBa), deHinnponaHonamiH, npamniHTua, nponinrekceapuH,
peKoMBiHaHTHWIA NenTuH, CibyTpamiH, Tonipamar, 3iMeniguH, 3oHicamig, nopkacepvH, MeTAOPMIH), iHriGiTop
aueTunxoniHectepasu (Hanpuknag, gOHene3wusn, pUBacTUIMiH, ranaHtamiH, 3aHanesun, inebeHoH, TakpuH),
areHT nNpoTM AeMeHUii (Hanpuknag, MeMaHTUWH), iHriGiTop NpoayKyBaHHS, CEKpPeTyBaHHS, aKyMYITOBaHHS,
arperadii Ta/abo [genoHyBaHHSA [B-aminoigHoOro npoTeiHy, iHribitop [B-cekpeTtasn (Hanpuknag, 6-(4-
GicdbeHinin)meTtoken-2-[2-(N,N-gumeTnnamiHo)eTun|reTpani, 6-(4-6igeHinin)meTtokcu-2-(N,N-
anmeTunamiHo)meTunTteTpanid,  6-(4-6ideHrinin)metoken-2-(N,N-dinponinamiHo)metunteTpanid,  2-(N,N-
anmeTunamiHo)meTun-6-(4’-meTokcnbicpeHin-4-in)MetTokcmTeTpanix, 6-(4-6ideHinin)metokcn-2-[2-(N,N-
pgietunamido)etun]tetpanid, 2-[2-(N,N-gumeTunamiHo)etun]-6-(4’-meTunbicdenin-4-in)meTokcmTteTpaniy, 2-
[2-(N,N-gumeTunamiHo)eTtun]-6-(4’-meTokcubiceHin-4-in)metokcuteTpaniH, 6-(2’,4’-gnmeTtokcunbidenin-4-
in)metoken-2-[2-(N,N-gumeTtunamido)etun]retpanin, 6-[4-(1,3-6eH3oaiokcon-5-in)deHrin]meTtoken-2-[2-(N,N-
avMeTunamiHo)eTun]teTpanin, 6-(3’,4’-anmeTtokcnbidenin-4-in)metokemn-2-[2-(N,N-
anmeTunamiHo)eTun]reTpaniH, HeobOB'A3kOBO X akTmBHa dopma, ix cinb Ta ix rigpat, OM99-2
(WO01/00663)), iHribiTop y-cekpeTasw, iHribiTop arperadii B-aminoigHoro npoteiHy (Hanpuknag, PTI-00703,
ALZHEMED (NC-531), PPI-368 (HauioHanbHa nybnikauis MikHapogHoi naTeHTHoi 3aaBkn No. 11-514333),
PPI-558 (HauioHanbHa nybnikauis mixkHapogHoi nateHTHoi 3asBku No. 2001-500852), SKF-74652 (Biochem.
J. (1999), 340(1), 283-289)), B-aminoigHa BakuuHa, EpMeHT, SKMA po3knagae [-aminoig Ta noaibHi,
nigcunioBad OyHKUIN MO3Ky (Hanpuknag, aHipaueTtam, HiueprosiH), TepaneBTUYHUIA NikapCcbkuiA 3acib npwu
xBopo0Oi NapkiHCcoHa [(Hanpwuknag, aroHicT godamiHoBMX peuenTopiB (Hanpuknag, L-DOPA, 6poMokpunTuH,
nepronig, Taninekcon, npaminekcon, kabepromniH, amaHTaguH), iHribiTop depmeHTy MOHOaMiHOKCMAAa3n
(MAO) (Hanpwuknag, AenpeHin, ceneriniH, pemauemig, puny3on), aHTUXONIHEpriYyHi areHTun (Hanpuknag,
Tpurekcudpeniamn, 6inepugen), iHribitop COMT (Hanpuknag, eHTakanoH)], TepaneBTUYHUIA NikapCbknii 3aci6
npm 6GiyHOMy amioTpodpiyHOMY cknmeposi (Hanpuknag, puny3on TOWO, HenpoTpodivHuiA  hakTop),
TepaneBTMYHMI MiKapCbknin 3acib npy aHOManbHIN NoBeaiHui, WO CyNpOBOMAXYE NPOrpecyBaHHs AeMeHLui,
6nykaHHa Ta nogibHi (Hanpuknag, 3acnokinnueum 3acib, nmpenapaT NpoTU TpuBOrK), iHribiTop anonTosy
(Hanpuknag, CPI-1189, IDN-6556, CEP-1347), npomoTop AndepeHuiauii-pereHepadii HepoHiB (Hanpuknag,
netenpuHiM, kcaninpogeH; SR-57746-A), SB-216763, Y-128, VX-853, npocantug, 5,6-anmeTtokcu-2-
[2,2,4,6,7-neHTameTun-3-(4-metundeHin)-2,3-gurigpo-1-6eH3odypaH-5-injisoiHgoniH, 5,6-anmeTokci-2-[3-(4-
isonponindgexin)-2,2,4,6,7-neHTameTun-2,3-aurigpo-1-6eH3odypaH-5-injizoiHgoniH, 6-[3-(4-isonponindeHin)-
2,2,4,6,7-neHtametnn-2,3-gurigpo-1-6eHsodypaH-5-in]-6,7-gurigpo-5H-[1,3]aiokcono[4,5-flizoiHoon Ta
HeobOB'AI3KOBO MOro aktuBHa dopma, cinb abo rigpar), HecTepoigHi MpoTu3anarnbHi nikapcbki 3acobwu
(Menokcukam, TeHOKCMKaMm, iHgoMeTauwuH, ibynpodeH, uenekokcnd, podekokend, acnipuH, iHgoMeTauuH Ta
nogaibHi), cTepoigHi nikapcbki 3acobw (OekcameTasoH, reKCecTposi, KOpPTM30HY aueTaT Ta nogibHi),
TepaneBTMYHMI NikapCbkni 3acid ans nikysaHHa pesmaTtuamy (DMARD), aHTULMTOKIHOBMI NikapCcbkuii 3aci6
(Hanpuknag, iHribitop TNF, iHri6iTop MAP-kiHa3un), TepaneBTUYHMI areHT NPy HEeTPUMAaHHI cedi, YacTomy
cevyoBUMyCKaHHi (Hanpuknag, drnaBokcaTy rigpoxnopug, OKCUOYTUMHIHY rigpoxnopua, nponiBepuHy
rigpoxnopua), iHribitop docdoaiectepasm (Hanpuknag, cungeHadin (uuTpar)), aroHict agodamiHy
(Hanpuknag, anomopdiH), NPOTUAPUTMIYHI Nikapcbki 3acobu (Hanpwknag, MeKCUIeTWH), cTaTeBMI FOPMOH
abo noro noxigHa (Hanpwknag, nNporecTepoH, ecTpagion, ectpagiony 6eH3oar), TepaneBTUYHWUIA areHT Mnpu
ocTeonoposi (Hanpuknag, anbcakanbungon, KanbUWTPUOR, enkaTOHiH, KanbLMTOHIH Flococsl, ecTpuon,
inpicoriaBoH, MamigpoHaT AuHATpito, aneHapoHaT HaTpilo rigpaTt, iHKagpoHaT AWHAaTPil), napaTupoigHUK
ropMoH (PTH), aHTaroHicTM KanbuUieBOro peLentopa, TepaneBTUYHMI MNiKapcbkui 3aci® npu iHCOMHii
(Hanpuknag, 6eH3ogiaseniHoBI Nikapcbki 3acobun, HebeH3oia3eniHOBI Nikapcbki 3acobu, aroHICT MenaToHiHy,
a@HTaroHIiCTU OPEeKCMHOBOro peuenTopa), TepaneBTUYHUI NiKapCbkMi 3acid npu wusodpeHii (Hanpuknag,
TMMNOBI AHTUMCUXOTUYHI areHTW, Taki SK ranonepigon Ta nogibHi; aTunoBi aHTUMCUXOTUYHI areHTn, Taki Sk
KrnosarniH, onaH3aniH, pucnepuaoH, apuninpason Ta NoAibHi; nikapcbknii 3acib, sikun gie Ha MeTaboTPOMHUIA
peuentop rnytamaty abo peuenTop rrytamaTty KOH'HOroBaHOro TUMy iOHHOIO KaHany; iHribitop
docdopiectepasmn), (xnopgiasenokcua, Agiasenam, Kropasenat Kamito, Jiopa3enam, KroHasenaw,
annpasonam, TOWO), iHribGiTop kanbuieBux kaHaniB L-tuny (nperaGaniH, Towo), TpuuuMKniYHMiA abo
TeTpauukniyHui aHTugenpecaHt (iMinpamiHy rigpoxnopua, amiTpunTuniHy rigpoxnopua, AesvnpamiHy
rigpoxnopua, KrnominpamiHy rigpoxnopwa, TOLWO), CENeKTUBHWUIA iHriGITOp 3BOPOTHOrO 3axOMJIeHHS
CEPOTOHIHY (dnyBokcaMiHy MarneaTt, (NyOKCETMHY rigpoxnopuva, uutanonpamy rigpobpomia, ceptparniHy
rigpoxnopua, NapoKCeTUHY Mi4poXopua, ecumTanonpamy okcanart, TOLWO), iHrGITop 3BOPOTHOrO 3aXOMNSIEHHS
CEepOTOHIHY-HOopaapeHaniHy (BeHnadakcuHy rigpoxnopua, OyrnOoKCEeTUHY rigpoxnopua, AecBeHnadgakcuHy
rigpoxnopua, Towlo), iHribiTop 3BOPOTHOrO 3axOMnSieHHA HopagpeHaniHy (pebokceTiHy MesinaTt, ToLlo),
MipTasaniH, Tpa3ofoHY rigpoxnopua, HedasodoHy rigpoxnopua, GynponioHy rigpoxnopun, CeTUNTUIiHY
manear, aroHict 5-HT1a, (BycnipoHy rigpoxnopug, TaHZOCMIPOHY LMTPaT, 0CEMO30TaHy rigpoxnopua, TOLo),
aHTaroHicT 5-HT2a, 3BOPOTHMI aroHicT 5-HT2a, aHTaroHict 5-HTs (WiamemaswuH, ToLwo), HeKapaioCeneKTMBHUN
B-6nokatop (nponpaHomnony rigpoXnopuAa, OKCMPEHOSONY rigpoxnopua TOLWO), aHTaroHicT rictamiHy Hi
(rmapokcmamnHa rigpoxnopug Towo), aHTaroHict CRF, iHWMiA 3acnokinnuemii nikapcbkuii 3acio (menpobamar,
TOLWO), TaxikiHiHoBMI aHTaroHicT (MK-869, capeayTaHT, TOLLO), NikapCbkuin 3acid, siki AitoTb HA MeTaboTPOMHI



rmyTamaTHi peuentopu, aHTtaroHict CCK, aHTaroHicT agpeHaniHy (3 (amiberpoHy rigpoxnopu, TOLLO),
iHriditop GAT-1 (rigpoxnopuay TiarabiHy, Towo), iHriGiTop KanbuieBux kaHaniB N-Tuny, iHriGiTop
kapboaHrigpasu |l, aronict rniyuHoBoro dparmeHta NMDA, aHtaroHict NMDA (MemaHTiH, TOoLo),
nepudepuyHnin aroHict 6eH3oaia3eniHOBUX PELIENTOPIB, aHTAroHICT Ba3oMNPECUHY, aHTaroHiCT Ba3onpecuHy
V1b, aHTaroHicT BasonpecuHy V1a, iHridiTop docdoaiectepasn, aHTaAroHiCT OnioigHMX PeLenTopiB, aroHicT
onioiAHMX peuenTopiB, YPUAMH, aroHIiCT peLenTopa HiIKOTUHOBOI KUCINOTW, TOPMOHW LUMTOBMAHOI 3anosu (T3,
T4), TSH, TRH, iHriditop MAO (cpeHensuHy cynbdat, TpaHinuMnpomiHy cynbdart, Moknobemin, ToLlo),
TepaneBTMYHUIA NiKapCcbkuin 3acid ans OinonspHoro pos3nagy (nitio kapboHaT, HaTpilo Bannpoary,
namoTpUIKWH, piny3on, dendamar, Towo), aHTaroHicT kaHabiHoigHwux peuentopiB CB1 (pvmoHabaHT,
Towo), iHribitop FAAH, iHribitop HaTtpieBux kaHaniB, aHTM-ADHD nikapcbkun 3acib (metundeHupaty
rigpoxnopua, mMetamdeTamiHy rigpoxnopwua TOLLO), TepaneBTUYHWIA nNikapCbkui 3acid ana nikyBaHHSA
ankoronbHOI 3anexHOoCTi, TepaneBTUYHUIA Npenapar AN NikyBaHHA ayTM3My, TepaneBTUYHMI npenapar ans
niKyBaHHS CUHAOPOMY XPOHIYHOI BTOMMW, TepaneBTUYHUA MiKapCbKui 3acib npu cnasmi, TepaneBTUYHWUNIA
nikapcbkun 3acibé ona nikyBaHHa cuHApoMy dhibpomianrii, TepaneBTUYHUIA NikapCbkMi 3acib ans nikyBaHHSA
ronosHoro 6onto, TepaneBTUYHWIA NiKapcbkui 3acid Ans BiAMOBM Big KypiHHS, TepaneBTUYHUN NiKapCbKUN
3acib aAns nikyBaHHS MiacTeHii rpaBic, TepaneBTUYHWUIA JiKapCbkniA 3acid ansa nikyBaHHs iHpapKTy ronoBHOMO
MO3Ky, TepaneBTUYHWI niKapCbKUI 3acid Ans NikyBaHHSA MaHii, TepaneBTUYHUIA NiKapCbkUi 3acid ans
niKyBaHHS TinepcoMHii, TepaneBTUYHUIA NiKapCbkUI 3acid ans nikyBaHHst 600, TepaneBTUYHUIA NiKapCbKuii
3acib ans nikyBaHHs OUCTUMII, TepaneBTUYHWIA NikapCbKUiA 3acid ans nikyBaHHS BereTaTMBHOI aTakKcii,
TepaneBTMYHUIA NiKapCbKUI 3acid Ans nikyBaHHSA YOMOBIYOI Ta XiHOYOi cTaTeBol AMCMYHKLIT, TepaneBTUYHNIA
nikapcbknn 3acib ons nikyBaHHS MirpeHi, TepaneBTUYHUIA MiKapCbkuin 3acib Npu NnaTtonoriyHomy nNoTAsi 4O rpu
B asapTHi irpu, TepaneBTUYHUIA NiKapCbkuii 3acib Ansa nikyBaHHA CMHOPOMY HECMOKIMHWUX Hir, TepaneBTU4HUN
nikapcbknn 3acib Ans nikyBaHHsS 3aneXHOCTi Big NCUXOAKTUBHUX PEYOBWH, TepaneBTUYHUI MNiKapCbKuin 3acib
ONs NiKkyBaHHA CTaHiB MOB'A3aHNX 3 ankoronem, TepaneBTUYHUIA Nikapcbkui 3acib Ansa nikyBaHHSA CMHOPOMY
noApasHeHoi TOBCTOI KULLIKKW, TepaneBTUYHMI MikapCbkuii 3acid Ansa nikyBaHHA NinigHOT aHoManii, Takni K
nikapcbkmn 3acié Ans 3HWKEHHS pIBHA XOornecTepuHy (npenapart cepii cTaTuHiB (MpaBacTaTvH HaTpilo,
aTopBacTaTWH, CuUMBAacTaTWH, po3yBacTaTuH, Towo), ibpatn (knodhibpat  TOWO), iHribGiTOp
CKBarneHCcuHTeTasu), TepaneBTUYHWUIA TNikapCcbkui 3acid [nsa nikyBaHHA aHoManbHOi noBefdiHku abo
NPUrHiYeHHs1 ApOMOMaHii BHacnigok AemeHLuii (cegaTvBHi 3acobu, 3acnokinnmnBUIA Nikapcbknii 3acid Towo),
TepaneBTMYHUI NiKapCbkMi 3acib Ans nikyBaHHA OiabeTy, TepaneBTUYHMI NikapCbkui 3acib Anga nikyBaHHSA
ycknagHeHb Big AiabeTy, TepaneBTUYHMI Mikapcbkui 3acib gnsa nikyBaHHA rinepTeHsii, TepaneBTUYHUN
nikapcbkuMin 3acibé ans nikyBaHHS rinoTeHsii, AiypeTukn, XimioTepaneBTUYHWIA 3acib, iMyHOTepaneBTUYHMWI
3acib, aHTUTpoMBOTMYHMI 3acib, NpoTupakoBu 3acid Ta NOAIGHI.

[ea abo Oinblwe BMAIB 3a 3a3Ha4YeHUM BULLE MYHKTOM CYNYTHbOrO MNiKapCbKOro 3acoby MOXyTb
BVKPUCTOBYBATUCS B CYMillli Y BiANOBIAHOMY CMiBBiJHOLLEHHI.

Konn cnonyka 3a npeacTaBneHMM BWHAxXo4OM 3aCTOCOBYETbCA [0 KOXHOIO 3 BULLE3a3HAYEHUX
3axXBOpPIOBaHb, il TAKOX MOXHa 3acTtocoByBaTu B KOMGiHauii 3 GionoriyHMMK npenapatamu (Hanpuknag,
@HTUTINOM, HYKNEIHOBOK KUCMOTOK abo MOXigHMM HYKMEIHOBOI KUCMOTM, antaMepoM, BaKUWHHUM
npenapaTom), abo MOXHa MoeaHaT 3i cnocobom reHoTepanii i nogibHMMKM Ta 3acTocoByBaTU y BUMMAAI
KoMOiHOBaHOI Tepanii, abo Ti TakoX MOXYTb 3aCTOCOBYBaTW B KOMOiHaUii 3 MiKyBaHHAM Yy MCUXiaTpU4Hi
cchepi 6e3 BXKMBaAHHS NikapCbkMx 3acobiB.

Mpuknagm nikapcbkoro 3acoby aHTUTINA Ta BaKUWHHOIO MnpenapaTty BKMA4YalTb BakUMHWMI npenapart
NpoTu aHrioTeH3unHy I, BakumHun npenapat npotu CETP, CETP aHTuTino, aHtutino npotn aHtutina TNFa
Ta iHWMWX LUUTOKIHIB, BaKLUMHUIA NpenapaT Ha OCHOBI aminoigy B, BakuMHa ans giabety tuny 1 (Hanpuknag,
DIAPEP-277 Big Peptor), aHtuTino npotu BIJl Ta BakuuHui npenapaT npotu BlJ1, a Takox aHTuTina abo
BaKUMHHI nNpenapaTtu NpoTW LUTOKIHIB, (OEPMEHTIB TUMY PEHiH-aHMOTEeH3NH Ta iX NPOAYKTiB, aHTWUTiNa abo
BaKUWHHI npenapaty npotn depmeHTiB abo NpoTeiHiB, WO 3anyyeHi B meTaboniam ninigis KpoBi, aHTWTINa
abo BakuMHK, NOB'A3aHi 3 hepMeHTamMn Ta npoTeiHamu, Wwo 6epyTb y4acTb y cMcTeMa 3ropTaHHs Kposi abo
GibpuHoni3dy, aHTUTINa abo BakUWMHHI NMpenapaTtu MNpOTW NPOTEIHIB, 3amydeHux y MeTaboniami Uykpy Ta
PEe3UCTEHTHICTL [0 iHCyniHy, Towo. Kpim TOro, crnomyka 3a npeAacTaBlieHMM BMHAXO4OM Moxe O6yTu
BMKOPUWCTaHa y noegHaHHi 3 BionoriHmmMm npenapaTtamu, Lo BigHOCATbLCA 40 hakTopiB pocTy, Takux Ak GH,
IGF Touo.

Mpuknaam cnocoby reHoTepanii BKMOYaTb CNOCiO NMikyBaHHSA, KA BUKOPUCTOBYE FeH, L0 BiAHOCUTLCS
00 UUTOKIHY, hepMeEHTY TUNY peHiH-aHrioTeH3MH Ta 1horo npoaykty, G-npoTteiHa, pelenTopa, 3B'a3aHoro 3 G-
NpoTETHOM, Ta MOro POCAOPUIIIOYOro eH3MMY, Cnocoby nikyBaHHs 3 BUkopuctaHHam OHK nactku, Takoi sk
NFKkB nactka Ta nogibHa, cnocié nikyBaHHA 3 BWMKOPUCTAHHSIM aHTUCEHCY, CMocCib IikyBaHHA 3
BMKOPUCTAHHSIM reHy, Lo BigHOCUTLCS A0 dhepMeHTy abo npoTeiHa, Wwo 3anyyeHi B MeTaboniam ninigiB KpoBi
(Hanpuknag, reH, Wo BigHOCUTBCS OO MeTaboniamy, ekckpelii Ta abcopOuii xonectepuHy abo Tpurniuepugy
abo HDL-xonectepuHy abo docdoniniay KpoBi), Cnocid NikyBaHHS 3 BUKOPUCTAHHSIM FEHy, LLO BiJHOCUTbLCS
00 depmeHTy abo npoTeiHa, Wo 3any4yeHun B Tepanito aHrioreHe3y Ans nepudepuyHoi CyanHHOI 00CTpyKUil
ToWwo (Hanpuknag, dakropu pocTty, Taki sk HGF, VEGF Towo), cnocib nikyBaHHs1 3 BAKOPUCTAHHAM FEHY, LLO
BiQHOCUTBCA OO NpoTeiHa, SKUM 3anyyeHWn B MeTaboniami rnoKo3n Ta Pe3UCTEHTHICTb A0 iHCYMiHY,



aHTUCEHC NPOTY UNTOKIHIB, Takux sik TNF Ta iHwi, Ta nogibHi.

Mpuknagm cnocoby nikyBaHHA B nNcuxiaTpuyHin cdepi 6e3 3actocyBaHHA NikapCbkux 3acobiB BKNHOYAOTb
MoandikoBaHy enekTpoCyooMHY Tepanito, rnMuboKy CTUMYMALi0 MO3KYy, MOBTOPIOBaHY TpaHCKpaHianbHy
MarHiTHy CTUMYNSLi0, NCUXoTepanito, BKNOYaum KOrHiTMBHY NOBeAiHKOBY Tepanito TOLO.

Crnonyka 3a npeacTtaBneHMM BMHAXOAOM TaKOX MOXE 3acTOCOBYBATMCS B KOMOIiHaUii 3 pisHUMMM
crnocobamn pereHepadii OpraHiB, TakMumMu $SK pereHepauisi cepusi, pereHepauis HUPOK, pereHepadis
NiALWAYHKOBOT 3an03u, peBackynsapuaauig ToWwo, KNiITMHHOK TpaHCnaHTauinHOK Tepanieto 3 BUKOPUCTaHHAM
KMiTUH KiCTKOBOrO MO3KY (MOHOHYKINeapHa KMiTMHa, OTpMMaHa 3 KiCTKOBOrO MO3KY, MiernoreHHa ctoBbypoBa
KniTMHa), abo WTY4YHUM OpraHoM, L0 BMKOPUCTOBYE TKAHWMHHY iHXEHepIilo (Hanpuknag, WTy4yHYy KPOBOHOCHY
CYOWHY, KapAioOMiOUMTHUIN NINCT).

Mpuknagw

MpeacrtaBneHnit BUHaxXig NOACHIOETLCA AeTanbHO Aani, nocunatwyuce Ha lNpuknagun, EkcnepumeHTanbHi
Mpuknagn Tta [Mpuknagm komnosuuin. [poTe, npuknagn He oOMEXylTb nNpeacTaBneHWn BuHaxig, Ta
npuknaam MoxyTb ByTn MoaudikoBaHUMM B Mexax 00Ccsry npeacTaBneHoro BUHaxoay.

"KimvHaTHa TemnepaTypa" B HaCTynHUX MpuKnagax 3aranom cTaHoBuTb Big npubnusHo 10 °C pgo
npnbnunsHo 35 °C. CniBBigHOLWEHHA AN 3MilLAHOMO PO3YMHHMKA, SIKLWLO He 3a3HadeHe iHwe, npeacraBnsie
coboto cniBBiAHOLWEHHS 3MilLyBaHHSA 06'eMy, Ta % o3Ha4yae mac. %, SKLIO He 3a3HA4YeHo iHLLE.

EntooBaHHS B KOMOHOYHIM XpomaTorpaduii B Npuknagax BUKOHYBanw nig KOHTPONEeM 3 BUKOPUCTaHHSM
TWX (ToHKkowapoBa xpomaTtorpadisi), SKLWO He 3a3HayeHo iHwe. [na KoHTposnto 3 BukopucTaHHsaM TLWX sk
TWX nnactuHu BukopuctoBysanu 60 Fas4, BUroTOBNEHUI kKoMnaHieto Merck, ik entoeHT BUKOPUCTOBYBanu
PO3YMHHUK, SKUA BUKOPUCTOBYBABCH K ENIOIOYUA PO3YMHHUK B KOMOHOYHIM Xxpomartorpadii, a Aans
BUSIBMIEHHSI BMKOpUCTOBYBanu Y®-getektop. Y KONOHO4YHIM xpomartorpadii Ha cunikareni, nosHavyeHHs NH
0O3Ha4ya€e BUKOPUCTaHHSA aMiHOMPONINCUNAHOBOro cunikarento, a no3HavyeHHs [ion o3Havyae BUKOPUCTaHHA 3-
(2,3-aurigpokcMnponoKcm)NponincmMnaHoBoro  cunikarento. Y npenapatusHii BEPX (BucokoedekTnBHa
piguHHa xpomatorpacdisi) nosHadeHHs C18 o3Ha4ae BUKOPUCTAHHSA OKTadeuwn-3B'A3aHOro cunikarento.
CniBBiOHOLLEHHS €MIOIYNX PO3YMHHUKIB, AKLLO HE 3a3HayeHo iHWe, npeacTaBnsie cobo CniBBigHOLWEHHSA
3MillyBaHHS 3a 06'eMoM.

Ons awanisy *H AMP BukopuctoByBanu nporpamHe 3abe3sneyeHHss ACD/SpecManager (TopriBenbHa
Mapka) Ta iHwe. [Miku rigpokcunbHoi rpynu, aMiHo rpynu Ta noAibHux, siki MatoTb Ayxe crnabki Nikn NpoToHIB,
iHoA4i He onNUCyTbCS.

MC (maccnekTp) BuMiptoBanu 3 BukopuctaHHam PX/MC. Ak cnoci6 ioHi3auii BUkopucToByBanm crnocio
ECI (enektpocnpew ioHisauis), abo cnocio APCI (ximiuHa ioHi3auis npu atomacdepHomy Tucky). [HaHi
BKa3aHi K PakTU4Hi AaHi BMMIpIOBaHHA (3HamaeHi). Xova 3a3Bu4an CnocTepiracTbCa MONEKYNSpHUA MiK
iOHiB, iHOAI cnocTepiraeTbCa parMeHTHUM (OH. Y BuNagky coni 3a3Bu4an crnocTepiraeTbca  Mik
MONEKYNAPHOro ioHy abo iOHHUI parMeHT BifbHOI (hOpMMU.

OpanHnus KoHUEeHTpauii 3paska (c) gns ontnyHoro obeptaHHs ([o]o) cTaHoBUTH /100 mn.

3HayveHHs1 eneMeHTHOro aHanidy (AHan.) onMcyeTbCs sk po3paxoBaHe 3HayeHHs (Pospax.) Ta daktnyHe
3HayeHHs BMMIpoBaHHSA (3HangeHo).

Yac ytpumaHHs B lNpuknagax BuMiptoBanu 3a cnocobom pignHHOI xpomaTtorpadii. YMOBW BUMIpIOBaHHS
€ HacTYMHUMW, SKLLIO He 3a3HAYeHo iHLWe.

konoHka: YMC PackPro C18 2,0 mm B.4. X 75 MM (3 MKM)

pyxoma c¢asa: po3yuH, MPUroToBMEHMI Wsaxom foaasaHHa 0,04 M OGydepHoro posyuHy BpitToHa-
PobiH3oHa (pH 6,5) no metaHony (5:2), Ta rapHOro nepemiwyBaHHs iX, Ta perynioBaHHs pH po 7,4 3
BrvkopucTtaHHaM 0,2 M po3unHy rigpokcuay HaTpito.

Mikn nNopoLlKOBOI peHTreHiBCcbKkol audpakuii B lMNMpuknagax o3HavaloTb MNikM, BUMIpPSHI NpyU KiMHATHIN
TemnepaTypi 3 BukopucTaHHam ycTtaHoBkm Ultima IV (Rigaku Corporation, Japan), BMKOpMCTOBYHOUM
BunpomiHioBaHHA Cu Ka, Sk g)xepeno BUNPOMIHIOBaHHS. YMOBU BUMIPIOBaHHA Oynun HacTynHUMN.

Enektpunyna Hanpyra/EnektpudHui ctpym: 40 kB/50 mA

LLBnakicTe ckaHyBaHHS: 6 rpagycis/xs.

[iana3oH ckaHyBaHHSA 2 TeTa: 2-35 rpagycis

CTyniHb KpUCTaniYHOCTI MOPOLLKOBOI PEeHTreHiBcbkoi audpakuii B lMpuknagax 6ys pospaxoBaHui 3a
mMeTogom lepmaHa.

B HacTynHux Mprknagax BUKOPUCTOBYIOTLCS HACTYMHI CKOPOYEHHS.

mp: TemnepaTypa nnaBneHHsi

MC: mac-cnekTtp

M: MmonsapHa KOHUEHTpauisi

H.: HOPManbHICTb

CDCls: genitepoxnopodgopm

OMCO-de: pentepoanmeTuncynbqoKkcng

1H AMP: npoTOHHWIN AOEPHO-MArHiTHUIA pe3oHaHC

PX/MC: piguHHa xpomaTtorpadisi — Mac-CnekTpomeTpis



ECI: enekTpocnpein ioHi3auis

APCI: ximiyHa ioHi3aLisg npu aTMocepHOMY TUCKY

HATU: (aumeTunamiHo)-N,N-anmetnn(3H-[1,2,3]Tpnasonol4,5-b]nipnanH-3-inokcm)meTaHimiHito
rekcagpTopdocdar

PPhs: TpndeHindgocgiH

TPO: TpudpTopouToBa KMCNOTa

DMAP: N,N-gumeTtnn-4-amiHonipnguH

CPME: uMknoneHTUNMeTUIOBUIA NPOCTUIA eqoip

WSC: N-(3-(ammeTmnamino)nponin)-N'-eTunkap6oaiimig

IPE: 2-isonponokcunponaH

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

OM®: N,N-gumetnndopmamia

HOBLt: 1H-6eH3o0Tpuason-1-on

Tr®: tetparigpodypaH

DME: 1,2-gumeTokcieTaH

MeOH: meTaHon

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

EtOH: eTaHon

Boc20: gi-tpeT-6yTungnkapboHat

TEA: Tpuetunamin

Et20: eTokcieTaH

EtOAc: eTunauetat

CHsCN: aueToHiTpun

TMSCI: TpumeTuncuninxnopuvg

XPhos Pd G3: wmetaHcynbdoHaTo(2-gnumknorekcundocdiio-2’,4’,6’-tpuizonponin-1,1’-6icdeHin)(2’-
amiHo-1,1’-6icbeHin-2-in)nanagito(ll)

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

Mpuknag 1

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-0icdbeHin]-3-in)metun]-4,4-gndpTop-1-((2R)-okceTaH-2-
kapboHin)niponiguH-3-injetaHcynsdoHamig

A) 3-xnop-2-dpTopdeHinanaHiny rigpoxnopua

Ho cymiwi 3 1-(6pommeTnn)-3-xnop-2-cptopbeHsony (55,0 r), gietun auetamigomanoHat (56,1 r) Ta
EtOH (400 mn) popasanu 20 % eTaHonbHUMIW po34vnH HaTpito eTokenay (88 r) npu 0 °C. Cymiw KMN'aTUNK 3i
3BOPOTHUM XOMNOAMIBHUKOM NpoTsirom 2 rofd. 30 xB., Ta OXONOMAKyBanu Ao KiMHaTHOI TeMnepaTtypu. Jomikm
BMAanann inbTpyBaHHAM, inbTpaT KOHLEHTPYBaNM Npu 3HWKEHOMY TUCKY, Ta CyMmil i3 3anvwky Ta 6 M
rigpoxnopuaHoi kucnotu (500 mn) KMN'aTunu 3i 3BOPOTHUM XONOAUNBHUKOM npoTsarom 15 roa. Peakuiinun
PO3YMH KOHLEHTPYBanM Mpu 3HWKEHOMY TUCKY, Ta OTPMMaHUM 3anuwioKk MNpoOMMBann  CyMIiLLLLO
isonponaHon/giisonponinosuii NpocTun edip, OTPMMYOYM Ha3BaHy cnonyky (67,1 r).

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

B) N-(TpeT-6yTokcunkapboHin)-3-xnop-2-dpTopdeHinanaHii

Oo cymiwi 3 3-xnop-2-propdeHinanaHiHy rigpoxnopugy (67,1 r), 1 M BOOHOMO PO34YMHY HATpItO
rigpokeuay (528 mn) ta DME (480 mn) popasanu Boc20 (63,4 r) npu kiMHaTHIn Temnepatypi. Cymiw
nepemillyBanu Npu KiMHaTHIn Temnepatypi npotsaroMm 2 rog. 30 xB., Ta BUNMBanu B KpwxkaHy soay. Cymill
nignyxHosanu 1 M BOAHMM pO34MHOM HaTPIlO rigpokcuay, Ta BOOHWUIA Wap npoMuBanu AieTunosmum edipom.
BogHun wap nigkucnioanu 1 M rigpoxnopugHo kucnototo, Ta ekctparyBanu EtOAc. OpraHiyHui wap
BiJOKpeMIoBanu, NPoOMmMBanu Bo4oK Ta HACUYEHNM COMbOBUM PO3YMHOM, CyLIMnM Hag 6e3BogHMM MarHito
Cynb@aToMm, Ta KOHLEHTPYBanu npu 3HmkeHoMy Tucky. OTpumMaHy TBepay PeyYOBMHY NPOMMBAN CyMIiLLLLIO
aiisonponinoBui NpocTui edip/rekcaH, OTpMMytOYM Ha3BaHy cnonyky (63,8 r).

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

C) tpet-0yTnn{3-(3-xnop-2-gpT1opceHin)-1-[meTokcm(meTnn)amiHol-1-okconponan-2-injkapdbamar

Ho cymiwi 3 N-(TpeT-6yTokCcMKapOOoHin)-3-xnop-2-pTopdeHinananivy (63,8 r), N-meTokcumeTaHaMmiHy
rigpoxnopuay (21,5 r), HOBt (29,8 r), TEA (44,7 r) Ta AM® (425 mn) pogasann WSC-HCI (46,2 r) npn 0 °C.
Cymiw nepemiyBanu npu KiMHaTHIN Temnepatypi npotarom 15 rof., Ta 4O peakuinHOl cymilli goaasanu
BOLHWUW pO34MH HaTpito rigpokapboHaty, Ta ekctparyBanu EtOAc/TI®. OpraHiyHui Wwap BigoKpeMmoBanu,
NpoMMBanM BOLOK Ta HACUYEHWM COSIbOBUM PO3YMHOM, CYLWMnM Hag 6e3BogHuM Marhito cynbdatom, Ta
KOHUEHTpYyBanu npu 3HmxkeHomy Tucky. OTpumMaHy TBepAy pevoBMHY NPOMMBANU CyMILLILLIIO 4ii30NponinoBuii
npocTuin edip/rekcaH, oTpUMyroum HassaHy crnonyky (70,0 r).

MC, sHangeHo: 260,9.

D) TpeT-6yTun{3-(3-xnop-2-dbropdeHin)-1-[meTokcn(MmeTu)amiHo]-1-okconponaH-2-in}(4-
MeToKcubeHsnn)kapbamat

o cyMmiLwi 3 TpeT-6yTun{3-(3-xnop-2-cdbropdeHin)-1-[meTokcn(MeTunI)amiHo]-1-okconponaH-2-



injkapbamary (70,0 r) Ta AM® (390 mn) pgogasanu 60 % Hatpito rigpuag (10,1 r) npy 0 °C. Cymiw
nepemiwysanu npu 0 °C npoTtdarom 5 xB., Ta NOTIM Npu KiMHATHIN Temnepatypi npotsarom 10 xB., Ta A0
peakuinHoi cymiwi pogasanu 1-(xnopmetun)-4-metokcnbeHson (60,7 r) Ta TeTpabytunamonito nogug (7,16
r) npu 0 °C. Cymiw nepemiwyBanu npu KimHaTHin Temnepartypi npotsiroM 2 rod. 30 XB., BUNMBaNn B KpUKaHy
Bogy, Ta ekctparyBanu EtOAc. OpraHiyHuMi Lwap BigoKpemmoBanu, NpoOMUMBanM BOOOK Ta HaCUYEHUM
CONMbOBUM PO3YMHOM, CyIMNM Hag Oe3BOAHMM MarHilo cynbgaTom, Ta KOHLEHTPYBanu Mpu 3HWKEHOMY
TUCKY. 3anuWoK YMCTUIIM 3 BUKOPUCTAHHSM cunikareneBoi KOfoHKoBOi xpomartorpadii (EtOAc/rekcan),
OTPUMYOYM Ha3BaHy crnonyky (90,7 r).

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

E) TpeT-6yTun[1-(3-xnop-2-gpropdeHin)-3-okconponan-2-in][(4-metokcndeHin)metunlkapbamat

o cymiwi 3 TpeT-ByTnn{3-(3-xnop-2-dpropdeHin)-1-[meTokcu(meTunn)amiHo]-1-okconpona-2-in}(4-
meTokcubeHsun)kapbamarty (90,7 r) Ta Et2O (500 mn) popasanu niTito antomorigpug (9,30 r) HeBenukumu
nopuigamu npu -78 °C. Cymiw nepemiwysanu npu -15 °C npotsarom 1 roa. 30 xB., Ta 4O peakuiiHOT CymiLli no
Kpannam gopasanu nocnigosHo EtOAc ta 10 % BogHMM po3umH Kanito rigpocynedity npu -78 °C. Cymiw
nepemilyBanu nNpu KiMHaTHIN Temnepatypi npotarom 15 xB., Ta OO CyMiwi gogasanu Body. Hepo3umHHy
peyvYoBNHY BMAansanuM inbTpyBaHHAM 4epe3 uenit, tTa dinbTpat ekcTparyBann EtOAc. OpraHiyHui wap
BiJOKpeMIOBanNu, NPOMMBAnM BO4OK Ta HACUYEHUM CONMbOBUM PO34YMHOM, CyLIMM Hag 6e3BogHMM MarHito
Cynb(aToM, Ta KOHUEHTPYBanu npu 3HWKEHOMY TUCKY. 3anuLoK YUCTUINN 3 BUKOPUCTAHHSIM CurlikareneBoi
KONMOHKOBOI xpomaTorpadii (EtOAc/rekcaH), oTpMMytoumn Ha3BaHy cnonyky (74,7 r).

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

F) emwn 4-{(tpeT-6yTOKCMKapOOHIn)[(4-meToKkCUdeHIN)MeTuNlamiHo}-5-(3-xnop-2-propdeHin)-2,4,5-
TPUAE30KCU-2,2-audpTopneHToHaT

Ho cymiwi 3 umHky (37,0 1) Ta TId (500 mn) gogasanu TMSCI (3,85 r) B atmocdepi aproHy npwm
KiMHaTHIn TemnepaTypi. Cymiw nepemiwyBanu npu KiMHaTHIW TemnepaTtypi npoTtarom 15 xB., Ta
eTundpom(gmudTop)aveTaT (71,9 r) gogasanu No Kpanasm 4O CyMili 3 iHTEHCMBHUM NepeMillyBaHHAM npwm
KIMHaTHIin TemnepaTypi nNpuv UbOMY MIATPUMYIOYM Temnepatypy BcepeauHi npubnusHo 50 °C. Cymiw
nepemillyBanu nNpu KiMHaTHIA TemnepaTypi npoTtdarom 15 xB., Ta 4O CyMilli No Kpanssam gogasanu cymill 3
TpeT-6yTUn[1-(3-xnop-2-gpropdeHin)-3-okconponax-2-inj[(4-metokcndeHin)metunlkapbamary (74,7 r) Ta
Tro (100 mn), Npy UbOMY MIATPUMYHOYM TeMnepaTypy BcepeauHi npubnusHo 40 °C. Cymiw nepemiwysanu
npy KiMHaTHIN TemnepaTypi NpoTaroM 2 rofd., Ta gogasanu Ao 5 % BOAHOMO po3duH Kanito rigpocynbdiTy
npu oxonoaxXeHHi kpuroto, Ta ekctparysanu EtOAc. OpraHiyHuin Wwap BigokpemnioBany, NnpoMmMsanu BOAOK
Ta HAaCUYEHVMM COJSIbOBMM PO3YMHOM, CyLIMNM Hag 6e3BOAHMM MarHito cynbdartom, Ta KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuwioK YMCTUNM 3 BUKOPUCTaHHAM CuMikarenesoi KOMOHKOBOI xpomatorpadii
(EtOAc/rekcaH), OTpuMyoumM Ha3BaHy cnonyky (61,6 r).

MC, sHangeHo: 490,0.

G) 5-[(3-xnop-2-dpropdeHin)meTnn]-3,3-andTop-4-rigpokcun-1-[(4-meTokcndeHin)MeTun]niponiguH-2-oH

Ho cywmiwi 3 etnn 4-{(TpeT-6yTokcnkapboHin)[(4-meTokcudeHrin)metunlamiHo}-5-(3-xnop-2-propdeHin)-
2,4,5-Tpugesokcu-2,2-gudptopneHtoHaty (61,6 r) ta EtOH (160 mn) gogasanu 4 M rigpoxnopugHuin CPME
pO34uH (282 mn) nNpu KiMHaTHIN Temnepatypi. Cymil nepemillyBanu Npu KiMHaTHIA TeMnepaTypi NpoTArom 2
rod., Ta peakuiiHuii po3ynH KoHUeHTpyBanu. [lo oTpumaHoro 3anuwky gogasanu EtOH (360 mn) ta DIPEA
(43,8 r). Cymiw nepemiwysanu npu 70 °C npotdarom 1 rog. 30 xB., Ta peakuinHy CyMill BUNMBanNu B KpuxaHy
Boay, Ta ekctparysanu EtOAc. OpraHiyHui wap BigokpemnioBanu, NpoMmBany BOAOK Ta HaCUYEeHUM
CONMbOBUM PO3YMHOM, CyLIMNN Hag Oe3BOAHMM MarHito cynbgaTom, Ta KOHLEHTPYBanu Mpu 3HMKEHOMY
TUCKY. 3anuoK YMCTUIM 3 BMKOPUCTAHHSIM cusikareneBoi KonoHkoBoi xpomartorpadii (EtOAc/rekcan), Ta
OTpPVMMaHy TBepdy PEYOBUHY MNPOMMBANK CyMILILWIO Aii30nponinoBun npoctun edip/rekcaH, OTPUMYHYM
Ha3BaHy crnonyky (36,1 r).

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

H) 5-[(3-xnop-2-dpTopdeHin)metnn]-3,3-AndTop-4-rigpokcmniponignH-2-oH

o CyMiLli 3 5-[(3-xnop-2-pTopheHin)meTnn]-3,3-andTop-4-rigpokcn-1-[(4-
MeTokcudeHin)meTun]niponiamH-2-ody (36,1 r), CHsCN (315 mn) ta Boam (105 mn) gogaBanu amoHi0
rekcaHiTpatouepaT(lV) (99 r) npu kimHaTHI TemnepaTypi. Cymilw nepemillysanu npu KiMHaTHIn TemnepaTypi
npotarom 4 rof., BUNuBanu B kpuxaHy oy, Ta ekctparysanun EtOAc. OpraHiyHun wap BigokpemnoBanu,
NpoMMBanM BOLOH Ta HAaCMYEHMM CONbOBUM PO3YMHOM, CyLIMnu Hag 6e3BogHMM MarHito cynbdgartom, Ta
KOHLUEHTPYBanu Npu 3HWKEHOMY TUCKY. 3anuloK YUCTUM 3 BUMKOPUCTAHHAM CuIikareneBoi KONOHKOBOI
xpomartorpadii (EtOAc/rekcaH), Ta noTiMm cunikarenesoi konoHkoBol xpomatorpadii (NH, metaHon/EtOAc),
OTPUMYHOUM Ha3BaHy Ccrnonyky (22,7 r).

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

I) TpeT-6yTnn2-[(3-xnop-2-cdTopdeHin)metTnn]-4,4-gudtop-3-rigpokcuniponignH-1-kapbokecunat

[o cymiwi 3 5-[(3-xnop-2-dpropdeHin)meTun]-3,3-gudpTop-4-rigpokcuniponianH-2-oHy (22,7 r) ta Tro
(350 mn) popaBanm no kpannsam 1 M posunH B TI® komnnekcy GopaH-TI® (284 mn) npu KiMHaTHIN
TemnepaTtypi. Cymiw noinbHO HarpiBanu go 60 °C, Ta nepemiwyBanu npotdarom 4 rog. o kpannsm
nonasanu Boay Ao cymiwi npy 0 °C, Ta cymilwl nepemillyBanu npu KiMHaTHIn TemnepaTypi npotarom 10 xB.,



Ta KOHUEHTpyBanu npu 3HmxkeHoMy Tucky. o sanuwky gogasanu 1 M rigpoxnopugry kucnoty (500 mn), Ta
cymiw iHTeHcnBHO nepemiwysanu npu 60 °C npotarom 1 rog. 30 xB. Cymiw noeinbHO gogasanu o 1 M
BOAHOrO pPO34YMHY HAaTpilo rigpoKcuay npu OXOMOMXKEHHI KPUrow, nignyxHwoBanu kanito kapboHaTom,
HacuyeHuM cinnto, Ta ekctparysanu EtOAc/TI®. OpraHiyHui Wwap BigokpemmnoBanu, NpoMmBanun BoA4OK Ta
HacM4YeHVM CONIbOBUM PO3YMHOM, Cywunu Hag 6e3BOAHMM MarHito CynbdartoM, Ta KOHUEHTpyBanu npu
3HMKEHOMY TUCKY. [10 CyMilli 3 OTpMMaHOro 3anuLKy, HaTpito rigpokapboHaTty (6,83 r) Ta TI'® (190 mn)/Boaa
(210 mn) popaBanu po3yumH Boc20O (19,5 1) B TT® (20 mn) npu KiMHaTHIM TemnepaTypi. Cymilw iHTEHCKMBHO
nepemilyBanu npu KiMmHaTHIn Temnepartypi npoTdarom 15 rog., Bunueanu y Boay, Ta ekctparysanu EtOAc.
OpraHiyHui Wap BigokpemnoBanu, NPoOMMBanM BOLOK Ta HAaCMYEHUM COMbOBMM PO3YMHOM, CYLUUAW Hang
6e3BoAHMM MarHito cynbdaTtoMm, Ta KOHUEHTpyBanu npu 3HWKEHOMY TMCKY. 3anuiioK 4uctunu 3
BMKOPUCTaHHAM cunikarenesoi KOnoHKoBoi xpomatorpadii (EtOAc/rekcaH), oTpumMyodn Ha3BaHy Cromnyky
(22,2 ).

MC, sHangeHo: 265,9.

J) rac-tpeT-6yTnn(2S,3S)-2-[(3-xnop-2-pTopceHin)metnn]-4,4-ancpTop-3-
[(TpudbTOpMETaHCYNbMOHIN)okem]niponianH-1-kapbokcmunar

o CyMiLdi 3 TpeT-6yTun2-[(3-xnop-2-dpropdeHin)metun]-4,4-audtop-3-rigpokcmniponignH-1-
kapbokcunaty (22,1 1), nipuauHy (96 r) Ta Et2O (355 wmn) pomaBanu Mo Kpannsam
TpudpTopmeTaHcynbgoHoBun aHrigpua (51,2 r) B atmocdepi aproHy npu 0 °C. Cymiw nepemiwysanu npu
KiMHaTHIN TeMnepaTypi npoTtarom 2 rog. 30 xB., BUNMBanu B kpwxkaHy Boay, Ta ekctparyBanu EtOAc/rekcaH.
OpraHiynni wap BigokpemntoBanu, npomumBanu 10 % BOOHWM PO3YMHOM JIMMOHHOI KWUCMOTW, BOAHUM
PO34MHOM HaTpIlo rigpokapboHaTy, BOOOK Ta HACUYEHMM COJTIbOBMM PO3YMHOM, CyliMnu Hag 6e3BogHUM
MarHito CcynbatoM, Ta KOHUEHTpyBanu Mnpu 3HWKEHOMY TUCKY. 3anulioK YUCTUNN 3 BUKOPUCTAHHAM
cunikarenesoi konoHkoBoi xpomatorpadii (EtOAc/rekcaH), oTpumyroum Has3BaHy cnonyky (22,4 ).

MC, sHangeHo: 397,9.

K) rac-TpeT-6yTun(2S,3R)-3-a3ngo-2-[(3-xnop-2-propdeHin)metnnl-4,4-gudptopniponignH-1-
kapbokcunaT
Ho cyMmiLwi 3 rac-TpeT-0yTnn(2S,3S)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-andpTop-3-

[(TpndbTOpMeETaHCcynbdoHin)okculniponianH-1-kapbokcunaty (22,4 r) Ta CHsCN (265 mn) gogasanuv TeTpa-H-
oytunamonito asmg (38,3 r) npu KimMHaTHIM Temnepatypi. Cymiw nosinbHO HarpiBann go 80 °C,
nepemiwysann npotarom 1 rod., BunvMBanu B KpwxaHy Boay, Ta ekctparyBanu EtOAc. OpraHiyHun wap
BiJOKpeMIoBanu, NPOMmMBanu BoAOK Ta HACUYEHUM COfIbOBMM PO3YMHOM, CYLIMNK Hafg 6e3BoAHMM MarHito
Cynb@aToM, Ta KOHLEHTPpYBanu Npu 3HWKEHOMY TUCKY. 3anuLioK YUCTUNN 3 BUKOPUCTaAHHSIM CurlikareneBoi
KONOHKOBOI xpomaTorpadii (EtOAc/rekcaH), oTpuMytoun Ha3BaHy cnonyky (16,2 r).

MC, sHangeHo: 290,9.

L) rac-TpeT-6yTun(2S,3R)-3-amiHo-2-[(3-xnop-2-TopdeHrin)meTnn]-4,4-andTopniponiamH-1-
kapbokcunaT

Ho cymiwi 3 rac-tpeT-6yTun(2S,3R)-3-a3mgo-2-[(3-xnop-2-dpropdeHin)metnn]-4,4-gucdtopniponianH-1-
kapbokcunaty (16,2 r) ta TI'® (200 mn)/Boan (5 mn) gogasanu PPhs (13,1 r) B atmocdepi aproHy npu
KiMHaTHIn TemnepaTypi. Cymiw nepemiwysanu npun 55 °C npoTarom 18 rof., AogaBany 4o BOAHOMO PO3UUHY
HaTpito rigpokapboHaTy npwW OXONOMXKeHHiI Kpurot, Ta ekctparyBanum EtOAc/TI®. OpraHiyHuiA wap
BiJOKpeMIOBanu, NPOMmMBanNM BoAOK Ta HACUYEHNM COMbOBMM PO3YMHOM, CYLUMMM Hag 6e3BOoAHMM MarHito
Cynb@aToM, Ta KOHUEHTPpYBanu npu 3HWKEHOMY TUCKY. 3anuLioK YUCTUNN 3 BUKOPUCTaAHHSIM CurlikareneBoi
konoHkoBoi xpomatorpadii (NH, EtOAc/rekcaH), oTpuMMykuM HasBaHy CMOMyKy Ta MOGIYHUIA NpPOOYKT,
BignosigHo. [1o cymiwi 3 oTpMmaHoro nobiyHoro npoaykta ta TI® (100 mn)/Boga (10 mn) gogasanu 40 %
BOAHWUW pO34MH MeTaHaMiHy (3,22 r) npu KimHaTHIn Temnepatypi. Cymiw nepemiwysanv npu 70 °C npoTarom
15 roa., BunuBanu y Boay, Ta ekctparysanu EtOAc. OpraHiyHmn wap BigokpemnioBanu, NpoMmnsany BOAOK
Ta HAaCUYEHVMM CONbOBMM PO3YMHOM, CyIMNN Hag 6e3BOAHMM MarHito cynbdatoM, Ta KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuvLIOK YMCTUNM 3 BMKOPUCTaHHSM CuIlikareneBoi KornoHkoBoi xpomatorpadii (NH,
EtOAc/rekcaH), oTpumytoun HasBaHy cnonyky (14,6 r), o6'egHaHyBanu 3 Ha3BaHOK CMOJYKOK, OTPUMAHO
BULLE.

MC, sHangeHo: 308,9.

M) TpeT-6yTnn(2S,3R)-3-amiHo-2-[(3-xnop-2-dTopdeHrin)meTun]-4,4-gndTopniponigmH-1-kapbokcmunat

rac-TpeT-0yTun(2S,3R)-3-amiHo-2-[(3-xnop-2-dhTopdeHin)metun]-4,4-andTopniponiguH-1-kapbokcunat
(14,6 r) posginanu 3 BukopuctaHHam BEPX (konoHka: CHIRALPAK IA, 50 mm B.g. 500 mMmn, 20 MKwMm,
pyxoma cpasa: rekcaH/etaHon/gietunamiH =800/200/1), oTpumyoun HasBaHy cronyky (6,84 r) 3 meHwWuUm
yacoMm yTpumaHHs (koroHka: CHIRALPAK 1A, 4,6 mm B.g. %250 mmn, 5 MKm, pyxoma asa:
rekcaH/etaHon/gietnnamin =800/200/1).

MC, 3HangeHo: 309,1.

N) TpeT-6yTun(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-3-[(eTaHCcynbgoHin)amiHo]-4,4-
andpropniponignH-1-kapbokcunat

Oo cymiwi 3 TpeT-6yTMN(2S,3R)-3-amiHo-2-[(3-xnop-2-hpTopdeHin)meTtun]-4,4-audpTopniponianH-1-
kapbokcunat (1,04 r), TEA (0,577 r), DMAP (0,174 r) Ta TT'® (30 mn) gogasanu eTaHCynbgOHINXopna



(0,550 r) npn 0 °C. Cymiw nepemiwysanu npu KiMHaTHIN TemnepaTtypi NpoTaroMm 5 rod., 40 CyMmili AoaaBanu
BOAY MpuW KiMHaTHIW Temnepatypi, Ta cymiw ekctparyBanu EtOAc. OpraHiyHui Wwap BigokpemnioBanu,
npoMMBanu BOAOK Ta HACWYEHWM COMbOBUM PO3YMHOM, CYLIMNM Hag 6e3BogHUM HaTpitlo cynbdatom, Ta
KOHUEHTPYBanu Npu 3HWKEHOMY TUCKY. 3anuOK YWUCTMIM 3 BUKOPUCTAHHAM CunikareneBoi KONMOHKOBOI
xpomartorpadii (NH, EtOAc/rekcaH), oTpumytoum HaseaHy cnonyky (1,25 r).

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

0) N-{(2S,3R)-2-[(2,3'-andTOop[1,1'-6icbeHin]-3-in)meTnn]-4,4-gudTopniponignH-3-injetaHcynbdoHamigy
rigpoxnopua

CymiLw 3 TpeT-6yTun(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTun]-3-[(eTaHcynbdoHin)amiHol-4,4-
andpropniponiguH-1-kapbokeunaty (24,9 wmr), (3-dbTopdeHin)éopoHoBoi kucnotu (15,3 wmr), XPhos Pd G3
(4,61 mr), 1 M BogHoro posunHy kanito dpoccaty (0,163 mn) Ta DME (0,6 mn) nepemiwysanu npu 80 °C
npoTtarom 2 rod. PeakuinHnin po3ymH KOHLEHTPYBanu, Ta 3anmilok YACTUNN 3 BUKOPUCTAHHAM curiikarenesoi
konoHkoBoi xpomatorpaddii  (NH, EtOAc/rekcaH). Cymiw 3 oTpumaHoro 3anuwky (27 wmr) tTa 4 M
rigpoxnopuaHoro CPME posuuHy (2 mn) nepemiwyBanu npu KiMHaTHIM TemnepaTypi npotsrom 4 rof.
HeposunHHy pevoBuHy 36upanu inbTpyBaHHAM, OTPUMYOYN Ha3BaHy cnonyky (17 wmr).

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

P) N-[(2S,3R)-2-[(2,3'-andTop[1,1'-0icheHin]-3-in)metnn]-4,4-ancdTop-1-((2R)-okceTaH-2-
kapboHin)niponiguH-3-injeTaHcynsdoHamig

o CyMiLli 3 N-{(2S,3R)-2-[(2,3-andTop[1,1'-6ideHin]-3-in)metun]-4,4-andTopniponigmH-3-
injeTaHcynboHamigy rigpoxnopugy (250 mr), okceTaH-2-kapboHoBOi kucnotn (67,6 mr) Ta AM® (2 mn)
pogasanu HATU (315 wr) ta DIPEA (357 mr) npu kimHaTHIn TemnepaTypi. Cymilw nepemiwysanu npoTsarom
HOYi NpW KIMHaTHIN TemnepaTypi, A0 CyMili AogaBanu HaCUYEeHWn BOAHUIM PO3YMH aMOHilo xrnopugy, Ta
cymiw ekctparysanu EtOAc. OpraHiyHui wap BigokpemmnoBanu, nNpoMuvBanu BOAOK Ta HACUY4EHUM
CONMbOBUM PO3YMHOM, Cywmnu Hag 6e3BogHMM HaTpilo CynbaTom, Ta KOHUEHTPYBanu Mpu 3HWKEHOMY
TMCKY. 3anuLLIOK YMCTUN 3 BUKOPUCTaHHAM cunikareneBoi KonoHkoBoi xpomaTtorpadii (NH, EtOAc/rekcan),
Ta OTpMMaHy TBepay pevoBuHy kpuctanidyBanu 3 EtOAc/rekcaHy, oTpumMyoum HasBaHy crnonyky (66 mr) 3
MEHLLNM 4YacoM YTPUMaHHS.

1H AMP (400 MI'y, CDCls) 6 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-gndT0op-1-(2-rigpokcn-2-meTnnnponaHoin)-2-[(2,3',5'-tpudtop[1,1'-6icpeHin]-3-
in)meTun]niponigunH-3-inimeTaHcynbdoHamig

A) TpeT-6yTun(2S,3R)-2-(3-xnop-2-propbeHaun)-4,4-gudtop-3-(MeTnncynbdoHamigo)niponiguH-1-
kapbokcunat

MeTaHcynbdoHoBun aHrigpug (143 mr) gogasanu oo cymiui 3 TpeT-6yTnn(2S,3R)-3-amiHo-2-(3-xnop-2-
dTOp6eHsnn)-4,4-audptopniponignH-1-kapbokcunaty (200 mr), TEA (0,229 mn) ta TP (5 mn) npu KiMHaTHIN
TemnepaTypi. Cymiw nepemiwyBany NpoTAroM HOYi Npu KiMHaTHIN TemnepaTypi. Cymill KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuoK YUCTUNKW 3 BMKOPUCTaAHHAM KOJIOHKOBOI Xpomatorpadii (cunikarenesoi,
EtOAc/rekcaH), oTpMMyoun Ha3BaHy Cnonyky (244 wmr).

MC: [M-H] 441,1.

B) TpeT-6yTun(2S,3R)-4,4-andTop-3-(MeTuncynsgoHamigo)-2-((2,3',5'-tpudtop-[1,1'-6idpeHin]-3-
in)metun)niponignH-1-kapbokcunat

Cymiw 3 TpeT-0yTnn(2S,3R)-2-(3-xnop-2-cbTopbeHsnn)-4,4-gudptop-3-(MeTuncynbgoHamigo)niponigmH-
1-kapbokcunarty (4,52 r), (3,5-andTopdeHin)6opoHoBoi kucrnotu (3,22 r), XPhos Pd G3 (0,432 r)ta 1 M
BOAHOrO po3yuHy kanito pocdaty (30,6 mn) 8 DME (100 mn) nepemiwysanu npmn 80 °C npotdrom 3 roa. B
atmocdepi asoty. Cymiwl uyncTMnM 3 BMKOPUCTaHHAM  KOFOHKOBOI xpomatorpadii  (cunikarenesoi,
EtOAc/rekcaH, notim NH cunikarenesoi, EtOAc/rekcaH), oTpumytoumn HasBaHy crnonyky (5,30 r).

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

C) N-{(2S,3R)-4,4-gncTop-2-[(2,3",5'-Tpudptop[1,1'-6icpeHin]-3-in)meTnn]niponigmH-3-
in}metaHcynboHamigy rigpoxnopug

Cymiw 3 TpeT-6yTnn(2S,3R)-4,4-gudptop-3-(MeTnncynbdoHamigo)-2-((2,3',5'-tpudtop-[1,1'-6icdbeHin]-3-
in)metun)niponignH-1-kap6okeunaty (73 mr) Ta 4 M po3umHy HCI/CPME (1 mn) nepemiwyBany NpoTsirom
Houi Npw KiMHaTHIN TemnepaTtypi. Cymiw po3baensnu EtOAc, Ta ocag 36upanu ginbTpyBaHHAM, OTPUMYIOHK
HassaHy crnonyky (50,0 mr).

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

D) N-{(2S,3R)-4,4-gncT0p-1-(2-rigpokcu-2-meTrnnponatoin)-2-[(2,3',5'-tpucptop[1,1'-6idpeHin]-3-
in)MmeTtun]niponignH-3-intmeTaHcynbdoHamig

o cymiLi 3 N-{(2S,3R)-4,4-andTop-2-[(2,3',5'-TpndTop[1,1'-0ichbeHin]-3-in)meTun]niponignH-3-
in}MeTaHcynbgoHamigy rigpoxnopuay (4,3 r) ta DIPEA (8,14 mn) B TT® (60 mn) gogaeanu anbda-aueToKci-
i3o6yTmpunxnopug (1,64 mn) npu 0 °C, Ta cymiw nepemiwyBanu npu Takii camin Temnepartypi npotarom 10
xB. [Jo cymiwi gogasanu Bogy (20 mn) Ta 4 M po3umH niTito rigpokengy (23,5 mn), Ta cymil nepemiwysanm
MPOTAroM HOYi NMpu KiMHaTHIM Temnepatypi. Cymiw po36aBnsnM HacMYEHMM CONMbOBMM PO3YMHOM Ta
ekctparysanu EtOAc. EkcTpakT cylumnu Hag marHito cynbatoM Ta KOHLEHTPYBanu npu 3HMWKEHOMY TUCKY.



3annLok YMcTmunm 3 BUKOPUCTaHHSIM KOMOHKOBOI Xpomatorpadii (cunikarenesol, EtOAc/rekcaH), oTpumytoum
HasBaHy crnonyky (4,40 r).

1H AMP (400 MI'y, CDCIs) & 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 l'u), 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-andpT0op-1-(2-rigpokcun-2-metunnponaHoin)-2-[(2,3',5'-tpudtop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig

A) TpeT-6yTun(2S,3R)-3-(eTuncynbgoHamigo)-4,4-andtop-2-((2,3',5'-TpudTop-[1,1'-6idpeHin]-3-
in)metun)niponignH-1-kapbokeunat
o CyMiLLi 3 TpeT-6yTun(2S,3R)-2-(3-xnop-2-dpropbeHsun)-3-(eTuncynbdoHamino)-4,4-

andpropniponiguH-1-kapbokeunaty (3,70 r), (3,5-audTopdeHin)bopoHoBoi kncnotu (2,56 r) Ta 1 M BogHoro
po3dnHy kanito docdaty (24,3 mn) B8 DME (50 mn) pogasanm XPhos Pd G3 (0,343 r) npu KiMHaTHIn
TemnepaTypi. Cymiw nepemiwysanu npyn 90 °C B atmocdepi azoty npotsrom 15 roa. PeakuiviHy cymiw
BUNMBanu y Boay ta ekctparysanu EtOAc. OpraHiyHuii Wwap npoMmBany HaCMYeHUM COMbOBMM PO3YUMHOM,
CyWwunu Hag MarHito cynbdaTtoM Ta KOHUEHTPYBanu Mpu 3HWKEHOMY TUCKY. 3anuwoK 4Yuctunu 3
BMKOPUCTaHHAM KOJTOHKOBOI xpoMaTorpadii (cunikarenesoi, EOAc/rekcaH), oTpMMylouM HasBaHy CronyKy
(3,30 ).

MC: [M-H]- 533,2.

B) N-((2S,3R)-4,4-gndTop-2-((2,3',5'-Tpudtop-[1,1'-6ideHin]-3-in)meTmn)niponignH-3-
in)eTaHcynboHamigy rigpoxnopua

Cymiw 3 TpeT-6yTnn(2S,3R)-3-(eTuncynsdoHamigo)-4,4-gudptop-2-((2,3',5'-tpudtop-[1,1'-6iceHin]-3-
in)metun)niponignH-1-kapbokeunarty (3,30 r) Ta 4 M posunHy HCI/CPME (30 mn) nepemiwyBanv npoTarom
HOYi Npu KiMHATHIN TemnepaTypi. PinbTpyBaHHAM OTpMMYBanu Ha3BaHy cnonyky (2,86 r).

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

C) N-{(2S,3R)-4,4-gndT0p-1-(2-rigpokcu-2-meTrnnponaHoin)-2-[(2,3',5'-tpudptop[1,1'-6ideHin]-3-
in)meTtunniponignH-3-inetaHcynbgoHamig

Oo cymiwi 3  N-((2S,3R)-4,4-gndpTop-2-((2,3',5'-1pudptop-[1,1'-6ideHin]-3-in)meTmn)niponignH-3-
in)eTaHcynboHamigy rigpoxnopugy (200 mr) ta DIPEA (0,367 mn) B TI® (3 mn) gogasanu anbda-
aueTokci-isobytupunxnopug (0,074 mn) npu 0 °C, Ta cymiw nepemiwyBanu npu Takin camin TemnepaTtypi
npotarom 10 xB. o cymiwi gogasanu oy (1 mn) Ta 4 M posuumH niTito rigpokengy (1,06 mn), Ta cymiw
nepemiwyBanu MpOTAroM HOYi Npw KiMHaTHIM Temnepatypi. Cymiw po30aBnanM Hacu4YeHWM COSbOBUM
po3dynHoM Ta ekcTparyBanu EtOAc. EkcTpakT cywunu Hag MmarHiio cynbgaTtoM Ta KOHUEHTpyBamnu npu
3HWKEHOMY TUCKY. 3anuoK YUCTUNKW 3 BMKOPUCTaHHAM KOJIOHKOBOI Xpomatorpadii (cunikarenesoi,
EtOAc/rekcaH) Ta nepekpucrtanizosyBanu 3 EtOAc/rekcaHy, oTpumMytoum Ha3BaHy cnonyky (154 wmr).

1H AMP (400 My, CDCIs) 6 1,32-1,40 (9H, m), 2,27-2,54 (1H, m), 2,88-3,16 (4H, m), 4,02-4,49 (3H, m),
4,86-5,20 (2H, m), 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-gudptop-2-[(2-dpTop[1,1'-6idpeHin]-3-in)metun]-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injMmetaHcynsgoHamig

A) 2-amiHo-3-(3-6pom-2-TopcheHin)nponaHoBOi KNCNOTK rigpoxropna

Hatpito eTokeng (121 r) gogaesanu oo po3yunHy 1-6pom-3-(6pommeTn)-2-coTopbensony (91 r) Ta gietun
2-auetamigomanoHaty (77 r) B EtOH (566 mn) npu kimHaTHin Temnepatypi. [licna kun'aTiHHS 3i 3BOPOTHUM
XOMOAMIBHMKOM NPOTAroM 2 rod., PeakuiiHy Cymill OXOMOoMKyBanu A0 KiMHATHOI TemnepaTtypu, Ta
HEepO34YMHHY peyvoBUHY BiAdinbTpoByBanu. PinNbTpaT KOHUEHTPYBaNM MpU 3HWKEHOMY TWUCKY, Ta 3anuwok
po36aenanu 8 M rigpoxnopugHow Kucnotor (849 mn), Ta Ccymiw KAM'ATUIKU 3i 3BOPOTHMM XOJTOOUITbHUKOM
npotarom 17 roa. PeakuiiHy Cymill KOHLEHTpyBanu npu 3HWXEHOMY TUCKY, OTPUMYKOYM KpucTanu, SKi
306upanu QinbLTpyBaHHAM, Ta NpoMMBanu cymiwwio 2-nponadon/IPE, oTpuMyoun Ha3BaHy cnonyky (100 r).

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

B) 3-(3-6pom-2-cbTopdeHin)-2-((TpeT-6yTokCcHMKapOOoHin)amiHO)nponaHoBa kucrnota

Boc2O (92 wmn) popaBanvM [O  PO3YMHY  2-amiHO-3-(3-Opom-2-chbTopdbeHin)nponaHoBoi  KMCMOTK
rigpoxnopuay (100 r) Ta 0,75 M posunH HaTpito rigpokemay (893 mn) 8 DME (918 mn) npu 0 °C. lMicna Toro,
SK IHTEHCUBHO NepeMillyBanu npu KiMHaTHIN TemnepaTtypi NpoTarom 16 roAd., peakuiinHy cymill BunvBanu B
KpwxaHy Boay, nignyxHiosann 1 M BogHum posumHom NaOH Ta npomuBanu EtO. BogHum wap
nigkucntoanu go pH 3 1 M rigpoxnopnaHooto kucnoTtor Ta ekctparyBany EtOAc. OpraHiyHni wap cywmnm
Hag MarHito cynbaToM Ta KOHLEHTPYBaNU Npu 3HMKEHOMY TUCKY, OTPMMYOYM Ha3BaHy cnonyky (105 r).

MC, 3HangeHo: 261,8.

C) tpet-0yTnn(3-(2-ptop-[1,1'-6icdbeHin]-3-in)-1-(MeTokcu(mMeTu )amiHo)-1-okconponaH-2-in)kapbamar

[o cymiwi 3 3-(3-6pom-2-cTopdheHin)-2-((TpeT-6yToKCUKapboHin)amiHo)nponaHoBoi kucnotn (250 r) B
1,4-giokcaHi (1,2 n) gogaBanu deHinbopoHosy kucrnoty (101 r) Ta Pd(dppf)Cl2.CH2Cl2 (28,2 1) npn 15 °C B
aTtmocdepi asory. lMicna nepemiwyBaHHa npotsarom 15 xB., A0 HbOro gofasanu po3umH K2COs (191 r) B H20



(600 mn). PeakuiniHy cymiw nepemiwysanu npu 100 °C npoTarom 16 roa. PeakuinHy cymill Bunueanu y Boay
Ta pH perynioBanu go 2, BukopucTtoBytoum 2 M rigpoxnopugHy KucnoTty Ta notim ekctparysanu EtOAc.
O6'egHaHuin opraHiyHMIi LWap NpoMUBany HaCU4EHUM COMNbOBUM PO3YMHOM, CyLLUNK Hafg 6e3BO4HMM HaTpIto
CynbaToM Ta KOHLIEHTPYBanu npu 3HWKEHOMY TUCKY. [0 nepeMillyBaHOro po3vymMHy OTPMMaHOrO 3anmuLKy
(250 r) Ta N, O-gumeTtunrigpokcunamidy (71,3 r) 8 AM® (2 n) gogasann HATU (250 r) Ta notiMm 40O HbOro
popasanu DIPEA (331 r) npu 0 °C. PeakuinHy cymiw nepemiwyBanu npu 15 °C B atmocdepi asoTty
npotarom 16 rog. PeakuinHy cymiw BunvBanu y BoOAy, Ta OpraHidHWi wWap Bigokpemnioanu. BogHui wap
ekctparyBann EtOAc. O0'egHaHuin opraHiyHMI Wwap NpPOMUBaNM HAaCUYEHMM COSTbOBMM PO3YMHOM, CYLUMIM
Hag ©0e3BOAHMM HaTpito cynbdaTtoM Ta KOHUEHTPyBanM Mpu 3HWKEHOMY TUCKY. 3anuwok 36upanu
inbTpyBaHHSAM Ta NnpomMuMBanu cymillLto netponenHun ecip/EtOAc, oTpumytoumn HassaHy cnonyky (180 r).

1H AMP (400 MrI'u, CDCIs) 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) ertun 4-((TpeT-byTOKCUKaApPOOHIN)amiHO)-2,2-andTop-5-(2-dhTop-[1,1'-6idenin]-3-in)-3-
rigpoKcuneHTaHoat

[o nepemiwyBaHoro posuuHy TpeT-6yTun(3-(2-cdTop-[1,1'-6ideHin]-3-in)-1-(MeTokcu(meTnn)amiHo)-1-
okcornponaH-2-in)kapbamarty (40,0 r) B TT'® (1,2 n) nopuiamu gogasanu nitito antomorigpug (4,53 r) npu -78
°C, Ta peakuivHy cymiw nepemiwyBanu npu -10 °C B atmMocdepi a3oty npoTtsirom 3 rog. PeakuiviHy cymill
BUNUBANM B OXOSOMKEHUA BOAHUA HACUYEHUM PO3YMH aMOHIil0 Xfopuay, Ta Cymiw qinbTpyBanu.
BiadinbTpoBaHuii kopxx npommuBanu EtOAc, Ta ginbTpat ekctparysanu EtOAc. O0'egHaHMA opraHivyHui wap
npommBanM 1 M rigpoOXnopuaHoO KUCMOTOK, HAaCUYEHUM BOOHMM PO3YMHOM HaTpilo rigpokapboHaTy Ta
HacM4eHUM COMbOBUM PO3YMHOM, Cywunu Hag 6e3BOAHUM HaTpilo CynbdaToM Ta KOHUEHTpyBanmu npwu
3HWKEHOMY TUCKY, OTpuMytoun TpeT-6ytnn(1-(2-cptop-[1,1'-6icpenin]-3-in)-3-okconponaH-2-in)kapbamat
(40,0 r). o cymiwi 3 akTnBoBaHoro umHky (56,8 r) B TT® (300 mn) gogasanu TMSCI (4,43 r) npu 20 °C, Ta
OTpMMaHy B pesynbTati cymiw nepemiwysanu npu 20 °C npotarom 15 xB. B atmocdepi a3oty. [MoTim go
3a3HayeHoi BuLLEe CyMilli MO KpannsM godasanu po3duH etun 2-6pom-2,2-gudptopauetaty (82,8 r) B TT®
(500 mn) npu 40 °C, Ta nepemiwysanu npu 40 °C npotarom gogatkoBux 1,5 rod. B atmocdepi asoTy,
otpumytoun 0,51 M (2-etokcu-1,1-gudptop-2-okcoetTmn)umHky(ll) 6pomig/Tre® posumH (800 wmn). [o
nepemilyBaHoro po3vmHy TpeT-o6yTun(1-(2-drop-[1,1'-6icpeHin]-3-in)-3-okconponaH-2-in)kapbamary (27,0 r)
B TI'® (150 mn) pogasanu 0,51 M posuunH (2-eTokcu-1,1-andTop-2-okcoetun)umHk(Il) 6pomigy/Trd (385 mn)
npu 15 °C, Ta peakuinHy cymiw nepemiwysanu npu 15 °C B atmocdepi asoty npotsarom 20 xB. [MoTim
nepemiwysanu npu 55 °C npotarom gopatkoBux 20 xB. PeakuiiHy cymill BMAMBanu y BOOHUW PO3YMH
aMoHito xnopuay Ta ekctparyBanu EtOAc. O6'egHaHuiA opraHiyHMi Wap NpoMUBanuM HaCUYEHUM COSbOBUM
PO34YMHOM, CyInNn Hag 6e3BoAHMM HaTPIl0 CynbgaToM Ta KOHUEHTPYBanu npu 3HMXEHOMY TUCKY. 3anuLuok
YACTUMM 3 BUKOPUCTaHHSM KOFOHKOBOI xpomatorpadii (cunikarenesoi, EtOAc/netponenHun edip),
OTpPUMYOUM Ha3BaHy cnonyky (12,0 r).

H AMP (400 My, CDCIz) & 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 (7TH, m).

E) etun 4-amiHo-2,2-gudptop-5-(2-cpT1op-[1,1'-6ideHin]-3-in)-3-rigpokcmneHTaHoaTy rigpoxnopua

Ho nepemiwyBaHoro po3vnHy etun 4-((TpeT-b6yTokcmkapOoHin)amiHo)-2,2-andTop-5-(2-dpTop-[1,1'-
GideHin]-3-in)-3-rigpokcunentaHoarty (39,0 r) B 1,4-giokcani (80 mn) gogasanu 4 M poaumH HCI/1,4-giokcaH
(250 mn), Ta peakuinHy cymiw nepemiwysanu npu 15 °C npotarom 3 rog. Cymiw KOHUeEHTpyBanu npu
3HWKXEHOMY TUCKY, OTPUMYIOYM Ha3BaHy cnonyky (34,0 r).

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

F) 3,3-andTop-5-((2-dpT1op-[1,1'-6idbeHin]-3-in)meTnn)-4-rigpokcmniponignuH-2-oH

o nepemillysaHoro pPO34mMHYy etun 4-amiHo-2,2-gudptop-5-(2-dpTop-[1,1'-6ideHin]-3-in)-3-
rigpokcuneHTaHoaTy rigpoxnopuay (66,0 r) B EtOH (850 mn) popnasanu DIPEA (66,0 r), Ta peakuinHy cymiL
nepemiwysanu npu 80 °C B atmMocdepi a3oty npotarom 0,5 rog. PeakuiiHy Cymill KOHUEHTpyBanu npwu
3HWKEHOMY TUCKY. 3anuoK YUCTUNKM 3 BMKOPUCTAHHSM KOJIOHKOBOI Xpomatorpadii (cunikarenesoi,
EtOAc/neTponenHunn ecip), oTpumyoumn HassaHy crnonyky (35,0 r).

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

G) 4,4-gndpTop-2-((2-dpTop-[1,1'-6icheHin]-3-in)meTnn)niponignH-3-on

Ho nepemiwyBaHoro po3sunHy 3,3-gudtop-5-((2-prop-[1,1'-6ideHin]-3-in)meTun)-4-rigpokcuniponianH-2-
OHy (36,0 r) B TT® (400 mn) gogasanu 1 M po3unH komnnekcy BHs-TIo/TT® (336 mn) npu 15 °C, Ta
peakuinHy cymiw nepemiwysanu npu 70 °C npotdarom 16 rog. B atmocdepi as3oty. NoTiM peakuinHy cymill
racunu no kpannam sogot npu 0 °C, Ta notiM oo Hboro gogasanu 1 M rigpoxnopuaHy kucnortay, Ta
nepemiwysanu npu 66 °C npotsarom 2 roa. PeakuivHy cymiw perynioBanu o pH 8 HacnyeHum BOOHUM
pO34MHOM HaTpito rigpokapboHaty Ta ekcTparyBann EtOAc. OG'egHaHuM opraHiyHUM Lwap npomuBanmu
BOAOM, Cywiunu Hag 6e3BoAHUM HaTpito CynbdaTtoM Ta KOHLEHTPYBanu npu 3HWKEHOMY TUCKY, OTPUMYHOYU
Ha3BaHy crnonyky (35,0 r).

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

H) rac-TpeT-0yTnn(2S,3S)-4,4-gudptop-2-((2-prop-[1,1'-6icdeHin]-3-in)meTnn)-3-rigpokcunniponignH-1-
kapbokcunar



Ho 4,4-gpndbTop-2-((2-dpTop-[1,1'-6idperin]-3-in)meTnn)niponignH-3-ony (37,0 r) popasanu  TpeT-
B6yTokcukapboHin-TpeT-byTunkapboHat (26,3 r) 8 TM® (300 mn), Ta cymiw nignyxHiosanm go pH 8
HacU4YeHMM BOOHUM PO34YMHOM HaTpilo rigpokapboHaTy, Ta peakuiiHy cymiw nepemiwysanu npu 15 °C
npotarom 2 rog. PeakuinHy cymiw Bunueanu y Bogy Ta ekctparyBann EtOAc. O6'egHaHuiA opraHivyHMi wap
NPOMMBaNM HaCWYEHMM COMbOBUM pO3YMHOM, Cywunum Hag 06e3BogHMM  HaTpito  cynbdatoM Ta
KOHLUEHTPYBanu Mnpu 3HWKEHOMY TWUCKY. 3anuoK YWMCTMIM 3 BUKOPUCTAHHSAM KONOHKOBOiI XxpomaTtorpadii
(cunikarenesoi, EtOAc/neTtponenHnii edip), Ta NOTIM YACTUNN 3 BUKOPUCTaAHHAM npenapaTtuBHoi BEPX
(konoHka: C18, pyxoma casa: CH3CN/Boga (dka mictute 10 MM amoHito GikapboHaTy)), OTpUMYyHO4M Ha3BaHy
crnonyky (9 ).

H AMP (400 MI'y, CDCI3) & 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, m), 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-gudptop-2-((2-dptop-[1,1'-6idpeHin]-3-in)meTtunn)-3-
(((TpudpTopmeTnn)cynboHin)okcu)niponiamH-1-kapbokeunat

[o nepemiwyBaHoro po3udnHy rac-tpet-6ytnn(2S,3S)-4,4-gudptop-2-((2-prop-[1,1'-6icpeHin]-3-in)meTun)-
3-rigpokcuniponignH-1-kapbokecunaty (9,00 r) B guxnopmetani (150 mn) gogasanu nipuavH (8,74 r), Ta NoTim
00 HbOro Mo Kpannsam AofaBanv po3yuH TpudTopmeTaHcynbdoHoBoro adrigpuay (15,6 r) B AMxnopmeTaHi
(50 mn) npm -10 °C, Ta peakuinHy cymiw nepemiwysanu npu -10 °C B atmocdepi a3oty npotarom 1 rog.
PeakuiinHy cymiw BunmMBanu Yy Bogy Ta ekcTparyBanu guxnopmetaHoM. O6'egHaHUM opraHivyHui wap
npommBanu 5 % BOOHWM PO34YMHOM SIMMOHHOI KMCIOTM Ta HACUY4EHWM COMbOBMM PO3YMHOM, CYLUMMM Hag
6e3BOOHMM HaTpilo CcynbdaTtoM Ta KOHUEHTpYBanu Mpu 3HWKEHOMY TUCKY, OTPUMYHOYM Ha3BaHy CMOMyKy
(11,0 r).

1H AMP (400 MI'y, CDCIz) & 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).

J) rac-TpeT-6yTnn(2S,3R)-3-amiHo-4,4-gnudtop-2-((2-dTop-[1,1'-6ideHin]-3-in)meTnn)niponignH-1-
kapbokcunaT

o nepemiwyBaHoro po3uunHy rac-t1pet-6ytun(2S,3S)-4,4-gudptop-2-((2-prop-[1,1'-6ideHin]-3-in)metun)-
3-(((TpudbTopmeTUn)cynbdoHin)okcu)niponianH-1-kapbokcunaty (11,0 r) B N,N-gumetunauetamigi (450 mn)
aofdasanu Hatpito a3ug (5,30 r), Ta peakuinHy cymiw nepemiwysanu npu 130 °C npotarom 3 rog. Cymiw
po3baBnanu Bogoto, Ta pH perynioBann o 9-10 BOAHMM pPO3YMHOM HaTpilo rigpokapboHaTy Ta
ekctparyBanu EtOAc. OG'egHaHi opraHiyHi Lapu npoMuBany BOAOK, cywwnu Hag ©6e3BOAHMM HaTpito
CynbaToM Ta KOHLEHTPyBanu Mpu 3HWKEHOMY TWUCKY, OTpUMylouM rac-tpeT-6ytun(2S,3R)-3-a3upo-4,4-
andTop-2-((2-dpTop-[1,1'-6icpeHin]-3-in)meTnn)niponigun-1-kapbokcunar (9,00 r). o nepemiwyBaHoro
PO34NHY rac-t1peT-6yTnn(2S,3R)-3-a3ngo-4,4-gudptop-2-((2-cptop-[1,1'-6idbeHin]-3-in)meTun)niponignH-1-
kapbokcunaTty (1,00 r) B8 MeOH (30 mn) gogasanu 10 % Pd Ha Byrinni (100 mr), Ta cymiw gerasysanu npu
3HWXKeHOMY TUCKY Ta BapboTyBanu BogHeM Jekinbka pasis Ta noTiM nepemiwysanu npu 25 °C B atmocdepi
BoaH (15 dyHT/kB.AOVM) npoTarom 16 rog. PeakuinHy cymiw dinbTpyBanu Yepes wap uenity, Ta
BiadineTpoBaHui kopx npommnsanu MeOH, Ta 06'egHaHMn inbTpaT KOHLEHTPYBanu Npu 3HWKEHOMY TUCKY,
OTPMMYKOUM CcuMpUn NpodykT Ak 14 naptito. [Jo nepemiwyBaHOro po3ymHy rac-tpet-6ytun(2S,3S)-4,4-
andTop-2-((2-dpTop-1,1'-6ideHin]-3-in)meTnn)-3-(((TprudTOPMETUI)CYNBAOHIN)OKCU)NipoNignH-1-
kapbokcunaty (8,00 r) B8 MeOH (200 mn) gogasanu 10 % Pd Ha Byrinni (800 mr), Ta cymiw aerasysanv npu
3HWKEHOMY TUCKY, Ta GapboTyBanu BoOHEM Aekinbka pasis, Ta noTiMm nepemiwysanu npu 25 °C B atmocdepi
BoaH (15 dyHT/kB.OtOMM) npoTarom 3 rod. PeakuinHy cymiw inbTpyBanu 4epes wap uenity, Ta
BiacineTpoBaHuit kopx npommeanu MeOH. O6'egHaHui inbTpaT KOHUEHTPYBaNuM Npu 3HWKEHOMY TUCKY.
3anvwok Ta cupui MNpoAykT 3 1w napTii YMCTUMM 3 BMKOPWCTaHHSIM KOJIOHKOBOI XpomaTtorpadii
(cunikarenesoi, EtOAc/neTponeriHmin edip), OTpMMyto4M Ha3BaHy crnonyky (6,04 r).

1H AMP (400 Ml'u, AMCO-ds) & 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-gudptop-2-((2-cptop-[1,1'-6icbeHin]-3-in)meTun)niponignH-1-
kapbokcunaT

OnTnyHe po3aineHHs rac-TpeT-6yTnn(2S,3R)-3-amiHo-4,4-andpTop-2-((2-dpTop-[1,1'-6icheHin]-3-
in)metun)niponignH-1-kapb6okeunaty (6,03 r) 3gicHiOBanM 3 BWKOPWUCTaHHSAM npenapaTtmBHoi BEPX
(KonoHka: CHIRALPAK AD, pyxoma casa: rekcad/EtOH =900/100 (06./06.)), OTpMMy04M Ha3BaHYy CMOMyKy
(3,09 r) 3 meHWwuM yacom yTpumaHHs (KonoHka: CHIRALPAK AD-H, entonosaHa cymiwwio rekcaH/EtOH
=900/100(06./06.)).

MC, sHangeHo: 351,1.

L) TpeT-6yTun(2S,3R)-4,4-andptop-2-((2-ptop-[1,1'-6ideHin]-3-in)meTun)-3-
(mMeTuncynbgoHamigo)niponianH-1-kapbokeunaT

MeTtaHcynbdoHoBUI aHrigpua (292 mr) gogaBanu 0O NepeMillyBaHOro po3uvmHy TpeTt-6ytun(2S,3R)-3-
amiHo-4,4-andTop-2-((2-Top-[1,1'-6ideHrin]-3-in)meTun)niponigun-1-kapbokcmunarty (355 mr) Ta TEA (0,365
mn) B TI® (8 mn) npu kimMHaTHIA Temnepatypi. Yepe3 0,5 rof., peakuiiHy CyMill KOHLEHTpyBanu npu
3HMKEHOMY TUCKY, Ta 3alMLLIOK YUCTMIIM 3 BUKOPUCTAHHSAM KOMOHKOBOI XpomaTorpacii (cunikarenesoi,
entonosaHoi cymiwo EtOAc/rekcaH), oTpuMytodn Ha3BaHy cnonyky (427 mr).



MC, sHangeHo: 385,0.

M)  N-((2S,3R)-4,4-gudtop-2-((2-cpT1op-[1,1'-6idbeHin]-3-in)MmeTnn)niponianH-3-in)MetaHcynspoHamigy
rigpoxnopua

CymiLw 3 TpeT-6yTnn(2S,3R)-4,4-andtop-2-((2-dbTop-[1,1'-6ideHin]-3-in)meTnn)-3-
(meTuncynbgoHamigo)niponignH-1-kapbokcunaty (427 mr) B 4 M po3unHi HCI/CPME (12 mn) nepemiwysanm
npu KiMHaTHIN TemnepaTypi nNpoTarom 2 rod. TBepay pedqoBuHY 30uMpanu inbTpyBaHHAM, OTPUMYHOYM
Ha3BaHy crnonyky (340 mr).

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

N) N-[(2S,3R)-4,4-andTop-2-[(2-dTop[1,1'-6ideHrin]-3-in)meTnn]-1-(2-rigpokcn-2-
MeTunnponaHoin)niponiguH-3-injmetaHcynsgoHamig
Cymiw 3 N-((2S,3R)-4,4-gndTop-2-((2-pTop-[1,1'-6icheHin]-3-in)meTnn)niponignH-3-

in)metaHcynbdoHamigy rigpoxnopuay (45 mr) Ta DIPEA (0,092 mn) B TT® (1,28 mn) nepemiwysany npu
KiMHaTHIN Temnepatypi npotarom 30 xB. [o cycneHsii no kpannam popasanu anbga-aueTokci-
iso6yTmpunxnopmg (0,0186 mn) npu 0 °C, Ta cymiw nepemiwlyBanyM NPOTArOM HOYi Mpu Takin camin
TemnepaTypi. o cymiwi gogasanu sogy (0,855 mn) Ta 4M posuuH niTito rigpokengy (0,267 mn), Ta cymill
nepemillyBany npoTAroMm Hodi nNpu KiMHaTHIN TemnepaTypi. Cymil racunn Hacu4YeHUM BOOHWM PO34MHOM
HaTpito rigpokapboHaTy Ta ekcTparyBanu EtOAc. EkcTpakT npomMuBanyM HacUY4EHWM COMNbOBMM PO3YMHOM,
CyWMnM Hag MarHito cynbgaTomM Ta KOHLEHTPyBanmu MNpu 3HWKEHOMY TWUCKY. 3anuwok 4uctunm 3
BMKOPUCTAHHAM KOJMOHKOBOi xpomatorpadii (cunikarenesoi, EtOAc/rekcaH), oTpuMytoun HasBaHy CMONyKy
(45 wr).

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-gudptop-2-[(2-dpTop[1,1'-6idpeHin]-3-in)metun]-1-(2-rigpokcn-2-
MeTMANPOonaHoin)niponianH-3-injetTaHcynsoHamig

A) TpeT-6yTun(2S,3R)-3-(eTnncynbdoHamigo)-4,4-gndpTop-2-((2-dpTop-[1,1'-6icdpeHin]-3-
in)metun)niponignH-1-kapbokcunat

EtancynbdoHinxnopug (0,233 mn) gogaBanu Ao po3dmHy TpeT-6ytun(2S,3R)-3-amiHo-4,4-gudpTop-2-
((2-dbTop-[1,1'-BicbeHin]-3-in)meTun)niponianH-1-kapbokeunaty (500 mr), TEA (0,514 mn) Ta DMAP (75 wmr) B
Tro (5 mn) npu kiMHaTHIM TemnepaTtypi. lMicng Toro, sk NpoTAroMm 2 rof. nepemillysBanu npu KiMHaATHIN
TemnepaTypi, peakuiiHy cymiw Bunueanu y Body Ta ekctparysanu EtOAc. OpraHiyHui wap npoMmusanu
HacM4YeHUM COMbOBUM PO3YMHOM, CYLUMMWM Hag MarHito cynbdaTtoM Ta KOHLUEHTPyBanuM Npu 3HUXKEHOMY
TUCKY. 3anuLIKOBY OMit0 YACTUIM 3 BUKOPUCTAHHAM KOMOHKOBOI Xpomatorpadii (cunikarenesoi, enornoBaHoi
cymiwwo EtOAc/rekcaH), OTprMyloYmM HasBaHy crnonyky (441 wr).

MC, sHangeHo: 399,1.

B) N-((2S,3R)-4,4-gndTop-2-((2-T1op-[1,1'-6idheHin]-3-in)meTnn)niponiguH-3-in)etaHcynsoHamigy
rigpoxnopua

CymiLw 3 TpeT-6yTun(2S,3R)-3-(eTnncynbdoHamino)-4,4-gndpTop-2-((2-dpTop-[1,1'-6icheHin]-3-
in)metun)niponignH-1-kapbokeunaty (441 wmr) ta 4 M HCI/CPME (5 mn) nepemiwyBany npu KiMHaTHIN
TemnepaTypi NpoTtaroM 2 rog. Cymill KOHUEHTPYBanu nNpu 3HWKEHOMY TUCKY, OTPUMYIOYM Ha3BaHy CMoNyKy

(360 wr).

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

C) N-[(2S,3R)-4,4-gudptop-2-[(2-dbTop[1,1'-6icbeHin]-3-in)meTnn]-1-(2-rigpokcn-2-
MEeTMANPONaHoIN)MiponianH-3-injeTaHcynsdoHamig

Cymiw 3 N-((2S,3R)-4,4-gndTop-2-((2-dpTop-[1,1'-6icheHin]-3-in)meTnn)niponignH-3-

in)etaHcynbgoHamigy rigpoxnopugy (60 mr) ta DIPEA (0,119 mn) B TI® (1,66 mn) nepemiwysanu npwu
KimHaTHin Temnepatypi npotdarom 30 xB. [lo cycneHsii no kpannam JdogaBanu anbga-aueTokCi-
i3o6yTmpunxnopmg (0,024 mn) npy 0 °C, Ta cymiw nepemiwyBanu NPOTArOM HOYi MpWU Taki camin
TemnepaTypi. o cymiwi pogasanu Boay (1,10 mn) Ta 4 M po3suumH niTito rigpokeuay (0,345 mn), Ta cymiw
nepemillyBany npoTAromMm Hodi Npu KiMHaTHIN Temnepatypi. Cymill racunu Hacu4eHUM BOOHWUM PO3YMHOM
HaTpito rigpokapboHaTy Ta ekcTparyBanu EtOAc. EkcTpakT npoMuBanyM HacUYEHUM COMNbOBMM PO3YMHOM,
CyWUNM Hag MarHito cynbgaTtomM Ta KOHLEHTPyBanu MNpU 3HWKEHOMY TUCKY. 3anuwok 4uctunu 3
BMKOPUCTaHHAM  KOFMOHKOBOI XpomaTtorpacdii (cunikareneBoi, enionosaHol cymiwo EtOAc/rekcaH),
OTPUMYOUUN Ha3BaHy crnonyky (42,0 mr).

1H AMP (400 Ml'u, AMCO-ds) & 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'-audTop[1,1'-6icpeHin]-3-in)meTtun]-4,4-audpTop-1-(2-rigpokcun-2-
MeTunnponaHoin)niponignH-3-injMmetaHcynbgoHamig

A) TpeT-6yTUn(3-(2,3'-andpTop-[1,1'-6ideHin]-3-in)-1-(meTokcn(MeTunn)amiHo)-1-okconponax-2-



in)kapbamat

WSC (63,7 MIT) aojasanu 0o CyMiLLi 3 3-(3-6pom-2-propdpeHin)-2-((TpeT-
ByTokcukapboHin)amiHo)nponaHoBoi kucnotn (105 r), N, O-gumetunrigpokcmunamin rigpoxnopug (31,1 r),
HOBt (43,1 1), TEA (48,5 mn) Ta AM® (580 mn) npu 0 °C. Micnsa Toro, sk npoTtarom 15 rog. nepemiwyBanm
npu KiMHaTHIA TemnepaTtypi, peakuiiHy CyMill BWIMBanM B HaniB-HaCUMYEHWA BOLHWMMA PO3YUH HATPIO
rigpokapboHaTy Ta nepemillyBanu nNpu KiMHaTHIn Temnepatypi npotsirom 20 XB., OTPUMYOYM KpUcTanu, ski
30upanu inbTpyBaHHAM Ta NpOMMBaNM NOCnigoBHO Bogot, 2-nponaHonom Ta IPE. Cymiw 3 oTpumaHoi
TBEpPAOi pevoBuHu, (3-ptopdeHin)dbopoHoBoi kucrnotu (48,7 r), XPhos Pd G3 (2,45 ), 2 M BOgHOro po3dnHy
kanito gocgaty (435 mn) Ta TP (537 mn) nepemiwysanu npu 70 °C npotarom 1 rod. B aTMocdepi aproHy.
PeakuinHy cymiw Bunueanu B HaniB-HacU4eHW BOAHUIM PO3YMH HATpilo rigpokapboHaTy Ta ekcTparyBanuv
EtOAc. OpraHiyHun wap npomuBanu BOAOK Ta HACUMYEHUM COSIbOBMM PO3YMHOM, CYLUMNW Hag MarHito
cynbcaTtom, nponyckanum yepe3 NH cunikarenesuin wap (entovioBaHun EtOAC) Ta KOHUeHTpyBanu npu
3HMKEHOMY TUCKY, OTPUMYIOUYM KpucTanu, ski 30upanu ginbTpyBaHHsM Ta npomwmBanu IPE, oTpumytoun
Ha3BaHy crnonyky (92,8 r).

MC, sHangeHo: 321,0.

B) TpeT-6yTun{3-(2,3'-gudtop[1,1'-6ideHin]-3-in)-1-[meTokcu(meTun)amiHo]- 1-okconponan-2-in}[(4-
meTokcudpeHin)meTun]kapbamar

Ho nepewmiwyBaHoi cycneHsii TpeT-6ytnn(3-(2,3'-gudTtop-[1,1'-6ideHin]-3-in)-1-(MeTokcn(MmeTnn)amiHo)-
1-okconponaH-2-in)kapbamary (77,0 r) B AM® (366 mn) gogasanm NaH (60 % B onii) (9,52 r) npu 0 °C.
Micna Toro, sk npotarom 10 xB. NepemiwyBanu nNpu KiMHaTHIN TemnepaTypi, 4O HbOro AofaBanu anbda-
xnop-4-meTokcmTtonyon (49,7 mn) Ta Tetpabytunamonito noamg (6,76 r) npm 0 °C. Yepes 1,5 rog. npu
KIMHaTHIN TemnepaTtypi, peakuiiHy cymiw Bunusanu B nepemiwysaHy cymiw 3 EtOAc 1a 5 % BogHoro
po3dnHy KHSO4 npu 0 °C, Ta opraHiyHui wap sigokpemniosanu. OpraHidyHvMn wap npomMmBani HacuyeHuM
CONMbOBUM PO34YMHOM, CYLLUMAM Had HaTpitlo cynbdatoMm, inbTpyBanm Ta KOHULEHTPYBanu Mpu 3HMWKEHOMY
TUCKY. 3anuWoK 4YWUCTUAM 3 BUKOPUCTaAHHAM KOMOHKOBOI xpomaTorpadii (cunikarenesoi, entonoBaHol
cymiwiwio EtOAc/rekcaH), oTpUMyoumn Ha3BaHy crnonyky (83 r).

MC, 3HangeHo: 441,2.

C) TpeT-6yTnn[1-(2,3'-audptop[1,1'-6icdpeHin]-3-in)-3-okconponat-2-inj[(4-meTokcndeHin)meTunlkapbamar

Nitito antomorigpma (0,983 r) gogaBanu o nepemillyBaHOro po3uuHy TpeT-6ytun{3-(2,3'-amudtop[1,1'-
GideHin]-3-in)-1-[meTokcu(meTunn)amiHo]-1-okconponaH-2-in}[(4-meTokcudeHin)metunlkapbamaty (10 r) B
Et2O (83 mn) npu -78 °C. Cymiw HarpiBanu ax go 0 °C. Yepes 0,5 roa., peakuiviHy cymiw racunun EtOAc
(3,61 mn), nigTpumytoun Temnepatypy peakuinHoi cymiwi Hwkye 10 °C, Ta go cymiwi gogasanu po3yuH
kanito BicynbdaTty (6,30 r) y Boai (83 mn). Cymiw ekctparysanu Et2O. OpraHiyHun wap BigokpemnioBanu,
NpoMMBanM BOAOK Ta CyMill 3 HACMYEHOTO COMbOBOIO PO34MHY Ta BOAHOIO PO3YUHY HaTpIto rigpokapboHaTy,
Ta nponyckanu yepes cwunikarenesnn wap (entonosaHui cymiwwio EtOAc/rekcaH), oTpumyrouM HasBaHy
cnonyky (8,43 r).

MC, sHangeHo: 426,0.

D) ertun 4-{(TpeT-byTOKCUKaApPOOHIN)[(4-MeTokcMdeHin)MeTunlamiHo}-2,4,5-Tpngesoken-5-(2,3'-
andTop[1,1'-6icdeHin]-3-in)-2,2-gucdpTopneHToHaT

XnopTtpumetuncunad (0,305 mn) gogasanu o nepemillyBaHoi cycneHsii unHky (2,75 1) B TT® (24 mn)
npu KimHaTHIN Temnepatypi. Yepe3 10 xB., 4O cyMiwi gogasanu etun 2-6pom-2,2-audtopauetar (3,08 mn)
Ha BOASAHIN oxonogxytodin baHi, NigTpyMyoun TemnepaTypy peakuiiHoi cymiwi Hukye 40 °C. Yepes 10 xs.,
00  cymiwi pgojaBanu  po3yuH  TpeT-6yTtun[1-(2,3'-andTop[1,1'-6ideHin]-3-in)-3-okconponaH-2-in][(4-
meTokcudpeHin)metTunlkapbamaty (5,78 r) B TI® (6 mn) mpu kiMHaTHIn Temnepatypi. Yepe3 1,5 roa.,
peakuinHy cyMmiw BunvBanu B nepemiwyBaHy cymiw 3 10 % BogHoro po3unHy KHSO4 (60 mn) Ta EtOAc (120
mi). OpraHiyHui Wwap BigoKpemoBanu, MPOMUBANIN HaCMYEHUM COMbOBMM PO3YMHOM, CYLUUIN Hag HaTpitlo
cynbgaTtom, hinbTpyBanu, Ta KOHUEHTPYBaNM Npu 3HWKEHOMY TUCKY. 3anuwoK YUCTUIN 3 BUKOPUCTAHHSAM
KONMOHKOBOI xpomartorpadii (cunikarenesoi, enonoBaHoi cymiwwio EtOAc/rekcaH), OTpUMYHOUM Ha3BaHy
cnonyky (6,71 ).

MC, sHanaeHo: 550,1

E) 5-[(2,3"-andTop[1,1'-6icdbeHin]-3-in)metnn]-3,3-andTop-4-rigpokcu-1-[(4-
MeTokcudpeHin)metTunlniponignH-2-oH

4 M HCI/CPME (30,1 w™n) popmaBanM [0 po3dnHy etun  4-{(TpeT-byTokcukapboHin)[(4-
mMeTokcudpeHin)meTunlamiHo}-2,4,5-Tpuaesokcun-5-(2,3'-gndtop[1,1'-6icdeHin]-3-in)-2,2-gucTopneHToHaTy
(7,28 r) B EtOH (3,8 mn) npu kiMHaTHIN Temnepatypi. [licna Toro, sk nepemiwyBanyM npu KiMHaTHIA
TemnepaTypi NpoTsroM 1 rod., peakuiliHy CyMill KOHLEHTPYBamnu Mnpu 3HWXKEHOMY TUCKY. 3anuLiKoBY Oflito
po3unHsanu B EtOH (38 mn), Ta go Hboro gogasanu DIPEA (6,28 mn) npu kKiMHaTHIA Temnepartypi. MNicns
Toro, sik npotarom 0,5 rog. nepewmiwysanu npu 80 °C, peakuiiHy CyMill KOHLEHTpyBanu npu 3HMXKEHOMY
TUCKY. 3anuwoK BUNuBanu y Boay, Ta cymiw ekctparyBann EtOAc. OpraHiuHuiA Wwap KOHLEHTpyBanu npu
3HMKEHOMY TUCKY, Ta 3alMLLIOK YMCTUIM 3 BUKOPUCTAHHSM KOJFIOHKOBOI XpoMatorpacii (cunikarenesor,
enoroBaHoi cymiwwio EtOAc/rekcaH), oTpuMytoum HasBaHy cnonyky (5,00 r).

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



F) 5-[(2,3-andpTop[1,1'-6icdbeHin]-3-in)meTtunn]-3,3-gudtop-4-rigpokcnniponiamH-2-oH

LlepieBun amorito HiTpaT (14,0 r) y Bogi (15,9 mn) gogasanu oo posynHy 5-[(2,3'-agudTop[1,1'-6icdeHin]-3-
in)metun]-3,3-andTop-4-rinpokcu-1-[(4-meTokcudeHin)meTun]niponiamH-2-oHy (5,85 r) B8 CHsCN (47,7 mn)
npu KiMHaTHIN TemnepaTypi. Cymiw nepemiwyBanu npu KiMHaTHIA Temnepatypi npoTtdarom 2 rog. Cymil
HeWTpaniayBanM HaCUYEeHUM BOAHWM PO3YMHOM HaTpilo rigpokapboHaTty Ta posdaensanu EtOAc.
HeposunHHMiA maTtepian Bugananu dinbTpyBaHHAM, Ta dinbTpaTt ekctparyBanu EtOAc. OpraHiyHun wap
BiJOKpeMIoBanu, NpoMMBaNM HaCWYEHVMM COMbOBMM PO3YMHOM, CYLUMNW Hag MarHito cynbdatom Ta
KOHUEHTPYBanu MNpu 3HWKEHOMY TWUCKY. 3anuloK YMCTUIINM 3 BUKOPUCTAHHAM KOSFIOHKOBOI Xpomartorpadii
(cunikarenepoi, enonoBaHoi cymiwwio EtOAc/rekcaH), oTpumytoun HaseaHy cnonyky (3,80 r).

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

G) TpeT-6yTnn2-[(2,3'-andTop[1,1'-6icpenin]-3-in)meTtun]-4,4-gudbTop-3-rigpokcuniponigmH-1-
kapbokcunar

0,9 M Komnnekc 6opaH-TI® (37,3 mn) gogasanu no kpannsam Ao posyuHy 5-[(2,3'-gudptop[1,1'-6iceHin]-
3-in)meTtnn]-3,3-gudtop-4-rigpokcuniponigmH-2-ony (3,80 r) B TId (37,3 mn) npu KiMHaTHIn TemnepaTypi.
Micnsa Toro, sik npoTarom 3 roa. nepemiwysanu npu 60 °C, peakuinHy CyMill racunu LWnsaxoM gofaBaHHs no
kpannam Bogu npu 0 °C. Cymiw nepemiwyBanyM npu KiMHaTHIN Temnepatypi npotsarom 10 xB. Ta
KOHLUEHTPYBanu Npu 3HWKEHOMY TUCKy. 3anuwok posbasnanu EtOH (25 mn) ta 1 M rigpoxnopugHoto
kucnototo (125 mn), Ta cymiw nepemiwysanu npu 60 °C npotarom 1 rog. PeakuiiHy cymiw Bunusanu
00EpexXHO Yy KpWKaHWUA HacMYEeHU BOOHWMA PO34YMH HaTpitlo rigpokapboHaTy (250 mn) Ta ekcTparyBanu
EtOAc. OpraHiyHuin Wwap npomMuBanu BOAOK Ta HACUYEHWM COMbOBMM PO3YMHOM, CYLUMIW HAL MarHito
CynbdaToM Ta KOHUEHTPYBanu Mpu 3HWKEHOMY TUCKY. 3anuwok 3millyBanu 3 HaTpitlo rigpokapboHaTom
(0,941 1), Trd (28,0 mn) Ta Bogoto (28,0 mn), Ta oo cymiwi gogasanu Boc20 (2,83 mn) npu KiMHaTHIN
TemnepaTypi. Cymiw nepemiwyBanu Npu KiMHaTHIn TemnepaTtypi B atMocdepi a3oTty npotsarom 3 rog. Cymilu
BUNMBAnNu y BoAy Npu KiMHaTHIN Temnepatypi Ta ekctparysanu EtOAc. OpraHiyHun wap BigokpemnoBanu,
NPOMMBANM HACMYEHUM COMbOBUM PO3YMHOM, CYLLIMMAM HaL MarHito cynbdaTtoM Ta KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anvLKOBY OMit0 YACTUMM 3 BUKOPUCTaAHHAM KOMOHKOBOI XxpoMaTorpadii (cunikarenesoi,
entonoBaHoi cymiwo EtOAc/rekcaH), oTpumytodn HassaHy cnonyky (4,00 r).

MC, 3HangeHo: 326,2.

H) rac-TpeT-6yTnn(2S,3S)-2-[(2,3'-gndTop[1,1'-0icbeHin]-3-in)metun]-4,4-ogndTop-3-
[(TpndbTOpMETaHCynbgoHin)okcu]niponiguH-1-kapbokcunat

TpudTopmeTaHcynbdoHoBUA  aHrigpyg (3,16 mn) pgogaBanuM [0  po3dnHy  TpeT-Oytun2-[(2,3'-
andTop[1,1'-6icdeHin]-3-in)metun]-4,4-gndTop-3-rigpokcuniponiamH-1-kapbokcunaty (4,0 r) Ta nipuguHy
(3,80 mn) B Et20 (47,0 mn) npu 0 °C. licna Toro, sk npotarom 20 rog. nepemiwyBany npu KiMHATHIRA
TemnepaTypi, CyMmill racunv BoAOK Mpu KiMHAaTHI TemnepaTypi Ta ekctparyBanu EtOAc. OpraHiyHun wap
BiJOKpeMnioBanun, NpoMmBanM HaCUMYEHMM COMbOBUM PO3YMHOM, CYLLIMMM Hag MarHilo cynbgaTtom Ta
KOHLIEHTpYBanu npu 3HWKEHOMY TuUCKy. OpraHiyHuin wap YMCTUAM 3 BUKOPUCTAHHAM  KOFIOHKOBOI
xpomartorpadii (cunikarenesoi, enonosaHoi cymiwwo EtOAc/rekcaH), oTpuMmyroun HasBaHy cnonyky (3,22

r).

H AMP (400 MI'y, CDCIs) 6 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).

)} rac-TpeT-0yTun(2S,3R)-3-a3ngo-2-[(2,3'-andtop[1,1'-6ideHin]-3-in)metun]-4,4-gudTopniponiguH-1-
kapbokcunar

TeTpa-H-b6yTnamoHito asug (24,9 r) gogasanu 4o po3yuHy rac-tpet-6ytun(2S,3S8)-2-[(2,3'-amndTop[1,1'-
GideHin]-3-in)metun]-4,4-gudtop-3-[(TprdTopmMeTaHCynbOoHin)okcu]niponignH-1-kapbokcunaty (24,4 r) B
CHsCN (292 mn) npu kiMHaTHIn Temnepartypi. lMicna Toro, sk npotsarom 1 rog. nepemiwysanu npu 80 °C,
peakuinHy Cymill BUnMBanu y KpwxaHy Bogy Ta ekctparyBanu EtOAc. OpraHiyHun wap npommuBanu BOAOH
Ta HAaCUYEHUM CONbOBUM PO3YMHOM, CYLUMNWN HaZ MarHito CyrnbdaTtom Ta KOHUEHTPYBanu Npu 3HWKEHOMY
TUCKY. 3anuLIKOBY ONit0 YACTUMM 3 BUKOPUCTAHHSAM KOINOHKOBOI XpomaTorpadii (cunikarenesoi, entonoBaHoi
cymiwwio EtOAc/rekcaH), oTpumytoumn Ha3BaHy cnonyky (19,5 r).

MC, sHangeHo: 351,0.

J) rac-TpeT-6yTnn(2S,3R)-3-amiHo-2-[(2,3'-audTop[1,1'-6icbeHrin]-3-in)meTnn]-4,4-gucdTopniponianH-1-
kapbokcunar

Po3uuH rac-TpeT-6yTnn(2S,3R)-3-a3ngo-2-[(2,3'-andtop[1,1'-6ideHin]-3-in)metun]-4,4-
andTopniponigmH-1-kapbokcunaTty (19,5 r) B MeOH (433 mn) rigporeHrisyBanu B npucyTtHocTi 20 % Pd(OH)2
Ha Byrinni (50 %Bonor.) (1,95 r) Nnpu KiMHaTHIA TemnepaTtypi Npu 3Bu4aHomMy TUcKy npotsarom 1 rog. lNicns
BMAaneHHs1 katanisatopa inbTpyBaHHSAM, (inbTpaT KOHUEHTPYBanu MpU 3HWKEHOMY TUCKY. 3anuLlKoBYy
Onil0 YMCTUIM 3 BUKOPUCTAHHSAM KOJIOHKOBOI Xpomartorpadii (cunikareneBoi, enionoBaHOi CyMilLLLIO
EtOAc/rekcaH), oTpuMytoum Ha3BaHy cnonyky (16,5 r).

MC, 3HangeHo: 369,0.

K) TpeT-6yTIn(2S,3R)-3-amiHo-2-[(2,3"-anudTop[1,1'-6ideHin]-3-in)meTnn]-4,4-gudpTopniponiguH-1-
Kapbokcunar

OntuyHe posgineHHa  rac-TpeT-6yTun(2S,3R)-3-amiHo-2-[(2,3'-andTop[1,1'-BicpeHin]-3-in)meTun)]-4,4-



andpropniponignH-1-kapbokeunaty (16,5 r) 3gincHioBanu 3 BUKopucTaHHAM npenapatmuBHoi BEPX (KonoHka:
CHIRALPAK AD, pyxoma dasa: rekcaH/EtOH/gietunamiHn=900/100/1(06./06./06.)), oTpumylouM Ha3BaHy
cnonyky (7,32 r) 3 wmeHwum dacom ytpumaHHsa (Kononka: CHIRALPAK AD-H, pyxoma da3sa:
rekcaH/EtOH/gieTnnamin=900/100/1(06./06./06.)).

MC, 3HangeHo: 369,1.

L) TpeT-6yTnn(2S,3R)-2-[(2,3'-andTop[1,1'-6ideHin]-3-in)metnn]-4,4-andTop-3-
[(meTaHcynbdoHIN)amiHo]niponiguH-1-kapbokecunat

MeTtaHcynbdoHoBu aHrigpug (185 mr) gogaeBanv Ao nepemiyBaHoi cymiwi 3 TpeT-6yTun(2S,3R)-3-
amiHo-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-in)meTtun]-4,4-gudpTopniponianH-1-kapbokcunaty (300 mr) ta TEA
(0,296 mn) B TI'® (5 mn) npu KiMHaTHIM TemnepaTypi, Ta CyMill nepemillysanu nNpoTAroM Houi. PeakuinHy
cymiw 6e3nocepeaHbO YNCTUNM 3 BUKOPUCTaHHAM KOMOHKOBOI XpomaTorpadii (cunikareneBoi, entonoBaHoi
cymiwwo EtOAc/rekcaH), oTpumytoum HassaHy crnonyky (309 wmr).

MC: [M-H]- 501,1.

M) N-{(2S,3R)-2-[(2,3"-andpTop[1,1'-6ideHin]-3-in)meTnn]-4,4-gudpTopniponignH-3-
in}MeTaHcynbdoHamiay rigpoxnopua
CyMmiLw 3 TpeT-6yTun(2S,3R)-2-[(2,3"-gudptop[1,1'-6icpeHin]-3-in)metnn]-4,4-gudptop-3-

[(meTaHcynbdoHIN)amiHo]niponiguH-1-kapbokcunaty (309 mr) Ta 4 M HCI/EtOAc (3 mn) nepemiwysanu npu
KiMHaTHIN TemnepaTypi npoTtdarom 1 rog. Cymiw posbasnsnu EtOAc. OTpumaHy B pesynbTaTti TBepay
peyoBUHY 30Mpanu inbTpyBaHHSM, OTPUMYKOYUN Ha3BaHy crnonyky (230 wmr).

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

N) N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icheHin]-3-in)metnn]-4,4-ancTop-1-(2-rigpokcn-2-
MeTMUAnponaHoin)niponiamH-3-injmeTaHcynsoHamig
Cymiw 3 N-{(2S,3R)-2-[(2,3"-andTop[1,1'-6idbeHin]-3-in)meTnn]-4,4-gudpTopniponignH-3-

in}metaHcynbdoHamigy rigpoxnopuay (40 mr) Ta DIPEA (0,079 mn) B TT® (1,09 mn) nepemiwysanu npu
KimHaTHin TemnepaTypi npotarom 30 xB. [o cycneHsii no kpannam gogasanu anbga-aueTokcu-
i3o6yTmpunxnopmg (0,159 mn) npn 0 °C, Ta cymiw nepemiwlyBanu nNPOTArOM HOYi Mpu Takih camin
TemnepaTypi. [lo cymiwi gogasanu soay (0,729 mn) Ta 4 M BogHWIA po34mH niTito rigpokemay (0,228 mn), Ta
CyMmilWl nepeMillyBany MNpPOTSAroM HoYi Mpu KiMHaTHIM TemnepaTypi. Cymiw racunm HacuM4YeHUM BOAHWUM
pO34YMHOM HaTpilo rigpokapboHaTy Ta ekctparyBann EtOAc. EKCTpakT mpomMuBanyM HacUYEHUM COSIbOBUM
PO34YMHOM, CYLUWIM Haf MarHito cyrnbdatoM Ta KOHLEHTPYBanu npu 3HMKEHOMY TUCKY. 3anmLIOK YNCTUNN 3
BMKOPUCTaHHSAM  KOJTOHKOBOI XpomaTtorpacdii (cunikareneBoi, entonosaHol cymiwwo EtOAc/rekcaH),
OTPUMYIOUUN Ha3BaHy cnonyky (41 mr).

1H AMP (400 MI'y, 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'-BicbeHin]-3-in)meTnn]-4,4-gndTop-1-(2-rigpokcmn-2-
MeTMUANPOoNaHoin)niponianH-3-injetTaHcynsoHamig

o cymiLi 3 N-((2S,3R)-2-((2,3"-gudptop-[1,1'-6idpeHin]-3-in)metun)-4,4-gucpTopniponianH-3-
in)eTaHcynbgoHamigy rigpoxnopugy (57 mr) Ta DIPEA (81 mr) B TT® (2 mn) gogasanu 1-xnop-2-metun-1-
okconponaH-2-inauetat (31,1 wmr) npu KiMHaTHIn Temnepatypi. Cymilw nepemiwyBanyM npu KiMHATHIR
TemnepaTypi npotarom 1 roa. Jo cymiwi gogasanu sogy (1 mn) Ta 4 M BOAHMI PO3YUMH MiTitO rigpokecuay
(0,314 mn) npu kiMHaTHIM Temnepatypi. Cymill nepemiysany Npu KiMHaTHIN TeMmnepaTypi npotsroMm 1 roA.
MMicna as3eoTponmHOro BMNApPOBYBaHHS TOMYOMiOM, 3afiWWOK YMUCTUNU 3 BUKOPUCTAHHAM  KOJOHKOBOI
Xpomartorpadii (cunikarenesoi, entonoBaHoi cymiwwo EtOAc/rekcaH), oTpumMmyroun HasBaHy cnonyky (17,0
Mr).

1H AMP (300 MI'y, AMCO-ds) 6 0,87-1,43 (9H, ™), 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'-ancTop[1,1'-0icbeHin]-3-in)meTnn]-4,4-ancdTop-1-(1-rigpokcmumknobyraH-1-
kapboHin)niponianH-3-injmeTaHcynsdoHamig

o pPO34nHYy N-{(2S,3R)-2-[(2,3"-gnudTop[1,1'-6idheHin]-3-in)meTunn]-4,4-gudpTopniponignH-3-
in}metaHcynboHamigy rigpoxnopugy (29 wmr), DIPEA (42,7 mr) Ta 1-rigpokcuunknobyTaH-1-kapOoHoBoT
kncnotm (9,21 wmr) B TId (4 mn) popasanu HATU (37,7 mr) npu kiMHaTHin TemnepaTypi. Cymiw
nepemillysanu npu KimHaTHin TemnepaTypi npoTtarom 15 rog. Cymiw racunn HacM4eHUM BOAHUM PO3YUHOM
HaTpito rigpokapboHaTy Ta ekcTparyBanun EtOAc. OpraHiyHunm wap BigokpemsoBanu, nNpoMMBanmu
HacnyeHuM comnboBUM po3dvHoM (5 MM), CywnnM Hag MarHilo cynbaTom Ta KOHLUEHTpyBanu mnpu
3HMKEHOMY TUCKY. 3anuoK YMCTUAM 3 BUKOPUCTAHHAM KOJIOHKOBOI Xpomartorpadii (cunikarenesoi,
enoroBaHoi cymiwwo EtOAc/rekcaH), oTpMMytouM Ha3BaHy crnonyky (29,0 mr).

1H AMP (300 Ml'u, AMCO-ds) & 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).



Mpuknag 21

N-{(2S,3R)-1-(6iumkno[1,1,1lneHTan-1-kapboHin)-4,4-ancTop-2-[(3'-dTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}metaHcynbdoHamig

A) TpeT-0yTnn(S)-(3-(3-xnopdeHin)-1-(MeTokcu(meTnn)amiHo)-1-okconponaH-2-in)kapbamat

[o cymiwi 3 (S)-2-((TpeT-6yToKCcMKapboHin)amiHo)-3-(3-xnopdeHin)nponaHoBoi kucnotu (25,3 r), DIPEA
(27,3 r) Ta HATU (35,3 1) B TI'® (250 mn) gogasanu N, O-gumeTunrigpokcmnaminy rigpoxnopug (12,4 r) npm
KiMHaTHIN TemnepaTypi. Cymiw nepemiwyBanu nNpu KiMHaTHIN Temnepatypi npotarom 15 rog. Cymiw
po3baenanu EtOAc (250 mn). Cymiw racunu HacuM4yeHMm BOAHMM PO3YMHOM HaTpito rigpokapboHaty (200
MI) Npy KiMHaTHin TemnepaTypi. OpraHiyHun wWwap BigOKpemIiloBanu, NPpOMMBaNM HaCUMYEHUM COJTbOBUM
po3ymHom (100 mn), cylumnuM Hag MarHito cynbgaTtoM Ta KOHLEHTpyBanu npu 3HMWKEHOMY TUCKY. 3anuLiok
YUCTUNM 3 BUKOPUCTaAHHSAM  KOMOHKOBOI  XxpomaTtorpacpii  (cunikarenesoi, enoMoBaHOi  CyMILLLLIO
EtOAc/rekcaH), oTpMMytouM Ha3BaHy crnonyky (28,5 r).

MC, sHangeHo: 243,0.

B) TpeT-6yTun(S)-(3-(3-xnopdeHin)-1-(MmeTokcm(meTnn)amiHo)-1-okconponaH-2-in)(4-
MeTokcubeHsnn)kapbamat

Ho cymiwi 3 TpeT-0yTnn(S)-(3-(3-xnopdeHin)-1-(MeTokcH(MeTHI)amiHo)-1-okconponaH-2-in)kapbamaTty
(13,7 r) B OM® (80 mn) popmaBanu HaTtpito rigpmug (2,08 r) npu 0 °C. MNicna Toro, sk npotarom 10 xB.
nepemiwyBanu Npu KiMHaTHIA TemnepaTypi, A0 HbOro gofasanu 1-(xnopmeTun)-4-meTokcmbeHson (12,5 r)
Ta TeTpabytunamonito noama (1,48 r) mpu 0 °C. licna Toro, sik npotarom 1,5 rog. nepemiwysanu npu
KIMHaTHI TemnepaTypi, peakuiiHy cymiw BunuBanu B nepemiwyBaHy cymiw 3 EtOAc (200 mn) ta 5%
BogHoro posunHy KHSO4 (100 mn) npyu 0 °C, Ta opranidyHmMn wap Bigokpemnosanu. OpraHiyHun wap
nNpoMMBanu BOAOK Ta HACUYEHUM COMbOBUM PO3YMHOM, CYLUMAWN HAA MarHito cynbdatom, inbTpyBanu Ta
KOHUEHTPYBanu mnpu 3HWKEHOMY TWUCKY. 3anulioK YUCTMIN 3 BUKOPUCTAHHAM KOMOHKOBOI XpomaTtorpadii
(cunikarenesoi, enonoBaHoi cymiwwto EtOAc/rekcaH), oTpymyrodn HassaHy cnonyky (18,3 r).

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

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

Nitio amomo(lll) rigpyg (2,10 1) popaBanu [0  nepemillyBaHOro pos3dnHy TpeT-6ytun(S)-(3-(3-
xnopdeHin)-1-(meTokcn(meTnn)amiHo)-1-okconponan-2-in)(4-metokcndeHsunn)kapbamaty (18,3 r) B ERO
(150 mn) npwm -78 °C. Cymiw Harpieanu ax go 0 °C. Yepes 0,5 rog., peakuiiHy cymiw racunm EtOAc (6,97 r)
Ta po34ynHOM Kanito rigpocynbdaTty (13,5 r) y Boai (150 mn). Ta noTim gogasanu EtOAc Ta Bogy. OpraHiyHuii
Wwap BigOKPEMOBaNu, NpoMMBany BOAOK Ta CYMIlLLII0 3 HAaCMYEHOro COMbOBOMO PO34YMHY Ta BOOHOrO
pO34MHY HaTpito rigpokapboHaTy, CyluMnM Hag MarHito cynbdartom, inbTpyBanuM Ta KOHUEHTpyBanu npwu
3HWKEHOMY TUCKY. 3anuoK YMCTUNM 3 BUKOPUCTaHHSIM KOJIOHKOBOI Xpomatorpadii (cunikarenesoi,
entoroBaHoi cymiwwo EtOAc/rekcaH), oTpumytoum HasBaHy cnonyky (12,8 r).

MC: [M-H]J- 402,1.

D) emun (4S)-4-((TpeT-6yTOKCUKaAPOOHIN)(4-MeToKCMBEH3M)aMiHo)-5-(3-xnopdeHin)-2,2-anudTop-3-
rigpoKcuneHTaHoar

o nepewmiwysaHoil cymiwi 3 unHky (0,456 r) B TI® (6 mn) gogasanu xnoptpumeTtuncunatd (0,051 r) npu
KiMHaTHIn Temnepatypi. Yepe3 5 xB., etun 2-6pom-2,2-anctopauetar (0,945 r) gogaBanu o cymiwi Ha
BOASHIN oxonomkytodi 6aHi. Yepes 10 xB., 4O cyMmilli fogaBany po3yuH TpeT-6yTmnn[(2S)-1-(3-xnopdeHin)-
3-okconponaH-2-in][(4-meTokcudpeHin)metun]kapdamaty (0,94 r) B TT® (2 mn) npu KiMHaTHIA TemnepaTypi.
Cymiw nepemiwyBanu npu KiMHaTHIA TemnepaTtypi B atMocdepi asoTy npotaroM 2 rod. PeakuiniHy cymiw
BUNMBanu B nepemiwysaHy cymiw 3 10 % BOAHOro po3dnHy NUMOHHOT kucnotn Ta EtOAc. OpraHiyHui wap
BiJOKpeMIioBanu, nNpoOMMBanyM HaCMYEHUM COMbOBUM PO3YMHOM, CYLIMIW Had MarHilo cynbdaTom,
inbTpyBanu, Ta KOHLUEHTPYBANM Mpu 3HWKEHOMY TUCKY. 3anuwoK YUCTUNN 3 BUKOPUCTaHHSIM KONTOHKOBOI
xpomartorpadii (cunikarenesoi, entonosaHoi cymiwwito EtOAc/rekcaH), oTpumytoun HasBaHy cnonyky (1,11
r).

MC, 3HangeHo:472,1.

E) etun (4S)-5-(3-xnopdeHin)-2,2-gndTop-3-rigpokcn-4-((4-meTokcnbeHann)amiHo)neHTaHoaTy
rigpoxnopua

HOo cymiwi 3 etun (4S)-4-((TpeT-byTOKCUKapOOHIN)(4-MeToKCMBEH3M)amiHo)-5-(3-xnopdeHin)-2,2-
androp-3-rigpokcunentanoary (1,11 r) 8 EtOH (3 mn) gogasann 4 M posunH HCI/CPME (5,26 mn) npu
KiMHaTHIN TemnepaTypi. Cymilw nepemilysanu npu KiMHaTHIN TeMnepaTypi NpoTarom 2 rod. BunapoByBaHHS
Oasano HasaHy cnonyky (0,976 r).

MC: [M+H]* 428,0.

F) (5S)-5-[(3-xnopdeHin)meTtun]-3,3-audpTop-4-rigpokcu-1-[(4-meTokcudeHin)metnn]niponignuH-2-oH

o cymiwi 3 etun (4S)-5-(3-xnopdeHin)-2,2-gndTop-3-rigpokcu-4-((4-MmeToKkCnbeH3nn)aMiHo )neHTaHoaTy
rigpoxnopuay (0,976 r) B EtOH (5 mn) mopasanu DIPEA (2,72 1) npu kiMHaTHIA Temnepatypi. Cymill
nepemiwysanu Npu KiMHaTHIA TemnepaTtypi npoTtarom 2 rod. llicnsa BunapoByBaHHA PO3YMHHUMKA, 3afMLLIOK
BANMBaNM y Bopgy, Ta cymiw ekctparyBanm EtOAc. OpraHiyHui Lwap BigoOKpemIioBanu, npoMmBanu
HacM4YeHVM CONbOBUM PO3YMHOM, CYLUMN HaL MarHito cynb@aTtoM Ta KOHUEHTpyBanu NpU 3HUWKEHOMY
TUCKY. 3anulIoK YUCTUNKN 3 BUKOPUCTAHHSIM KOMOHKOBOI Xpomartorpadii (cunikareneBoil, entonoBaHol



cymiwwto EtOAc/rekcaH), oTpumytoumn HassaHy crnonyky (0,770 r).

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

G) (5S9)-5-[(3-xnopdeHin)meTun]-3,3-audTop-4-rigpoKcuniponignH-2-oH

o cymiwi 3 (5S)-5-[(3-xnopdeHin)metnn]-3,3-audtop-4-rigpokcn-1-[(4-meTokcndeHin)meTun]niponignH-
2-0Hy (0,77 1) B CH3CN (7 mn) Ta Bogu (2,33 mn) gogasanu amoHito uepito(1V) HiTpaT (2,21 r) npy KiMHaTHIN
TemnepaTypi. Cymiw nepemiwyBanu npu KiMHaTHiA TemnepaTypi npoTsaroM 2 rog. Cymill racunmn HacuyYeHum
BOAHMM pPO34YMHOM HaTpito kapboHaT Ta ekcTparyBanm EtOAc. OpraHiuHuiA Wwap BigokpemnoBanu,
NPOMMBaNM HaCU4YEHWM COMbOBMM PO3YMHOM, CYLUMMM HaZd MarHito cynbgaToM Ta KOHLEHTpyBanu npu
3HMKEHOMY TUCKY. 3anuoK YMCTUIM 3 BUKOPUCTAHHSIM KOMOHKOBOI Xpomatorpadii (cunikarenesor,
entorioBaHoil cymiwo EtOAc/rekcaH), oTpumytoun HassaHy cnonyky (0,460 r).

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

H) (2S)-2-[(3-xnopdeHin)meTnn]-4,4-anTopniponianH-3-on

Oo cymiwii 3 (5S)-5-[(3-xnopdeHin)meTtunn]-3,3-andTop-4-rigpokcuniponianH-2-oHy (3,45 r) B TT® (40 mn)
popasann 0,9 M posunH komnnekcy 6GopaH-TI®/TTd (44,0 mn) npu kiMHaTHIM Temnepatypi. Cymiw
nepemiwysanu npu 60 °C B atmocdepi azoty npotarom 3 rog. Cymiw racunu Bogot npu 0 °C. Cymiw
nepemiwyBanu npu KiMHaTHin TemnepaTypi npotsarom 10 XB. Ta KOHUEHTpyBanu Npu 3HUXKEHOMY TUCKY.
3anuwok posdasnanu EtOH (10 mn) Ta 1 M rigpoxnopugHooto kucnototo (50 mi), Ta cymil nepemiiysanm
npu 60 °C npotarom 1 rog. Hatpito rigpokapboHaT obepexHO AodaBany A0 peakuiiHOT CyMilli Ha KpwbkaHin
6aHi, peryntotoum pH po3uunHy o 8. BunapoByBaHHsi JaBarno Ha3BaHy crnonyky (3,27 r).

MC, 3HangeHo: 247,9.

[) TpeT-6yTnn(2S)-2-[(3-xnopdeHin)meTun]-4,4-gudTop-3-rigpokcuniponianH-1-kapbokecunat

o cupoi cymiwi 3 (2S)-2-[(3-xnopdenin)meTnn]-4,4-gudptopniponignH-3-ony (2,27 r) Ta TEA (1,86 1) B
Tro (30 mn) pogasanu Boc20 (3,00 r) npu kiMHaTHIn TemnepaTypi. Cymiw nepemiwyBann npy KiMHaTHIN
TemnepaTypi B atmocdepi a3oty npotsarom 3 rod. licna BunapoByBaHHS, CyMill po3basnsnu BOAOK Ta
ekcTparysanu EtOAc. OpraHiyHui wap BigokpemmoBanu, npoMyMBani HacU4EHUM COMbOBUMM PO3YUHOM,
CyWwMnu Hag MarHito cynb@atom Ta KOHUEHTPYyBanmuM Mpu 3HWKEHOMY TUCKY. 3anuwoK u4ucTunn 3
BMKOPUCTAHHAM KOJTOHKOBOI xpomatorpadii (cunikareneBoi, entonoBaHoi cymiwwtio EtOAc/rekcaH),
OTPVMYIOUM Ha3BaHy crnonyky (2,84 r).

MC, 3HangeHo: 247,9.

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

TpudTopmeTaHcynbdoHoBUA aHrigpug (406 mkn) gogaeBanu O po3yMHy  TpeT-0yTun(2S)-2-[(3-
xnopdeHin)meTtnnl-4,4-gudtop-3-rigpokcmniponignH-1-kapbokcunaty (420 wmr) Ta nipuguHy (488 wmkn) B
Et2O (6,04 mn) npu 0 °C. lMicna Toro, Ak NpoTaromM 2 rof. nepemiwyBanu nNpu KiMHaTHIA Temnepatypi Ta
notim npotsirom 2 rog. npu 40 °C, cymil racunu Bogow Npu KiMHaTHIA TeMmnepaTypi Ta ekctparysanu EtOAc.
OpraHiyHni wap BigokpemnoBanu, NPOMMBaNM HacMYEHUM COSbOBUM PO3YMHOM, CYLUMIAM Hag MarHito
CynbdaTtomM Ta KOHUEHTpyBanmu Mpu 3HWKeHOoMY TUCKY. OpraHidyHMm wap 4YUCTURM 3 BUKOPUCTaHHAM
KONMOHKOBOI xpomatorpadii (cunikareneoi, enonoBaHoi cymiwwio EtOAc/rekcaH), oTpumyroum HasBaHy
cronyky (410 wr).

MC, sHangeHo: 379,9.

K) TpeT-6yTnn(2S,3R)-3-a3ngo-2-[(3-xnopdeHrin)metun]-4,4-gudtopniponianH-1-kapbokcmunat

o CyMiLLi 3 TpeT-6yTun(2S,3S)-2-[(3-xnopdeHin)metun]-4,4-andpTop-3-
[(TpndbTOpMETaHCynbdoHin)okcuniponiguH-1-kapbokcunaty (2,43 r) B CHsCN (20 wmn) popasanu
TeTpabyTunamoHito a3ng (2,16 r) npu kimHaTHin TemnepaTypi. Cymiw nepewmiwysanu npu 80 °C npotdrom 1
rog. Cymiw racunn Bogoto npu 0 °C T1a ekctparyBanu EtOAc. OpraHiyHumi wap BigokpemnioBanu,
NpPOMMBaNM BOAOK Ta HACUYEHVM COMbOBMM PO3YMHOM, CYLUMIW HaA MarHito CynbdaTom Ta KOHLEHTpyBanu
MpW 3HWKEHOMY TUCKY. 3anulIOK YACTUMM 3 BUKOPUCTaHHSIM KOFMOHKOBOI Xxpomartorpadii (cunikarenesoi,
entoroBaHoi cymiwwo EtOAc/rekcaH), oTpumytoum HasBaHy cnonyky (1,85 r).

MC, 3HangeHo: 272,9.

L) TpeT-6yTnn(2S,3R)-3-amiHo-2-[(3-xnopdeHin)meTunl-4,4-gudtopniponiguH-1-kapbokcunat

Jo cymiwi 3 TpeT-6yTnn(2S,3R)-3-a3ngo-2-[(3-xnopdeHrin)metun]-4,4-andTopniponignH-1-kapbokcmunaTty
(1,57 r) B TT'® (20 mn) popgasanu PPhs (1,33 r) npu kimHaTHIn TemnepaTypi. Cymiw nepemiwysanu npu 50
°C npotarom 15 rog. lNMicns BunapoByBaHHS, 3anULLOK YUCTUIM 3 BUKOPUCTaAHHAM KOMOHKOBOI XpomaTtorpadii
(cunikareneBoi, entonoBaHoi cymiwwito EtOAc/rekcaH). 3anuwioKk A0AAaTKOBO YMCTUAU 3 BUKOPUCTaAHHSAM
npenapatusHoi BEPX  (Kononka: CHIRALPAK |A, pyxoma (pa3sa: rekcaH/EtOH/gieTnnamin
=650/350/1(06./06./06.)), oTpumytoum HasBaHy crnonyky (1,13 r) 3 MeHWum 4yacoMm yTpuMaHHs (KoroHka:
CHIRALPAK IA, pyxoma ¢asa: rekcan/EtOH/gietunamin =650/350/1 (06./06./06.)).

MC, 3HangeHo: 291,1.

M) TpeT-0yTnn(2S,3R)-2-[(3-xnopdeHin)metnn]-4,4-gndtop-3-[(MeTaHCcynbgOoHin)amiHo]niponianH-1-
Kapbokcunar

MeTtaHcynbdoHoBu aHrigpug (166 mr) gogaBanu 40 NepeMillyBaHOro posumHy TpeT-6ytun(2S,3R)-3-
aMiHo-2-[(3-xnopdeHin)metun]-4,4-audTopniponianH-1-kapbokeunaty (165 mr) Ta TEA (0,199 mn) B TP (3



MIT) NpU KiMHaTHIN TemnepaTypi. Yepes 0,5 roA., peakuinHy CyMill KOHLEHTPYBanu nNpu 3HWXEHOMY TUCKY, Ta
3anuvLWOK YUCTMMM 3 BUKOPUCTAHHSM KOIOHKOBOI Xpomartorpadii (cunikareneBoi, entonoBaHOol CyMiLLLLIO
EtOAc/rekcaH), oTpuMytoum Ha3BaHy cnonyky (186 mr).

MC: [M-H] 423,1.

N)TpeT-0yTnn(2S,3R)-4,4-andTop-2-[(3'-dTop[1,1'-6ideHin]-3-in)meTnn]-3-
[(meTaHcynbdoHiIn)amiHo]niponiguH-1-kapbokecunat

CymiLw 3 TpeT-6yTUNn(2S,3R)-2-[(3-xnopdeHin)vetnn]-4,4-gndptop-3-
[(meTaHcynbdoHin)amiHo]niponignH-1-kapbokcunaty (186 wmr), (3-cdTopdeHin)bopoHoBoi kncnota (92 wmr),
XPhos Pd G3 (37,1 mr) Ta 1 M BogHOro po34uny kanito cgocdaty (1,31 mn) B DME (1,46 mn) nepemiwyanu
npotarom Houi npu 90 °C. Cymiw 4ynCcTUNKn 3 BUKOPUCTaHHAM KOJNTOHKOBOI xpomaTtorpadii (NH cunikarenesor,
EtOAc/rekcaH), oTpumytoum Ha3BaHy cnonyky (205 mr).

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

0) N-{(2S,3R)-4,4-anTop-2-[(3'-pTop[1,1'-6ideHin]-3-in)meTnn]niponiamH-3-inimetTaHcynbdoHamigy
rigpoxnopua

Cymiww 3 TpeT-6yTun(2S,3R)-4,4-gudptop-2-[(3'-dpTop[1,1'-6icdeHin]-3-in)meTnn]-3-
[(meTaHcynbdoHiIN)amiHo]niponiguH-1-kapbokcunaty (205 mr) ta 4 M posunHy HCI/CPME (5 wmn)
nepemillyBanu npu KiMHaTHIN TemnepaTypi npoTarom 2 rog. TeBepay peyoBuHY 36upanu QinbTpyBaHHSM,
OTPUMYOUM Ha3BaHy crnonyky (175 wmr).

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

P) N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-kapboHin)-4,4-gudTop-2-[(3'-dpTop[1,1'-GideHin]-3-
in)meTun]niponignH-3-in}metaHcynbpoHamig

HATU (43,4 wmr) pogaBarm  go  posdnHy  N-{(2S,3R)-4,4-gudptop-2-[(3'-dpTop[1,1'-6icheHin]-3-
in)metun]niponignn-3-in}metaHcynboHamigy rigpoxnopugy (40 wmr), 6iuunkno[1,1,1]neHTaH-1-kapboHoBOI
kucnotu (12,8 mr) Ta TEA (0,066 mn) 8 AM® (1 mn) npu kimHaTHIn Temnepatypi. Cymiw nepemiwysany npu
KiIMHaTHIN TemnepaTypi B cyxin atmocdepi npotarom 30 xB. Cymill racunu HacUYEHVM BOAHUM PO3YMHOM
HaTpito rigpokapboHaTy npw KiMHaTHIM Temnepatypi Ta ekctparyBanum EtOAc. OpraHiyHni wap
BiJOKpeMIoBanu, NpoOMMBaNM HaCWYEHVMM COMbOBMM PO3YMHOM, CYLUMNU Hag MarHito cynbdatom Ta
KOHLUEHTPYBanu npu 3HMWKEHOMY TUCKY. 3anmLLIOoK YACTUINN 3 BUKOPUCTAHHSAM KOMOHKOBOT xpomatorpadii (NH
cunikarenesoi, entonosaHoi cymiwwo EtOAc/rekcaH), oTpumyroum HassaHy cnonyky (32,0 mr).

1H AMP (400 MI'y, CDCls) 6 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-dpTOop-3'-MeTnn[1,1'-6icpeHin]-3-in)meTnn]-1-(2-rigpokcmn-2-
MeTMANponaHoin)niponiamH-3-injmeTaHcynsoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-audptop-1-(2-rigpokcmn-2-
MeTunnponaHoin)niponianH-3-injmeTtaHcynsdoHamigy (35 mr), m-ToninbopoHoBoi kucnotu (16,6 mr), XPhos
Pd G3 (6,91 mr) Ta 1 M BogHoro posuuHy kanito coocpaTty (245 mkn) B TTP (408 mkn) nepemiwysanm npu 90
°C npotarom 1 rog. Cymilw 4acTunM 3 BMKOPUCTaHHAM KOMOHKOBOI xpomaTtorpadii (NH cunikarenesoi,
entoroBaHoi cymiwwo EtOAc/rekcaH), oTpumMytoum HaseaHy cnonyky (33,0 mr).

1H AMP (400 Mlu, OMCO-de) 6 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, ™), 5,28 (1H, c), 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-gncbTop-2-[(3'-dpTOp[1,1'-6icheHin]-3-in)meTnn]-1-[(2R)-okconaH-2-kapboHin]niponignH-3-
in}metaHcynbgoHamig

HATU (43,4 wmr) popmaBamm  pgo  po3umHy  N-{(2S,3R)-4,4-gudptop-2-[(3'-cdTop[1,1'-6icbeHin]-3-
in)MmeTtun]niponiguH-3-inimeTtaHcynbdoHamigy rigpoxnopugy (40 wr), (R)-teTparigpodypaH-2-kapOoHOBOT
kucnotu (13,2 mr) Ta TEA (0,066 mn) B OM® (0,5 mn) npu kimHaTHIn TemnepaTypi. Cymiw nepemiwysanm
npu KiMHaTHIN Temnepatypi B cyxin atmocdepi npotarom 30 xB. Cymiw racunm Hacu4yeHuM BOOHUM
PO34YMHOM HaTpilo rigpokapboHaTy npu KiMHaTHIM TemnepaTtypi Ta ekctparyBanum EtOAc. OpraHiyHun wap
BiJOKpeMItoBanu, NpoMMBanM HaCUYEHVMM COMbOBMM PO3YMHOM, CYLUMNW Hag MarHito cynbcatom Ta
KOHLIEHTpYBanu Mpu 3HWKEHOMY TUCKY. 3anuvLioK YUCTUNN 3 BUKOPWUCTAHHSIM KOMNMOHKOBOI Xpomatorpadil
(cunikarenesoi, entoinoBaHol cymiwwwo EtOAc notim, NH cunikarenesoi, enWoOBaHOl CyMILLLLO
EtOAc/rekcaH), oTpuMytoum Ha3BaHy cnonyky (39,0 mr).

1H AMP (400 MI'y, AMCO-ds) 6 1,54-1,81 (3H, m), 1,88-2,06 (1H, ™), 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'-6ideHin]-3-in)meTun]-4,4-andTop-1-(2-meTunnponaHoin)niponignH-3-
inJmeTaHcynbdoHamig

A) TpeT-6yTun(2S,3R)-2-[(3',5'-andTop[1,1'-6idpeHin]-3-in)metun]-4,4-andpTop-3-
[(meTaHcynbdoHIN)amiHo]niponiguH-1-kapbokecunat
CymiLw 3 TpeT-6yTUNn(2S,3R)-2-[(3-xnopdeHin)vetnn]-4,4-gndgtop-3-

[(meTaHcynbdoHin)amiHo]niponignH-1-kapbokcunaty (90 wmr), (3,5-audtopdeHnin)éopoHoBoi kucnota (50,2



mr), XPhos Pd G3 (17,9 wmr) Ta 1 M BogHoro posuuHy kanito cocdaty (635 mkn) 8 DME (1,06 mn)
nepemiwysann npotdarom Hodi npu 90 °C. CyMiw racvnM HacMYeHUM BOAHMM pPO3YMHOM HATpIto
rigpokapboHaty Ta ekctparyBanu EtOAc. OpraHiyHun wap BigokpemnioBanu, nNpoMuBanyn Hacu4YeHuUM
CONMbOBUM PO34YMHOM, CYLLMITM Haf MarHito cynbdatoM Ta KOHLUEHTPYBanum nNpu 3HWKEHOMY TUCKY. 3arnuniiok
YUCTUIIM 3  BUKOPUCTAHHSAIM  KOJIOHKOBOI  xpomaTtorpacpii  (cunikarenesoi, enoMoBaHOi  CyMILLLLIO
EtOAc/rekcaH), oTpumMytoum Ha3BaHy cnonyky (104 mr).

MC, 3HangeHo: 403,0.

B) N-{(2S,3R)-2-[(3',5"-andTop[1,1'-6icdbeHin]-3-in)meTnn]-4,4-gudpTopniponigmH-3-
in}MeTaHcynbgoHaMmiay rigpoxnopua
Cymiww 3 TpeT-6yTun(2S,3R)-2-[(3',5'-andTtop[1,1'-6ideHin]-3-in)meTtun]-4,4-andpTop-3-

[(meTaHcynbdoHIN)amiHo]niponiauH-1-kapbokcunaty (104 wmr) Ta 4 M posuuHy HCI/CPME (2 wn)
nepemillyBanu nNpu KiMHaTHIN TemnepaTypi npoTarom 2 rod. Teepay peyoBuHy 36vpanv QinbTpyBaHHSM,
OTPVMYIOUUN Ha3BaHy cnonyky (85 mr).

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

C) N-[(2S,3R)-2-[(3',5"-andpTop[1,1'-6icbeHin]-3-in)meTnn]-4,4-gudtop-1-(2-meTnnnponaHoin)niponianH-
3-in]JmeTaHcynbdoHamig

o pPO34nHy N-{(2S,3R)-2-[(3',5-andTop[1,1'-6idbeHin]-3-in)meTun]-4,4-gudTopniponiguH-3-
in}metaHcynbcoHamigy rigpoxnopugy (20,0 mr) Ta isomacnsaHoi kucnotu (5,09 mkn) B OM® (1,5 mn)
popasann HATU (26,0 mr) ta DIPEA (0,032 mn) npu kiMHaTHIn TemnepaTypi. Cymiw nepemiwyBanm
NPOTAroM HoYi nNpu KiMHaTHIM Temnepatypi. Cymiwl racunum HacM4YeHUM BOAHMM PO3YMHOM HaTpilo
rigpokapboHaTy Ta ekctparyBanu EtOAc. OpraHiyHui wap BigokpemnioBanu, npomMusBanu BoOAOK Ta
HacM4YeHUM COfbOBUM PO3YMHOM, CYLUMNWM HaL MarHito cynbaTom Ta KOHUEHTPYBanu Mpu 3HWKEHOMY
TUCKY. 3anuwoK YUCTUIIM 3 BUKOPWUCTAHHAM KOMOHKOBOI xpomatorpaddii (NH cunikarenesoi, entonoBaHoi
cymiwwio EtOAc/rekcaH), oTpumytoum HassaHy crnonyky (19,7 wr).

1H AMP (400 MI'u, AMCO-ds) & 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).

Mpuknag 44

N-[(2S,3R)-2-[(3'-xnop-2-dTOop[1,1'-6icdeHin]-3-in)meTun]-4,4-gndpTop-1-(2-rigpokcmn-2-
MeTMnnponaHoin)niponiamH-3-injmeTaHcynsdoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-pTtopdeHin)meTnn]-4,4-gudTop-1-(2-rigpokcn-2-meTMnNnponaHoin)niponigmnH-
3-in]MeTaHcynbdoHamig

CymiLw 3 N-((2S,3R)-2-(3-xnop-2-dpTopbeH3nn)-4,4-andTopniponigmH-3-in)MeTaHcynbdoHamigy
rigpoxnopuay (200 mr) Ta DIPEA (456 mkn) B TI'® (3,16 mn) nepemiwyBany npu KiMHaTHIN TemnepaTypi
npotarom 30 xB. [1o cycneHsii no kpannsm gogasanu anbga-aueTokci-iz3odytnpunxnopug (92 mkn) npu 0 °C,
Ta CyMmill nepemiwyBany NpoTAromM HOYi Npu Takin camin TemnepaTtypi. [o cymiwi gogasanu Boay (2,11 mn)
Ta 4 M BOAHUIM pO34uMH NiTito rigpokenay (1,32 mn), Ta CyMmill nepemillyBany NPOTAroM HOYi MPU KiIMHATHIN
TemnepaTypi. Cymil racnnmn HacM4yeHUM BOOHUM PO34YMHOM HaTpito rigpokapboHaTy Ta ekcTparyBanu EtOAc.
EkcTpakT npommuBanm HaCU4EHNM CONbOBUM PO3YMHOM, CYLUMAM HaA MarHito cynbdaToM Ta KOHLUEHTpyBanm
NPy 3HWKEHOMY TUCKY. 3anuwioK YMCTUMN 3 BUKOPUCTAHHSIM KOMOHKOBOI xpomaTtorpadii (cunikarenesoi,
entorioBaHoil cymiwo EtOAc/rekcaH), oTpumMytoum HasBaHy crnonyky (184 wmr).

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

B) N-[(2S,3R)-2-[(3'-xnop-2-cdTOp[1,1'-B6icbeHin]-3-in)metnn]-4,4-gndpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injmetaHcynsgoHamig
Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-audptop-1-(2-rigpokcmn-2-

MeTuanponaHoin)niponiamH-3-injmetaHcynsdoHamigy (24 wr), 4,4,4',4'5,55' 5'-oktameTun-2,2'-6i(1,3,2-
piokcaboponaHy) (17,1 wr), XPhos Pd G3 (9,47 wr), kanito auetaty (11,0 mr) ta Tonyony (1 mn)
nepemiwysann npu 80 °C B atmocdepi asoty npotsarom 4 rog. Cymiw racunm BOOOH NPU KiMHATHIN
TemnepaTypi Ta ekctparyBanu EtOAc. OpraHiyHui Wwap BigoOKpemmoBanu, nNpOMUMBaNM HaCUYEHUM
CONMbOBUM PO34YMHOM, CYLUMIM Had MarHito cynbaTtoM Ta KOHLEHTPYBanu npu 3HWXKEHOMY Tucky. Cymiw
OTPMMAaHOro 3anuLuky, uesito kapboHaty (58,6 mr), 1-xnop-3-nogbexsony (0,011 mn), PdClx(dppf) (8,78 wmr)
Ta DME (1 mn)/Boan (0,300 mn) nepemiwysanu npu 80 °C B aTMocdepi a3oTy npoTtarom 1 rod. 3anuiiok
YUCTUNM 3 BUKOPUCTaAHHAM  KOMOHKOBOI  xpomaTtorpadpii  (cunikarenesoi, enionoBaHOl  CyMILLLLIO
EtOAc/rekcaH). OTpumaHy TBepay pevOBUHY YUCTUMK 3 BUKOPUCTaAHHAM npenapatuBHoi BEPX, oTpumytoumn
HasBaHy crnonyky (7,50 mr).

1H AMP (300 MI'y, AMCO-ds) 6 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, c), 8,16 (1H, w c).

Mpuknag 45

N-[(2S,3R)-4,4-gndtop-2-[(2-dpTop[1,1'-6ideHin]-3-in)meTnn]-1-(okceTaH-2-kapOoHin)niponiguH-3-
inJeTaHcynboHaMmig 3 MEHLLMM YaCcoM YTPUMaHHS

o PO34MHY N-((2S,3R)-4,4-gudpTop-2-((2-dpT0Op-[1,1'-6icheHin]-3-in)meTmn)niponianH-3-
in)etTaHcynboHamigy rigpoxnopuay (40,4 mMr) Ta okceTaH-2-kapboHoBol knucnotu (9,33 mkn) B AM® (3 mn)



popnasann HATU (53,0 mr) ta DIPEA (0,065 mn) npm kiMHaTHiM Temnepatypi. Cymiw nepemiwysanu
NpOTAroM HOYi Npu KiMHaTHIW Temnepatypi. Cymill racvmnu HacMYeHUM BOAHMM PO3YMHOM HaTpito
rigpokapboHaty Ta ekcTtparyBanu EtOAc. OpraHiyHui Wwap BigokpemmnoBanu, npoMmuBany BOOOK Ta
HacM4YeHVM CONbOBUM PO3YMHOM, CYLUMMWM Hag MarHito cynb@artoM Ta KOHLUEHTpYyBanuM Npu 3HUKEHOMY
TUCKY. 3anuLoK YMCTUIN 3 BUKOPUCTaHHSIM KONOHKOBOI xpomaTtorpaddii (NH cunikarenesoi, entonoBaHoi
cymiwwio EtOAc/rekcaH), oTpumyoumn HasBaHy cnonyky (12,1 mr).

1H AMP (300 MI'u, AMCO-ds) & 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-dpTop[1,1'-6ideHin]-3-in)meTnn]-1-(okceTaH-2-kapboHin)niponiguH-3-
inJeTaHcynbdoHamia 3 6inbLUMM YacoM YTPUMaHHS

Oo pPO34nHY N-((2S,3R)-4,4-gudpTop-2-((2-dpT0op-[1,1'-6icheHin]-3-in)meTmn)niponianH-3-
in)eTaHcynboHamigy rigpoxnopuay (40,4 mr) Ta okceTaH-2-kapboHoBol kncnotu (9,33 mkn) 8 AM® (3 mn)
popasann HATU (53,0 mr) ta DIPEA (0,065 mn) npw kimMHaTHin Temnepatypi. Cymiwl nepemiwysanu
NpOTAroM HOYi nNpu KiMHaTHIn Temnepartypi. Cymill racvunu HacMYeHUM BOAHMM PO3YMHOM HaTpilo
rigpokapboHaty Ta ekcTtparyBanu EtOAc. OpraHiyHui Lwap BigokpemnioBanu, NpoMuMBanu BOAOK Ta
HacM4YeHVM COMbOBUM PO3YMHOM, CYLUMIM HAL MarHito cynb@aTtoM Ta KOHLUEHTpYBanu NpU 3HWKEHOMY
TUCKY. 3anuwIoK YUCTUIIM 3 BUKOPUCTAHHAM KOMOHKOBOI xpomatorpaddii (NH cunikarenesoi, entonoBaHoi
cymiwwo EtOAc/rekcaH), oTpumytoum HasBaHy crnonyky (13,3 wmr).

1H AMP (300 MI'y, AMCO-ds) 6 1,15-1,43 (3H, m), 1,95-2,41 (1H, ™), 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)meTnn]-4,4-andTop-1-(okceTaH-2-kapboHin)niponianH-3-
inJeTaHcynbdoHaMig 3 MEHLLMM YaCcOM YTPUMaHHS

A) TpeT-6yTun(2S,3R)-2-[(3-xnopdeHin)meTnn]-3-[(eTaHcynboHin)amiHo]-4,4-gudpTopniponignH-1-
kapbokcunaT

EtaHcynbdoHinxnopug (0,065 mn) pomaBanm  po  cymiwi 3 TpeT-6ytmn(2S,3R)-3-amiHo-2-[(3-
xnopdeHin)meTtunl-4,4-gudtopniponiguH-1-kapbokcunaty (158 wmr), TEA (0,127 mn), DMAP (11,2 mr) Ta
Tro (5 mn) npu kimMHaTHIN Temnepartypi. llicna Toro, sk NpoTsirom 2 rof. nepemiwyBany Mpu KiMHaTHIA
TemnepaTypi, peakuiiHy CyMill racufin HACU4YEHUM CONMbOBUM PO3YMHOM Ta KOHLEHTPYBanu nNpu 3HWKEHOMY
TUCKY. 3anuLIKOBY ONit0 YNCTUMY 3 BUKOPUCTAHHAM KOJTOHKOBOI XpomaTtorpadii (cunikarenesol, enooBaHol
cymiwwio EtOAc/rekcaH), oTpumyoun HasBaHy cnonyky (198 mr).

MC, sHangeHo: 338,9.

B) N-{(2S,3R)-2-[(3-xnopdeHin)meTunn]-4,4-andTopniponiamH-3-injetaHcynbdoHamigy rigpoxnopug

Cymiw 3 TpeT-6yTnn(2S,3R)-2-[(3-xnopdeHin)meTnn]-3-[(eTaHcynbdoHin)amiHo]-4,4-gudTopniponignH-
1-kapbokcunaty (191 mr) Ta 4 M posunHy HCI/CPME (4 mn) nepemiwyBanu npu KiMHaTHiA TemnepaTypi
npoTsarom 2 roa. Teepay peyvoBuHy 36uvpanu inbTpyBaHHAM, OTPUMYHOYM Ha3BaHy cnonyky (149 wmr).

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

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

o pPO34nHYy N-{(2S,3R)-2-[(3-xnopdeHin)metnnl-4,4-auptopniponigunH-3-intetaHcynbgoHamigy
rigpoxnopuay (145 mr) Ta okcetaH-2-kapboHoBoi kucnotu (0,049 mn) B8 AM® (5 mn) gogasanu HATU (220
mr) Ta DIPEA (0,270 mn) npu kiMHaTHIA TemnepaTtypi. Cymiw nepemilyBany NPoTAroM Houi Npu KiMHaTHIN
TemnepaTypi. Cymilw racunm BOOHUMM HACUYEHMM PO34YMHOM aMmoHil0 xnopuay Ta ekctparyBanu EtOAc.
OpraHiyHni Wwap BigokpemnioBanu, NPOMMBANM BOLOK Ta HACMYEHUM COMNbOBMM PO3YMHOM, CYLUUMW Hapg
HaTpilo cynbdaToM Ta KOHUEHTPYyBanu Mpu 3HWKEHOMY TWUCKY. 3anuwoK YMCTUNN 3 BUKOPUCTAHHAM
KOnoHkoBoI xpomatorpadii (NH cunikareneBoi, entonoBaHoi cymiwio EtOAc/rekcaH), oTpMMyoun Ha3BaHy
cnonyky (125 wr).

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

D) N-[(2S,3R)-2-[([1,1'-6icbeHin]-3-in)meTnn]-4,4-audTop-1-(oKceTaH-2-kapOoHin)niponignH-3-
inJeTaHcynbdoHaMia 3 MEHLUUM YacoM YTPUMaHHS

Cymiww 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-oguctop-1-(okceTaH-2-kapOoHin)niponignH-3-
inleTaHcynbdoHamigy (52,7 wmr), deHinbopoHosoi kucnota (30,4 mr), XPhos Pd G3 (10,6 mr) ta 1 M
BOAHOro po34nHy kanito ocdaty (0,374 mn) B8 DME (1 mn) nepemiwysanu npotsrom Houi npu 90 °C. MNicnsa
OXOIOPKEHHS 3HOBY [0 KiMHATHOI TemnepaTypu, po3yunH posbasnsanu EtOAc Ta cywwunu Hag HaTpito
cynbdatom. llicna BuganeHHs pPo3YMHHUKA MPU 3HWKEHOMY TUCKY, 3aIULLIOK YMCTUIN 3 BUKOPUCTAHHAM
KONOHKOBOI  xpomaTorpaddii  (cunikareneBoi, entnoBaHoi cymiwwio EtOAc/rekcaH), Ta noTim 3
BMKOPUCTaHHAM npenapaTtnBHoi BEPX, oTpumytoun HasBaHy cnonyky (8,7 mr).

1H AMP (300 Ml'u, 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 'y).

Mpuknag 51

N-[(2S,3R)-2-[([1,1'-6icpeHin]-3-in)meTnn]-4,4-andTop-1-(okceTaH-2-kapboHin)niponianH-3-



inJetaHcynbdoHamia 3 6inbLUMM YacoM YTPUMaHHS

Cymiw 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-audtop-1-(okceTaH-2-kapboHin)niponianH-3-
inletaHcynedoHamigy (52,7 wmr), deHinbopoHosoi kucnotn (30,4 mr), XPhos Pd G3 (10,6 mr) tfa 1 M
BOAHOro po3unHy kanito docdaty (0,374 mn) B8 DME (1 mn) nepemiwyBanu npotsirom Houi npu 90 °C. Micns
OXOJNOKEHHST 3HOBY [0 KiMHATHOI TemnepaTtypu, po3uuH pos3baenanu EtOAc Ta cywwmnun Hapg Hatpito
cynbdatom. llicna BuaaneHHs pPoO3YMHHUKA MPU 3HWXKEHOMY TUCKY, 3aULLIOK YMCTUIN 3 BUKOPUCTAHHAM
KONOHKOBOI  xpomaTorpaddii  (cunikareneBoi, entnoBaHoi cymiwwio EtOAc/rekcaH), Ta noTim 3
BMKOPUCTaHHAM npenapatnBHoi BEPX, oTpumytoun HasBaHy crnionyky (11,4 wmr).

1H AMP (300 Ml'u, AMCO-ds) & 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'-6ideHin]-3-in)meTnn]-1-(okceTaH-2-kapboHin)niponiguH-3-
inJeTaHcynbdoHaMia 3 MEHLUUM YacoOM YTPUMaHHS

Cymiw 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-audtop-1-(okceTaH-2-kapboHin)niponignH-3-
inleTancynedoHamigy (50,9 mr), (3-cbTopdeHin)bopoHoBoi knucnotu (33,7 mr), XPhos Pd G3 (10,2 mr)Ta 1 M
BOLHOroO po34mHy Kanito gpocdaty (0,361 mn) B8 DME (1 mn) nepemiwysanu npotsirom Hodi npu 90 °C. lNicns
OXONOKEHHs1 3HOBY [0 KiMHATHOI TemnepaTypu, po3umH posbaensnu EtOAc Ta cywwumnu Hag Hatpito
cynbgatom. llicna BuaaneHHs pPo3YMHHUKA MPU 3HWKEHOMY TUCKY, 3aULLIOK YMCTUIN 3 BUKOPUCTAHHAM
KONMOHKOBOI  xpomaTorpadpii  (cunikareneBoi, entonoBaHoi cymiwwo EtOAc/rekcaH), Ta noTim 3
BMKOPUCTaHHSAM npenapaTtnBHoi BEPX, oTpumytoun Ha3BaHy cnonyky (9,6 mr).

1H AMP (300 MI'u, AMCO-ds) & 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-gndT0op-1-((2R)-0KCETaH-2-KapboHin)-2-[(2,3',5'-TpndTop[1,1'-BicdeHin]-3-
in)metun]niponigunH-3-intetTaHcynsgoHamig

A) N-{(2S,3R)-2-[(3-xnop-2-cbTopdeHin)meTnn]-4,4-gudpTopniponignH-3-infetaHcynshoHamigy
rigpoxnopua
CyMmiLw 3 TpeT-6yTun(2S,3R)-2-[(3-xnop-2-dTopdeHin)meTnn]-3-[(eTaHcynbdoHin)amiHo]-4,4-

andTopniponianH-1-kapbokcunaTty (580 mr) Ta 4 M rigpoxnopugHoro CPME po3suuHy (10 mn) nepemiwysanm
NPOTArOM HOYi MpKW KiMHaTHIN TemnepaTypi. Hepo3unHHy peyoBuHy 36mpanu inbTpyBaHHAM, OTPUMYHOUX
Ha3BaHy crnonyky (464 mr).

MC, sHangeHo: 356,9.

B) N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metunn]-4,4-andTop-1-(okceTaH-2-kapboHin)niponianH-3-
inJetaHcynbdoHamig

Ho cymiwi 3 N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-audTopniponignH-3-injetaHcynsdoHamigy
rigpoxnopuay (200 mr), okceTaH-2-kapboHoBoi kucnotu (78 mr) Ta AM® (3 mn) gogasanu HATU (290 mr) Ta
DIPEA (263 wmr) npu kiMHaTHIW TemnepaTypi. Cymiw nepemiwyBanun MPOTArOM HOMYI Npu  KiMHAaTHIN
TemnepaTypi, A0 CyMilli JofAaBany HaCUY4eHUn BOAHUW PO3YMH aMOHil0 Xropuay, Ta CyMill exkcTparysanmu
EtOAc. OpraHi4yHui Wwap BigokpemnoBanu, NpoMusany BOAOK Ta HACUYEHUM COMbOBUM PO3YMHOM, CYLLUUMN
Hag 6e3BogHUM HaTpilo cynbdaTtoM, Ta KOHUEHTPYBanu MNpu 3HMKEHOMY TUCKY. 3anuwok 4uctunm 3
BMKOPUCTaHHAM cunikarenesoi KonoHkoBol xpomatorpadii (NH, EtOAc/rekcaH), oTpumytounM HasBaHy
crnonyky (147 wr).

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

C) N-{(2S,3R)-4,4-gndT10op-1-((2R)-0KCETaH-2-KapboHin)-2-[(2,3',5'-TpndTop[1,1'-6ideHin]-3-
in)meTtun]niponigunH-3-intetaHcynbgoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-4,4-audtop-1-(okceTaH-2-kapboHin)niponignH-3-
inJetaHcynbdoHamiay (147 wr), (3,5-gudptopdeHrin)éopoHoBoi kucnotn (105 mr), XPhos Pd G3 (28,2 wmr), 1
M BogHoro posuuHy kanito dpocdaty (1,00 mn) Ta DME (2 mn) nepemiwysanu npu 70 °C npoTtarom 1 roa.
CyMmiw oxonomkyBanu 4o KiMHaTHOI TeMnepaTypu, Ta YUCTUIM 3 BUKOPUCTAHHAM CUnikareneBoi KONOHKOBOI
xpomartorpadii (EtOAc/rekcan). OTpumaHy TBepay peqoBuHy kpuctanizysanu 3 EtOAc/rekcany, oTpumyroun
HasBaHy crnonyky (101 Mr) 3 MeHLUM YacoM YTPUMaHHS.

1H AMP (400 MI'y, 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-gncT0op-1-(2-rigpokcn-2-meTnnnponaHoin)-2-[(2,2',3'-tpudTop[1,1'-6icpeHin]-3-
in)MmeTtun]niponigunH-3-intetaHcynbgoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-cdbTopdeHin)metTnn]-4,4-andtop-1-(2-rigpokcm-2-mMeTUnnponaHoin)niponianH-
3-in]JeTaHcynbdoHamig

[o cymiwi 3 N-{(2S,3R)-2-[(3-xnop-2-dpTopdheHin)meTnn]-4,4-gncTopniponianH-3-intetaHcynbgpoHamigy
rigpoxnopuay (160 mr) Ta DIPEA (0,352 mn) B TT® (2 mn) gogaBanu anbda-aueToKCi-isobyTupunxnopma
(0,071 mn) mpu 0 °C, Ta cymiw nepemiwyBanu npu Takii camin temnepaTypi npotsrom 10 xB. [1o cymiwui
popasanu Bogy (1 mn) Ta 4 M BogHuM po3uuH niTito rigpokenay (1,02 mn), Ta cymiw nepemiwyBanu



NpOTAroM HoYi nNpu KiMHaTHIW Temnepatypi. Cymill racvnu HacMYeHUM BOAHMM PO3YMHOM HaTpilo
rinpokapboHaty Ta ekctparyBanu EtOAc. EkcTpakT npommBanu HacU4EHUM COMbOBUM PO3YUHOM, CYLLIMAU
Hag MarHito cynbdaTtoM Ta KOHLEHTPYBanu nNpu 3HMWXKEHOMY TUCKY. 3anuLloK YMCTUAU 3 BUKOPUCTAHHSM
KONOHKOBOI XxpoMaTtorpadii (cunikarenesoi, entornoBaHoi cymiwwio EtOAc/rekcaH), oTpuUMyOUM HasBaHy
crnonyky (172 wr).

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

B) N-{(2S,3R)-4,4-andTOp-1-(2-rigpokcu-2-meTunnponaHoin)-2-[(2,2',3'-tpudtop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig
CymiLw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-4,4-aundpTop-1-(2-rigpokcn-2-

MeTunnponaHoin)niponiamH-3-injetaHcynedoHamigy (20 wr), (2,3-andTopdeHin)éopoHoBoi kucnotu (14,3
mr), XPhos Pd G3 (7,64 wmr) Ta 1 M BogHoro posuumHy kanito ¢ocdaty (0,135 mn) B TId (0,5 mn)
nepemiwysanu npyn 90 °C B repmeTn3oBaHin npobipui npotarom 6 rog. Cymiwl YnCTUNU 3 BUKOPUCTAHHAM
KONMoHKOBOI xpomatorpadii (NH cunikarenesoi, entonosaHoi cymiwiio EtOAc/rekcaH), oTpMMyloun Ha3BaHy
cnonyky (19,2 wmr).

H AMP (300 MI'y, CDCI3) 8 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
Mu), 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-gndT0p-1-(2-rigpokcn-2-meTnnnponaHoin)-2-[(2,2',5'-tpudTop[1,1'-6icpeHin]-3-
in)meTtunniponignH-3-ineTaHcynbgoHamig

CyMmiL 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTtun]-4,4-andpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiamH-3-injetaHcynedoHamigy (20 wr), (2,5-andTopdeHin)béopoHoBoi kucnotu (14,3
mr), XPhos Pd G3 (7,64 wmr) Ta 1 M BogHoro posuumHy kanito ¢ocgaty (0,135 mn) B TId (0,5 mn)
nepemiwysanu npu 90 °C B repmeTnsoBaHii npobipui npotsarom 6 rog. Cymill YNCTUAM 3 BUKOPUCTAHHAM
KONMOHKOBOI xpomartorpadii (cunikarenesoi, entonoBaHol cymiwwo EtOAc/rekcaH), oTpumyrouM HasBaHy
cnonyky (17,4 wmr).

1H AMP (300 Mru, CDCls) & 1,28-2,66 (10H, m), 2,87-3,22 (4H, m), 3,94-4,57 (3H, m), 4,86 (1H, g,
J=10,6 lu), 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-dTOop[1,1'-BideHin]-3-in)metun]-4,4-gndpTop-1-(2-rigpokcmn-2-
MeTunnponaHoin)niponiguH-3-injetaHcynsdoHamia

A) N-[(2S,3R)-4,4-andpTop-2-{[2-dTOpP-3-(4,4,5,5-TeTpameTnn-1,3,2-giokcaboponaH-2-in)geHin]metun}-
1-(2-rigpokcu-2-meTnnnponaHoin)niponianH-3-injetTaHcynbdoHamis

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-audptop-1-(2-rigpokcmn-2-
mMeTunnponaHoin)niponiamH-3-injetaHcynedoHamigy (75 wr), 4,4,4',4'5,55' 5'-oktameTun-2,2'-6i(1,3,2-
piokcaboponaHy) (51,6 mr), XPhos Pd G3 (28,7 mr) ta kanito auetaty (33,2 wmr) B tonyoni (1 mn)
nepemiwysanu npu 80 °C B aTmocdepi a3oTy npotarom 5 roa. PeakuiiHy cymiw po3baBnsanu Bogow Ta
ekctparyBanu EtOAc. EKCTpakT npoMMBanM HacCUYEHUMM COSIbOBMM PO3YMHOM, CYLUMNW HaL MarHito
cynb@aTtom, hinbTpyBanu Ta KOHLEHTPYBanu npu 3HWXEHOMY TUCKY, OTPUMYIOYM Ha3BaHy crnonyky (151 wmr).

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

B) N-[(2S,3R)-2-[(3'-xnop-2-cdTOp[1,1'-b6icbeHin]-3-in)metnn]-4,4-gndpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injetaHcynsdoHamia
Cymiw 3 N-[(2S,3R)-4,4-gudptop-2-{[2-dTOp-3-(4,4,5,5-TeTpameTun-1,3,2-giokcaboponaH-2-

in)deHinlmeTun}-1-(2-rigpokcu-2-meTunnponaHoin)niponignH-3-injetaHcynscoHamigy (0,022 r), uesio
kapboHaty (0,040 r), 1-xnop-3-nogbenHsony (7,65 mkn), PdClz(dppf) (6,02 mr) Ta DME (0,5 mn)/Bogm (0,150
MIT) nepemiwysanu npotarom Hodi npu 80 °C B atmocdepi asoTry. Cymiwl YucTUnNM 3 BUKOPUCTAHHAM
KOnoHkoBoiI xpomatorpadii (NH cunikareneBoi, entonoBaHoi cymiwo EtOAc/rekcaH), oTpyMyoun Ha3BaHy
crnonyky (0,017 r).

1H AMP (300 MI'y, CDCIz) 6 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, @, J=8,3 'u), 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-gncTop-2-[(2-pTOp[1,1'-6idheHin]-3-in)meTnn]-1-[(2R)-okconaH-2-kapboHin]niponignH-3-
in}MeTaHcynboHaMig

A) TpeT-6yTun(2S,3R)-2-[(3-xnop-2-pTopdeHrin)metun]-4,4-andTop-3-
[(meTaHcynbdoHIN)amiHo]niponiguH-1-kapbokcunat

HOo cymiwi 3 TpeT-6yTnN(2S,3R)-3-amiHo-2-[(3-xnop-2-cbTopdeHin)meTnn]-4,4-gucptopniponignH-1-
kapookcunarty (200 wmr), TEA (166 mr) Ta TT® (5 mn) gogaBanu MmeTaHCcynbgOHOBMIA aHrigpug (143 mr) npu
KIMHaTHIn TemnepaTypi. PeakuinHy cymil nepemilyBanu NpOTAroM HoYi nNpu KiMHaTHIn TemnepaTtypi, Ta
KOHLIEHTPYBanNu Mnpu 3HWKEHOMY TWUCKY. 3aruoK YMCTUIIM 3 BUKOPUCTAHHAM CumiKareneBoi KOMOHKOBOI
xpomarorpadii (EtOAc/rekcaH), oTpuMyouM Ha3BaHy Crnosnyky (244 mr).

MC: [M-H] 441,1.

B) N-{(2S,3R)-2-[(3-xnop-2-dTopdeHin)meTnn]-4,4-gudTopniponignH-3-injmetaHcynbdoHamigy
rigpoxnopua



Cymiw 3 TpeT-6yTUn(2S,3R)-2-[(3-xnop-2-dpropdeHin)meTnn]-4,4-gudtop-3-
[(meTaHcynbdoHin)amiHo]niponignH-1-kapbokcunaty (360 mr) Ta 4 M rigpoxnopugHoro CPME po3suuny (5
M) nepemiwlyBanu npu KiMHaATHIN TemnepaTtypi npoTarom 2 rof. PeakuiiHum po3ynMH KOHLEHTpyBanu,
OTPUMYOYM Ha3BaHy crnonyky (300 mr).

MC, 3HangeHo: 342,9.

C) N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gudtop-1-[(2R)-okconaH-2-kapboHrin]niponiguH-3-
in}meTaHcynbdoHamig

o cyMmiLwi 3 N-{(2S,3R)-2-[(3-xnop-2-dbTopdeHin)vetnn]-4,4-gucTopniponignH-3-
in}meTtaHcynbgoHamigy rigpoxnopuay (300 wmr), TEA (400 wmr), (2R)-teTparigpodypaH-2-kapOoHOBOI
kmenotn (110 wmr) tTa AM® (5 mn) gopasanu HATU (361 wmr) npu kimHaTHI Temnepatypi. Cymill
nepemiwyBanu npu kKiMHaTHIN Temnepatypi npotarom 30 xB., 4O CyMilWi godaBanyM HacMYEHWM BOAHMWM
pO34uMH HaTpito rigpokapboHaTy Npu KiMHaTHIN TemnepaTypi, Ta cymiw ekctparyBanu EtOAc. OpraHiyHui
wap BigOKpeMrioBanu, NPOMMBAaNM HaCUYEHUM COSMbOBUM PO3YMHOM, cywunnu Hag 6e3BogHuMM MarHilo
cynbcaToM, Ta KOHLUEHTPYBanNu Npu 3HWKEHOMY TUCKY. 3anuLloK YUCTUIM 3 BUKOPUCTAHHAM cunikarenesol
konoHkoBoi xpomatorpadii (EtOAc/rekcaH). OTpumaHy TBepay pedoBuHy npomuBanu IPE, oTpumytoum
HasBaHy cnonyky (350 wr).

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

D) N-{(2S,3R)-4,4-andpTop-2-[(2-dpTop[1,1'-OicbeHin]-3-in)meTnn]-1-[(2R)-okconaH-2-kapOoHin]niponignH-
3-in}meTaHcynbdoHamig

CyMmiL 3 N-{(2S,3R)-2-[(3-xnop-2-dTopdeHin)meTnn]-4,4-gucptop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-injmetancynedoHamigy (30 mr), deninbopoHoBoi kucnotn (12,5 wmr), 1 M BoaHoro
po34dnHy Kanito cocpaTty (0,204 mn), XPhos Pd G3 (5,76 wmr) ta TI'® (0,340 mn) nepemiwysanu npu 90 °C
npotarom 1 rod. 3anuwoK YUMCTMIM 3 BUKOPUCTAHHAM cunikarenesoi KOroHKoBoi xpomatorpadii (NH,
EtOAc/rekcaH), oTpMMyouM Ha3BaHy Cnonyky (22 mr).

1H AMP (400 My, AMCO-ds) 81,37-2,08 (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-gudptop-2-[(2-dTop[1,1'-6idpeHin]-3-in)metun]-1-(1-rigpokcnumknobyTtaH-1-
kapboHin)niponiguH-3-injmeTaHcynedoHamig

o pPO3YunHYy N-((2S,3R)-4,4-gndTop-2-((2-dpTOp-[1,1'-6icheHin]-3-in)meTnn)niponignH-3-
in)meTtaHcynbgoHamigy rigpoxnopugy (35,0 mr) Ta 1-rigpokcuunknobyTaH-1-kap6oHoBoi kucnotu (9,50 mkr)
B8 AM® (1,5 mn) pogasann HATU (47,4 wmr) Ta DIPEA (0,058 mn) npu kimHaTHin TemnepaTtypi. Cymiw
nepemiwyBanu NpoOTAroM HOYi Npu KiMHaTHI TemnepaTtypi. CyMmill racunn HacM4eHUM BOOHWM PO34MHOM
HaTpito rigpokapboHaTy Ta ekctparysanu EtOAc. OpraHiyHui wap BigokpemnioBanu, NpoMmsanu Bodo Ta
HacM4YeHMM COMbOBUM PO3YMHOM, CYLUMMWM Hag MarHito cynbdaTtoM Ta KOHLUEHTPyBanu Npu 3HUXKEHOMY
TUCKY. 3anuwIoK YUCTMIIM 3 BUKOPWUCTAHHSAM KOMOHKOBOI xpomatorpacdii (NH cunikarenesoi, entonoBaHoi
cymiwwio EtOAc/rekcaH), oTpumytoum HasBaHy cnonyky (23,5 wr).

1H AMP (400 MTl'u, CDCls) 6 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, ™), 7,16-7,21 (1H, m), 7,27-7,54 (8H, m).

Mpuknag 77

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-6ideHin]-3-in)metun]-1-(2-meTunnponaHoin)niponiguH-3-
in]meTaHcynboHamig

Oo pPO34unHYy N-((2S,3R)-4,4-gndTop-2-((2-dpTOp-[1,1'-6icheHin]-3-in)meTnn)niponignH-3-
in)metaHcynbdoHamigy rigpoxnopuay (35,0 mr) Ta isomacnsaHoi kucriotn (0,012 mn) B OM® (1,5 mn)
pogasann HATU (47,4 wmr) ta DIPEA (0,058 mn) nmpu kiMHaTHin Temnepatypi. Cymiw nepemiwyBanm
NPOTArOM HOYI NpW KiMHaTHIN TemnepaTypi. Cymill racunu BOOHUM HacuM4YeHWM PO3YMHOM aMOHI0 Xropuay
Ta ekctparyBanu EtOAc. OpraHiyHun wap BigoKpemnoBanu, NpoOMUBany BOAOK Ta HACMYEHMM CONbOBUM
PO34YMHOM, CYLUWIM Had MarHito CynbaTtoM Ta KOHLEHTPYBanu nNpu 3HMXKEHOMY TUCKY. 3anuLioK YNCTUM 3
BMKOPUCTaHHAM KOMoHKoBoi xpomaTtorpadii (NH cwunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH),
OTPUMYOUM Ha3BaHy crnonyky (33,0 mr).

1H AMP (400 MI'y, CDCIz) 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, m).

Mpuknag 78

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-kapOoHin)-4,4-anudTop-2-[(2-dTop[1,1'-6icbeHin]-3-
in)meTun]niponignH-3-inimeTaHcynbdhoHamig

o PO34MHY N-((2S,3R)-4,4-gudpTop-2-((2-dpT0op-[1,1'-6icheHin]-3-in)meTmn)niponianH-3-
in)MmeTtaHcynbgoHamigy rigpoxnopmay (35,0 mr) Ta 6iumkno[1,1,1]neHTaH-1-kapOoHoBOI kucnotn (9,17 mkn)
B OM® (1,5 mn) pogaBann HATU (47,4 wmr) Ta DIPEA (0,058 mn) npu kimHaTHin TemnepaTypi. Cymiw
nepemillyBany npoTAromM Hodi Npu KiMHaTHIN Temnepatypi. Cymiw racunun BOAHWM HAaCUYEHUM PO3YMHOM
aMoHilo xnopuay Ta ekctparyBanum EtOAc. OpraHiyHui Wwap BigoKpemIioBanu, NpoMmMBanvM BOAOK Ta
HacM4YeHVM CONbOBUM PO3YMHOM, CYLUMIWM Hag MarHito cynb@aTtoM Ta KOHUEHTPYBanu Npu 3HUKEHOMY
TUCKY. 3anuLIOK YMCTUAM 3 BUKOPUCTaHHSAM KOJOHKOBOI xpomatorpadii (NH cunikarenesoi, entonoBaHoi



cymiwwo EtOAc/rekcaH), oTpumytoum HassaHy crnonyky (33,2 wmr).

1H AMP (400 MT'u, CDCls) & 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 (7TH, m).

Mpuknag 79

N-[(2S,3R)-4,4-gndtop-2-[(2-dpTop[1,1'-6ideHin]-3-in)meTnn]-1-(okceTaH-2-kapOoHin)niponiguH-3-
inJmeTaHcynbOHaMig 3 MEHLUNM YacOM YTPUMaHHS

o PO34MHY N-((2S,3R)-4,4-gudpTop-2-((2-dpT0p-[1,1'-6icheHin]-3-in)MeTmn)niponianH-3-
in)MmeTaHcynbgoHamiay rigpoxnopugy (110 mr) Ta okceTaH-2-kapboHoBoi kucnotu (0,026 mn) 8 AM® (5 mn)
popasann HATU (149 wmr) ta DIPEA (0,183 mn) npu kiMHaTHin TemnepaTtypi. Cymiw nepemiwysanu
NpOTAroM HOYi Npu KiMHaTHIn Temnepatypi. Cymill racvunu HacMYeHUM BOAHMM PO3YMHOM HaTpilo
rigpokapboHaty Ta ekcTtparyBanu EtOAc. OpraHiyHuMi wWwap BigoKpemnioBanu, NpoMuMBanM BOAOK Ta
Hacv4YeHUM COSbOBUM PO3YMHOM, CYLUMMAWM HaL MarHito CynbdaTtoM Ta KOHUEHTpYyBanu Npu 3HUXKEHOMY
TUCKY. 3anuLIOK YMCTUAM 3 BUKOPUCTaHHAM KOFOHKOBOI xpomatorpadii (NH cunikarenesoi, entonoBaHoi
cymiwwio EtOAc/rekcaH), Ta NOTiM 3 BUKOPUCTaHHAM npenapaTtusHoi BEPX, oTpumytoun HasBaHy cnonyky
(33,2 wr).

1H AMP (300 MI'u, AMCO-ds) & 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).

Mpuknag 81

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-0icdbeHin]-3-in)metun]-4,4-gndpTop-1-((2R)-okceTaH-2-
kapOoHin)niponiguh-3-in]jmetaHcynbgoHamig

o pO34MHY N-{(2S,3R)-2-[(2,3"-andTop[1,1'-6idbeHin]-3-in)meTnn]-4,4-gudpTopniponignH-3-
in}metaHcynbdoHamigy rigpoxnopuay (100 mr) Ta okceTaH-2-kapboHoBoi kucnotu (0,023 mn) B AM® (2 mn)
pogasann HATU (130 mr) ta DIPEA (0,159 mn) npu kimHaTHin Temnepatypi. Cymiw nepemiwysanu npu
KiMHaTHin Temnepatypi npoTtarom 1 roa. Cymiw racunM HaCUYEHUM BOAHUM PO3YMHOM  HaTpIto
rigpokapboHaTy Ta ekctparyBanu EtOAc. OpraHiyHui wap BigokpemnioBanu, npomMusBanu BoOAOK Ta
HacM4YeHUM COMbOBUM PO3YMHOM, CYLUMAWM HaL MarHito cynbdaTtoM Ta KOHUEHTPYBanu Npu 3HUXEHOMY
TUCKY. 3anuwIoK YUCTUIIM 3 BUKOPUCTaHHAM KOMOHKOBOI xpomatorpaddii (NH cunikarenesoi, entonoBaHoi
cymiwwo EtOAc/rekcaH), oTpuMytoum HasBaHy crnonyky (41 mr).

1H AMP (400 MI'y, AMCO-ds) 6 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-kapOoHin)-4,4-gudtop-2-[(2,3',5'-TpudTop[1,1'-6icheHin]-3-
in)meTun]niponignH-3-in}meTaHcynbdoHamig

A) N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-kapBoHin)-2-[(3-xnop-2-pTopdeHin)meTnn]-4,4-
andTopniponianH-3-inimeTaHcynbgoHamig
o CyMiLLi 3 N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTnnl-4,4-gucpTopniponignH-3-

in}metaHcynbdoHamigy rigpoxnopuay (157 mr), 6iumkno[1,1,1]neHTaH-1-kapboHoBoi kucnotu (55,7 mr), TEA
(209 wr) Ta AM® (4 mn) gogasann HATU (236 mr) npu KimHaTHIn Temnepatypi. Cymiw nepemiwysanv npu
KIMHaTHIn TemnepaTypi npotdarom 1 rog., 4O Cymiwi gogaBanu BOAY, Ta HEPO3YMHHY pPevyoBUHY 30upanu
iNbTPyBaHHAM, OTPUMYKOUM Ha3BaHy cnonyky (180 mr).

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

B) N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-kapOoHin)-4,4-gudpTop-2-[(2,3',5'-Tpudptop[1,1'-6icheHin]-3-
in)meTun]niponigunH-3-intmeTaHcynbdhoHamis

Cymiw 3 N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-kapOoHin)-2-[(3-xnop-2-pTopdeHin)vetnn]-4,4-
andpropniponiguH-3-intmeTtancynedoHamigy (180 wr), (3,5-gudtopdeHrin)éopoHoBoi kucnotu (130 wmr),
XPhos Pd G3 (69,8 wmr), 1 M BogHoro posuuHy kanito dpocdaty (1,24 mn) Ta DME (3 mn) nepemiwysanu npu
90 °C npotsarom 2 rof. 3anuwioK YACTUKM 3 BUKOPUCTAHHAM CuiikareneBoi KONoHKoBoi xpomaTtorpadii (NH,
EtOAc/rekcaH), Ta noTtim cunikareneBoi KOnMoHkoBoi xpomaTtorpadii (EtOAc/rekcaH). OTpumaHmin 3anuvLiok
KpucTanidysanu 3 CyMilli eTaHon/Boaa, OTpMMYOUM Ha3BaHy cnonyky (121 wr).

H AMP (400 My, AMCO-ds) & 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-gncbTop-2-[(3'-dpTOp[1,1'-6icheHin]-3-in)meTnn]-1-[(2R)-okconaH-2-kapboHin]niponignH-3-
in}eTaHcynbgoHamig

[0002]

A) TpeT-6yTUn(2S,3R)-3-[(eTaHcynbdoHin)amiHo]-4,4-gudTop-2-[(3'-cpTop[1,1'-OicpeHin]-3-
in)MmeTtun]niponignH-1-kapbokcunar

Cymiw 3 TpeT-0yTnn(2S,3R)-2-[(3-xnopdeHin)metnn]-3-[(eTaHcynbdoHin)amiHo]-4,4-gudTopniponignH-
1-kapbokcunaty (97 wr), (3-dpTopdeHnin)oopoHoBoi kucnotn (46,4 mr), XPhos Pd G3 (18,7 mr) Ta 1 M
BOAHOrO po34uHy kanito gocdaty (0,663 mn) B TId (1 mn) Harpisanm npyn 80 °C B aTmocdepi asoTty
npotarom 3 rod. Cymiw 4McTMnM 3 BUKOPUCTAHHSAM KOMOHKOBOI xpomartorpadiii (NH cunikarenesoi,
entonosaHoi cymiwwo EtOAc/rekcaH), oTpumytodn HassaHy cnonyky (100 mr).



MC: [M-H]- 497,2.

B) N-{(2S,3R)-4,4-gnTop-2-[(3'-pTop[1,1'-6icpeHin]-3-in)meTnn]niponiamH-3-injetaHcynsdoHamigy
rigpoxnopua

CymiLw 3 TpeT-6yTUn(2S,3R)-3-[(eTaHcynbgoHin)amiHo]-4,4-gudTop-2-[(3'-pTop[1,1'-OicdpeHin]-3-
in)MmeTtun]niponignH-1-kap6okcunaty (100 mr) Ta 4 M po3unHy HCI/CPME (5 mn) nepemiwyBanu npoTsrom
HOYi npwu KiMHaTHIN TemnepaTypi. CyMill KOHLUEHTpyBanu MNpu 3HWKEHOMY TUCKY, OTPMMYKOYM Ha3BaHy
crnonyky (86 mr).

MC: [M+H]* 399,0.

C) N-{(2S,3R)-4,4-gudptop-2-[(3'-pTop[1,1'-6ideHin]-3-in)meTnn]-1-[(2R)-okconaH-2-kapboHin]niponiamH-
3-injeTaHcynbcoHamig

HATU (22,7 wmr) popaBanm pgo  posumHy  N-{(2S,3R)-4,4-gudptop-2-[(3'-cpTop[1,1'-GicbeHin]-3-
in)meTtun]niponiguH-3-injetancynbgoHamingy rigpoxnopugy (20 wr), (R)-teTparigpodypaH-2-kapboHOBOI
kucnotu (6,94 mr) Ta TEA (0,032 mn) 8 AM® (1 mn) npu KiMHaTHIn Temnepatypi. Cymiw nepemiwysanv npu
KiMHaTHIN TemnepaTypi B cyxin atmoccepi npotarom 30 xB. Cymiwl racunm HacU4YeHUM BOAHUM PO34YMHOM
HaTpito rigpokapboHaTy npu KiMHaTHIK TemnepaTtypi Ta ekctparyBanu EtOAc. OpraHiyHuii wap
BiJOKpeMIioBanu, NpoOMMBaNM HaCWYEHVMM COMbOBMM PO3YMHOM, CYLUMNW Hag MarHito cynbcatom Ta
KOHLUEHTPYBanu npu 3HMWKEHOMY TUCKY. 3anmLLIOK YACTUIN 3 BUKOPUCTAHHSAM KOMOHKOBOT xpomaTtorpadii (NH
cunikarenesoi, entonosaHoi cymiwwto EtOAc/rekcaH), oTpumyroum HassaHy cnonyky (18,0 mr).

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

Mpuknag 91

N-{(2S,3R)-4,4-gndTop-1-((2R)-0KCETaH-2-KapboHin)-2-[(2,3',5'-TpndTop[1,1'-6icdeHin]-3-
in)meTun]niponignH-3-in}meTaHcynbdoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)metnn]-4,4-andTop-1-((2R)-okceTaH-2-kapboHin)niponignH-3-
in]meTaHcynboHamig

o CyMiLi 3 N-{(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4,4-gucptopniponignH-3-
in}metaHcynboHamigy rigpoxnopugy (188 mr), okceTaH-2-kapb6oHoBoOi kucrnotu (60,7 mr), TEA (251 mr) Ta
OM® (4 mn) pogasanu HATU (283 wmr) npu kimHaTHiM Temnepatypi. Cymill nepemiwyBanu npu KiMHaTHin
TemnepaTypi NpoTsirom 6 rod., 4o CyMili gogasanu Boay, Ta cymiw ekctparyBanu EtOAc. OpraHidHni wap
BiJOKpeMItoBanu, NpoM1MBany HacM4eHUM BOAHMM PO34YMHOM HATPIto rigpokapboHaTy, BOAOK Ta HACUYEHNM
CONMbOBUM PO3YMHOM, CyIMNN Hag Oe3BOAHMM MarHito cynbgaTom, Ta KOHLEHTPYBanu Mpu 3HMKEHOMY
TUCKY. 3anuLloK YUCTUNM 3 BUKOPUCTAHHAM cunikarenesol KonoHkoBoi xpomatorpadii (EtOAc/rekcaH), Ta
noTiM cunikarenesoi konoHkoBoi xpomaTorpadii (NH, EtOAc/rekcan), Ta notim BEPX (konoHka: L-KonoHka2
ODS (3,0 mm B.A. x50 MM, 3 MmkM), pyxoma ¢asa: Boga/CHsCN (ska mictute 5 MM amoHilo aueTtarty)),
OTPVMYIOUUN Ha3BaHy cnonyky (65,2 Mr) 3 MEHLIMM YacoM YyTPUMAaHHS.

MC: [M+H]* 426,9.

B) N-{(2S,3R)-4,4-ancTop-1-((2R)-okceTaH-2-kapboHin)-2-[(2,3",5'-TpudTop[1,1'-GicdbeHin]-3-
in)meTun]niponignH-3-in}meTaHcynbgoHamig
CymiLw 3 N-[(2S,3R)-2-[(3-xnop-2-pTopdeHrin)meTtun]-4,4-audpTop-1-((2R)-okceTaH-2-

kapboHin)niponiguH-3-injmetaHcynedoHamigy (30 wmr), (3,5-gudTopdeHin)doopoHoBoi kucnotn (22,2 Mr),
XPhos Pd G3 (11,9 mr), 1 M BogHoro posuuHy kanito docdarty (0,211 mn) ta TId (0,5 mn) nepemiwysanu
npyu 90 °C npotarom 4 rog. Cymiwl YUCTUNN 3 BUKOPUCTAHHAM cumikareneBol KOMOHKOBOI XpomaTorpadii
(NH, EtOAc/rekcaH), Ta nepekpuctanizoyBanu 3 cymiwli EtOAc/rekcaH, oTpumMytoum HasBaHy cnonyky (27,6
Mr).

1H AMP (400 Ml'y, CDCls) 6 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-gndpTop-1-((2S)-0oKkceTaH-2-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-6icdeHin]-3-
in)metun]niponignH-3-in}meTaHcynbdoHamig

HATU (43,7 wmr) popaBanu po posdnHy N-{(2S,3R)-4,4-gudtop-2-[(2,3',5'-TpudpTop[1,1'-6idpeHin]-3-
in)metun]niponignn-3-in}metaHcynbdoHamigy rigpoxnopuay (35 Mr), okceTaH-2-kapOoHOBOi kucrotn (9,39
mr) Ta TEA (0,053 mn) B8 AM® (0,5 mn) npu kiMHaTHIn Temnepatypi. Cymil nepemillyBanu npu KiMHaTHIN
TemnepaTypi npotarom 30 xB., Ta NOTIM 4O CyMilli gogaBanu 0OOATKOBY OKCEeTaH-2-kapbOHOBY KMCMOTY
(9,39 wmr). Cymiw nepemiwyBanu npu KiMHaTHi Temnepatypi npotsirom 30 xB. Cymiw po36aensinv Bogot Ta
ekcTparyBanu EtOAc. EKCTpakT npoMmuBanu HacM4eHMM BOAHMM PO34YMHOM HaTpito rigpokapboHaTty, BOOoH
Ta HaCMYeHMM COSIbOBMM PO34YMHOM, CYLLMAN HaA MarHito cynbatom, pinbTpyBanu Ta KOHUEHTpYyBanu npu
3HMKEHOMY TUCKY. 3anuvuoK YMCTUIM 3 BUKOPUCTAHHAM KOJIOHKOBOI Xpomartorpadii  (cunikarenesoi,
entoroBaHoi cymiwwto EtOAc/rekcaH), oTpumMytoum Ha3BaHy crnonyky (10,4 mr).

1H AMP (300 MI'y, CDCls) 6 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-audTop[1,1'-6idpeHin]-3-in)meTun]-4,4-andTop-1-(2-meTunnponaHoin)niponignH-3-



inJeTaHcynbdoHamia

Oo CyMmiLLi 3 N-{(2S,3R)-2-[(2,3"-andTop[1,1'-BicheHin]-3-in)meTun]-4,4-aucTopniponigmH-3-
injetaHcynbdoHamigy rigpoxnopuay (15,2 wr), DIPEA (21,7 wmr) ta Tr® (0,5 mn) popasanu 2-
mMeTunnponaHoinxnopug (5,36 Mr) npu KiMHaTHIN Temnepatypi. Cymilw nepemillyBanu NpOTAroM HoYi Mpu
KiMHaTHIN TemnepaTypi, 40 CyMilli AoAaBany HacUYeHUIn BOAHWIA PO34YMH HATPIlO rigpokapboHaTy, Ta cymill
ekcTparyBanu EtOAc. OpraHiyHui wap BigoKpeMmBanu, NpoMuBanyi HaCUYEHWM COMbOBUM PO3YMHOM,
cywunu Hag 6e3BO4HUM MarHito cynbaTom, Ta KOHLEHTPYBanuM Npy 3HWKEHOMY TUCKY. 3anuLIOK YACTUMM 3
BMKOPUCTAHHSIM cuiikareneBoi KONoHKoBOI xpomaTtorpadii (EtOAc/rekcaH), oTpMMytouM HasBaHYy CroyKy
(13,6 mr).

1H AMP (400 MI'u, AMCO-ds) & 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).

Mpuknag 97

N-[(2S,3R)-4,4-andpTtop-2-[(3'-dpTop[1,1'-6ideHin]-3-in)meTnn]-1-(2-meTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

HATU (20,46 wmr) popasanu  go  posumHy  N-{(2S,3R)-4,4-gudptop-2-[(3'-cpTop[1,1'-BicheHin]-3-
in)metun]niponignn-3-injetTaHcynbdoHamigy rigpoxnopuay (18 mr), isomacnsHoi kucnotu (5,47 mr) Ta TEA
(0,029 mn) B AM® (0,5 mn) npu KimHaTHIA TemnepaTypi. Cymiw nepemilyBanu npy KiMHaTHI TeMnepaTypi B
cyxin atmocdepi npotarom 30 xB. CyMill racunu HacM4YeHMM BOAHMM PO34YMHOM HaTpito rigpokapboHaTy npu
KiMHaTHIN TemnepaTypi Ta ekcTparyBann EtOAc. OpraHiuHuiA Wwap BigokpemnoBanu, NpoMmnBany Hacu4eHnm
CONMbOBUM PO34YMHOM, CYLLMIN Haf, MarHito cyrnbdatoM Ta KOHUEHTPYBanu npu 3HWXKEHOMY TUCKY. 3anuLiok
YACTUMM 3 BMKOPUCTaHHAM KOMOHKOBOI xpomaTtorpadii (NH cunikareneBoi, enornoBaHOi CyMiLLLLO
EtOAc/rekcaH), oTpMMytoun Ha3BaHy cnonyky (12,0 mr).

1H AMP (400 MI'y, AMCO-ds) 6 0,11-1,38 (9H, m), 1,75-2,04 (1H, ™), 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'-BicbeHin]-3-in)metnn]-4,4-gndTop-1-(2-MmeTrnnponaHoin)niponiamH-3-
inJmeTaHcynbdoHamig

o pPO34nHy N-{(2S,3R)-2-[(2,3"-gnudTop[1,1'-6idbeHin]-3-in)meTnn]-4,4-gudpTopniponignH-3-
in}metaHcynbcoHamigy rigpoxnopugy (20 wmr) Ta isomacnsHoi kucnotu (3,95 mkn) B AM® (0,5 mn)
popasann HATU (26,0 mr) Ta DIPEA (0,032 mn) npu kiMHaTHin TemnepaTtypi. Cymiwl nepemiwysanu npwu
KiMHaTHIN Temnepatypi npotdarom 1 rog. Cymiw racunu HacM4YeHUM BOAHWM PO3YMHOM HaTpito
rigpokapboHaTy Ta ekctparyBanmu EtOAc. OpraHiyHui wap BigokpemnioBanu, nNpoMuBanu BoAOK Ta
HacM4YeHUM COMbOBUM PO3YMHOM, CYLUMMWM Hag MarHito cynbdaTtoM Ta KOHLUEHTPyBanuM Npu 3HUXKEHOMY
TUCKY. 3anuwIoK YUCTMIIM 3 BUKOPWUCTaHHAM KOMOHKOBOI xpomatorpacdii (NH cunikarenesoi, entonoBaHoi
cymiwwo EtOAc/ rekcaH), oTpumytoum HassaHy crnonyky (16 mr).

1H AMP (400 MI'y, AMCO-ds) 6 0,17-0,92 (6H, m), 1,11-1,94 (1H, ™), 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-dpTop[1,1'-6ideHin]-3-in)metun]-1-(2-meTunnponaHoin)niponiguH-3-
inJetaHcynbdoHamia

o pPO3YunHY N-((2S,3R)-4,4-gndTop-2-((2-dpTOp-[1,1'-6icheHin]-3-in)meTnn)niponignH-3-
in)eTaHcynbdoHamigy rigpoxnopuay (30 mr) Ta isomacngaHoi kucnotu (7,29 mr) 8 AM® (0,5 mn) gogasanu
HATU (39,3 mr) tTa DIPEA (0,048 mn) npu kiMmHaTHIn Temnepatypi. Cymill nepemillyBanu npu KiMHaTHIn
TemnepaTypi npotsarom 1 rog. Cymiw racunyM HacMyYeHMM BOAHUM PO3YMHOM HaTpilo rigpokapboHaTty Ta
ekctparyBanu EtOAc. OpraHiyHum wap BigokpemmnoBanu, NpoMuBani BOAOK Ta HACUYEHUM COJSIbOBUM
PO34YMHOM, CYLUWMM Had MarHito CynbdaTtoM Ta KOHLEHTPYBanu nNpu 3HMXKEHOMY TUCKY. 3anuLioK YACTUM 3
BMKOPUCTaHHAM KOMoHKoBOi xpomatorpadii (NH cunikarenesoi, emonosaHoi cymiwwio EtOAc/ rekcan),
OTPMMYIOUM Ha3BaHy crnonyky (29,0 wr).

1H AMP (400 Ml'u, AMCO-ds) & 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'-0icdbeHin]-3-in)metun]-4,4-andTop-1-(2-MeTMANPONaHoin)niponiamH-3-
inJetaHcynbdoHamia

A) N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-audtop-1-(2-meTrnnponaHoin)niponiamH-3-
inJetaHcynbdoHamia

o pPO34MHYy N-{(2S,3R)-2-[(3-xnopdeHin)metnn]-4,4-gnctopniponignH-3-intetaHcynbgoHamigy
rigpoxnopuay (128 wmr) Ta isomacnsHoi kucrnotu (0,038 mn) B AM® (5 mn) gogaBann HATU (195 wmr) Ta
DIPEA (0,238 mn) npu kiMHaTHIn Temnepatypi. Cymiw nepemillyBanyM nNpOTArOM HOYI NpW KiMHAaTHINA
TemnepaTypi. Cymilwl racunu BOOAHWM HaCUMYEHWM PO34YMHOM aMoHito xropuay Ta ekctparyBanu EtOAc.
OpraHiyHui Wap BigokpemnoBanu, NPOMMBaNM BOLOK Ta HACUYEHUM CONbOBMM PO3YMHOM, CYLUUMW Hag
HaTpilo cynbdaToM Ta KOHUEHTPyBanu Mpu 3HWKEHOMY TWUCKY. 3anuwoK YMCTUNN 3 BUKOPUCTAHHAM
KOnoHkoBoiI xpomatorpadii (NH cunikarenesoi, entonosaHoi cymiwo EtOAc/rekcaH), oTpUMyo4n Ha3BaHy



cnonyky (108 wmr).

MC: [M+H]* 409,0.

B) N-[(2S,3R)-2-[(3',5'-andTop[1,1'-BicbeHin]-3-in)meTun]-4,4-audtop-1-(2-meTrnnponaHoin)niponianH-3-
inJetaHcynbcoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTun]-4,4-gudpTop-1-(2-MeTunnponaHoin)niponignH-3-
inJetaHcynbgoHamiay (17 wmr), (3,5-andTopdeHin)éopoHoBoi knucnotu (13,1 mr), XPhos Pd G3 (3,52 mr) Ta
1 M BogHoro posunHy kanito docdgaty (0,125 mn) B DME (1 mn) nepemiwyBanu npotarom Houi npu 80 °C.
Micns oxonomKkeHHs 3HOBY A0 KiIMHATHOI TemnepaTypu, po3unH posbaensanu EtOAc Ta cywunun Hag HaTpito
cynbdatom. llicna BuaaneHHs pPo3YMHHUKA MPU 3HWKEHOMY TUCKY, 3aIULLIOK YMCTUIN 3 BUKOPUCTAHHAM
KONMOHKOBOI xpomartorpadii (cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpumyroum HasBaHy
cnonyky (18,2 wmr).

1H AMP (400 MI'u, AMCO-ds) & 0,12-0,98 (6H, m), 1,03-1,88 (4H, m), 2,53-3,24 (4H, wm), 3,81-4,23 (2H,
M), 4,36-4,63 (2H, m), 7,16-7,78 (7TH, m), 8,12-8,32 (1H, m).

Mpuknag 121

N-{(2S,3R)-4,4-gndT0op-1-((2R)-0KCETaH-2-KapboHin)-2-[(2,2',3'-TpudTop[1,1'-6icdeHin]-3-
in)meTun]niponignH-3-in}meTaHcynbgoHamig

CyMmiL 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-andptop-1-((2R)-okceTaH-2-
kapboHin)niponiguH-3-injmetaHcynedoHamigy (17 wr), (2,3-gudtopdeHin)déopoHoBoi kucnotn (12,6 wr),
XPhos Pd G3 (6,74 wmr) Ta 1 M BogHoro po3uuHy kanito doccaty (0,119 mn) B TFP (0,5 mn) nepemiwyBanm
npn 90 °C B repmeTm3oBaHin npobipui npotsrom 1 rod. Cymill YMCTUNU 3 BUKOPUCTAHHSIM KOJIOHKOBOT
xpomaTtorpadii (NH cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH), oTpumyloum Ha3BaHy CrnOMyKy
(15,3 wmr).

1H AMP (400 MT'u, CDCIs) 6 2,67-3,30 (7H, m), 3,67-3,93 (1H, m), 4,18-5,20 (7H, m), 7,06-7,49 (6H, m).

Mpuknag 122

N-{(2S,3R)-4,4-gndTop-1-((2R)-0KCETaH-2-KapboHin)-2-[(2,2',5'-TpndTop[1,1'-6icdeHin]-3-
in)metun]niponigmu-3-in}metaHcynbdoHamig

CyMmiL 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-andptop-1-((2R)-okceTaH-2-
kapboHin)niponignu-3-injmetaHcynedoHamigy (17 wr), (2,5-gudtopdeHin)déopoHoBoi kucnotn (12,6 wmr),
XPhos Pd G3 (6,74 wmr) Ta 1 M BogHoro po3uuHy kanito docdaty (0,119 mn) B TIP (0,5 mn) nepemiwyBanm
npu 90 °C B repMmeTusoBaHi npobipui npotarom 1 rog. Cymiw 6e3nocepegHbO YNCTUIN 3 BUKOPUCTAHHAM
KonoHkoBoi xpomatorpadii (NH cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpuMmytoun Ha3BaHy
cronyky (10,9 wr).

1H AMP (400 MI'y, CDCIz) 6 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-dpTop[1,1'-6ideHin]-3-in)meTun]-1-(okceTaH-2-kapOoHin)niponignH-3-
inJumrknonponaHcynbgoHamig 3 MEHLUMM HYacoM YyTPUMaHHS

A) TpeT-6yTun(2S,3R)-3-[(unknonponaHcynbdoHin)amiHol-4,4-andTop-2-[(2-dTop[1,1'-6ideHin]-3-
in)meTtunniponignH-1-kapbokcunat

LinknonponaHcynedoHinxnopua (0,081 mn) gogaBanu 4o nepemillyBaHoOro posdvHy Tpet-oytun(2S,3R)-
3-amiHo-4,4-gndTop-2-((2-dTop-[1,1'-6icheHin]-3-in)meTnn)niponiguH-1-kapbokcunaty (130 wmr) ta TEA
(0,178 mn) B TI'® (2 mn) npu kiMHaTHIN TemnepaTtypi. CyMil nepemiwlyBanu npu Takii camin TemnepaTtypi
NpoTAroM Houi, HarpiBanu ax pgo npu 70 °C Ta nepemiwysanu npotarom 1 rog. [doaatkosuid
uuknonponaHcynbgoHinxnopmng (0,081 mn) 1ta TEA (0,178 wmn) popaBanu [0 CyMmiwi, Ta cymiw
nepemiwysann npotarom Hodi npyu 70 °C. PeakuiiHy Cymill 4YACTUNKN 3 BUKOPUCTAHHSIM KOJTOHKOBOT
xpomartorpadii Ha cunikareni (entornoBaHoi cymiwiwo EtOAc/rekcaH), oTpumytoum HasBaHy cnonyky (130 mr).

MC, 3HangeHo: 411,1.

B) N-{(2S,3R)-4,4-gndTop-2-[(2-dTOp[1,1'-6ideHin]-3-in)meTnn]niponianH-3-
infuuknonponaHcynboHaMiay rigpoxnopua

Cymiw 3 TpeT-6yTnn(2S,3R)-3-[(umknonponaHcynbdoHin)amiHol-4,4-andtop-2-[(2-dbTop[1,1'-6icdeHin]-3-
in)metun]niponignnH-1-kapbokcunaty (186 mr) Ta 4 M po3unHy HCI/CPME (4,0 mn) nepemiwyBany npoTsrom
HOYi NpW KiMHaTHIA TeMnepaTypi, Ta KOHLEHTPYBanM Mpu 3HWKEHOMY TUCKY, OTPMMYIOHYN Ha3BaHy CMOMyKy
(150 wr).

MC: [M+H]* 411,1.

C) N-[(2S,3R)-4,4-gudpTop-2-[(2-dpTop[1,1'-6idpeHin]-3-in)meTun]-1-(okceTaH-2-kapOoHin)niponignH-3-
inJunknonponaHcynbgoHaMig 3 MEHLLMM YacoM YyTPUMaHHS

o cyMmiLwi 3 N-{(2S,3R)-4,4-gudTop-2-[(2-dTOp[1,1'-BicheHin]-3-in)meTun]niponignH-3-
infunknonponaHcynbgoHamigy rigpoxnopugy (80,0 mr), okceTaH-2-kapboHoBOi kucnotu (29,3 mr), HATU
(117 mr) Ta JM® (2,0 mn) gogasanu DIPEA (0,200 mn) npu kiMHaTHin TemnepaTtypi. Cymiw nepemilyBanm
npu KiMHaTHIN Temnepatypi npotarom 1 rog. [Jo cymiwi gogaBann HacUYeHUM BOLHUWA PO3YMH HaTpilo
rigpokapboHaty, Ta cymiw ekctparyBanu EtOAc/rekcaH. OpraHiyHWiA Lap BigoKpemmoBanu, npoMuBanm
BOAOKD Ta HACUYEHUM COMbOBUM PO3YMHOM, CYLUMNW Hag HaTpilo cynbdaToMm Ta KOHUEHTpyBanu npwu



3HMKEHOMY TUCKY. 3anuiioK YMCTUAM 3 BUKOPUCTAHHAM KOMOHKOBOI Xpomatorpadii (cunikarenesor,
entonosaHoi cymiwwo EtOAc/rekcaH, noTim NH cunikarenesol, entonoBaHoi cymiwwio EtOAc/rekcaH),
OTPVMYIOUUN Ha3BaHy crnonyky (21,2 wmr).

1H AMP (400 MI'u, 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'-6ideHin]-3-in)metnn]-4,4-andTop-1-(okceTaH-2-kapOboHin)niponignH-3-
inJunknonponaHcynboHaMig 3 MEHLLUMM YacoOM YyTPUMaHHS

A) TpeT-6yTun(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metmn]-3-[(unknonponaHcynb@oHirn)amiHo]-4,4-
andpropniponiguH-1-kapbokcunat

Oo cymiwi 3 TpeT-6yTnn(2S,3R)-3-amiHo-2-[(3-xnop-2-chTopceHin)meTtun]-4,4-audTopniponianH-1-
kapbokcunarty (100 mr), TEA (83 mr) Ta TI® (3 mn) gogasanu umknonponaHcynbdoHinxnopug (96 mr) npm
KiMHaTHIN TemnepaTtypi. Cymiw nepemiwyBann npotsarom Houi npu 70 °C, Ta YMCTUNM 3 BUKOPUCTAHHAM
cunikareneBoi konoHkoBoi xpomatorpadii (EtOAc/rekcaH), oTpumytoum Has3BaHy cnonyky (75 mr).

MC: [M-H] 467,0.

B) N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gnudtopniponignH-3-injumknonponaHcynsgoHamigy
rigpoxnopua

Cymiw 3 T1peT-6yTnn(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metnn]-3-[(unknonponaHcynbdoHin)amiHol-4,4-
andTopniponianH-1-kapbokcunaTty (328 mr) Ta 4 M rigpoxnopugHoro CPME po3uuHy (6 mn) nepemiwysanm
npy KiMHaTHIN Temnepatypi NnpoTsirom 4 rog. Hepo3unMHHy pevoBUHY 30Mpanu QinbTpyBaHHSAM, OTPUMYHOYM
HasBaHy cnonyky (240 wr).

MC, sHangeHo: 369,0.

C) N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)meTunn]-4,4-andTop-1-(okceTaH-2-kapboHin)niponianH-3-
injunknonponaHcynbOoHaMig 3 MEHLLUM YacoM YTPUMaHHs (OTpMMaHun 3 BukopuctaHHam BEPX (konoHka:
L-KonoHka2 ODS (3,0 mm B.A4. x50 mMm, 3 MKM), pyxoma dasa: Boga/CHsCN (ska mictute 5 MM amoHito
auerar)))

o CyMiLli 3 N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gucpTopniponignH-3-
infumknonponaHcynedoHaMigy rigpoxnopuay (35 mr), okceTaH-2-kapboHoBoi kucnotu (13,2 mr) Ta JM® (1,5
mn) pogasanu HATU (49,3 wmr) Ta DIPEA (44,6 mr) npu KimHaTHin TemnepaTypi. Cymiw nepemiwysanu
NPOTAroM HoYi NpW KiMHATHIM TemnepaTypi, OO CyMiWwi AodaBany HacWYeHWA BOAHWUA PO3YMH aMOHito
xnopuay, Ta cymiw ekctparysanu EtOAc. OpraHiyHui Lwap BigokpemroBanu, npoMuBann BOAOK Ta
HacM4YeHVM CONbOBUM PO3YMHOM, Cywunu Hag 6e3BodHMM HaTpilo cynbgaTom, Ta KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuwioK YMCTUNM 3 BMKOPUCTaHHAM CuMikareneBoi KOMOHKOBOI Xpomartorpadii
(EtOAc/rekcaH), oTpumytoum HasBaHy cnonyky (11 mr).

MC: [M+H]* 453,1.

D) N-[(2S,3R)-2-[(2,3-andTop[1,1'-6ideHin]-3-in)meTun]-4,4-audtop-1-(okcetaH-2-kapboHin)niponiguH-
3-injumknonponaHcynsdoHamif 3 MEHLLUM YacoM YTPUMaHHS

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-4,4-audtop-1-(okceTaH-2-kapboHin)niponignH-3-
inJurknonponaHcynbgoHamigy (10 Mr) 3 MEHLUUMM YacoOM YTPUMaHHA (OTpuMaHun 3 BukopuctaHHam BEPX
(konoHka: L-KonoHka2 ODS (3,0 mMm B.A4. X50 MM, 3 MKM), pyxoma dasza: sBoga/CHsCN (gka mictute 5 MM
aMoHito aueTtar))), (3-dbTopdeHin)bopoHoBoi kucnotu (6,18 mr), Xphos Pd G3(1,87 wmr), 1 M BogHoro
po34unHy kanito docdaty (0,066 mn) Ta DME (0,5 mn) nepemiwysanu npotarom Houi npu 80 °C. Cymiw
oXxonompKyBanu 0o KiMHaTHOI TemnepaTtypu, Ta o Hei gogaBanu EtOAc. Cymiw cywunu Hag 6e3BogHUM
HaTpilo cynbdaToM, Ta KOHUEHTPYBanuM MPU 3HWKEHOMY TWUCKY. 3anuoK YUCTUAM 3 BUKOPUCTaHHSAM
cunikareneBoi kornoHkoBoi xpomatorpadii (NH, EtOAc/rekcaH), oTpumyroum HassaHy cnonyky (3,6 wmr).

1H AMP (400 MI'y, CDCIz) 6 0,91-1,21 (4H, m), 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'-BicbeHin]-3-in)metun]-4,4-gndTop- 1-(2-MeTnnnponaHoin)niponiamH-3-
in]meTaHcynbdoHamig

A) N-{(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-audtopniponiguH-3-injMetaHcynbgoHamiay rigpoxnopua

Cymiww 3 TpeT-6yTun(2S,3R)-2-[(3-xnopdeHin)meTtnn]-4,4-gucptop-3-
[(meTaHcynbdoHIN)amiHo]niponiguH-1-kapbokcunaty (187 mr) 1a 4 M posunHy HCI/CPME (5 wmn)
nepemiwyBanu npu KiMHaTHIN TeMnepaTypi NpoTaroM 2 rog. TBepay peyoBUHY 30Mpanu ginbTpyBaHHAM,
OTPUMYIOUM Ha3BaHy cnonyky (145 wmr).

MC: [M+H]* 325,0.

B) N-[(2S,3R)-2-[(3-xnopdeHin)meTnn]-4,4-gudtop-1-(2-MmeTnnnponaHoin)niponigmH-3-
inJmeTaHcynbdoHamig

o pPO34MHYy N-{(2S,3R)-2-[(3-xnopdeHin)metnn]-4,4-andTopniponianH-3-intmeTaHcynbdoHamigy
rigpoxnopuay (51,1 mr) ta isomacnsaHoi kucnotu (0,020 mn) B AMP (2 mn) gogasann HATU (81 wmr) Ta
DIPEA (0,099 mn) npu kiMHaTHIn Temnepartypi. Cymilw nepemiwyBanu npoTSAroM HOYi NpU KiMHaTHIN
TemnepaTypi. Cymill racunu BOAHWM HaCUYEHMM PO3YMHOM aMoOHilo xropuay Ta ekctparyBanu EtOAc.



OpraHiyHui Wap BigokpemnioBanu, NPoMmBanyu BOLOK Ta HAaCUYEHUM COMbOBMM PO3YMHOM, CYLUUAW Hang
HaTpilo cynbdaToM Ta KOHUEHTPYyBanu Mpu 3HWKEHOMY TUCKY. 3anuoK YUCTUIIM 3 BUKOPUCTAHHAM
KONMOHKOBOI xpomartorpadii (cunikarenesoi, entonoBaHol cymiwwio EtOAc/rekcaH), oTpumyrouM HasBaHy
cronyky (53,0 wr).

MC: [M+H]* 395,0.

C) N-[(2S,3R)-2-[(2',3"-andpTop[1,1'-6icdeHin]-3-in)meTnn]-4,4-gudtop-1-(2-meTnnnponaHoin)niponianH-
3-in]meTaHcynbgoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnopdeHin)meTun]-4,4-gudpTop-1-(2-MeTunnponaHoin)niponignH-3-
in]metaHcynbdoHamigy (14,5 wr), (2,3-gudtopdeHin)bopoHoBoi kucnotu (11,6 mr), XPhos Pd G3 (3,11 mr)
Ta 1 M BogHoOro posuuHy kanito goccaty (0,110 mn) 8 DME (0,5 mn) nepemiwysanu npu 80 °C npoTtarom 2
rog. NMicns oxonogXeHHs 3HOBY A0 KiMHATHOI TeMnepaTtypu, PO34YNHHUK BUAANANN NPU 3HUXKEHOMY TUCKY, Ta
3anuLOK YNCTUNKU 3 BUKOPUCTaHHAM KOMNMOHKOBOI xpomatorpadii (NH cunikarenesoi, entonoBaHoi CyMiLLLLIo
EtOAc/rekcaH), oTpuMyoum Ha3BaHy cnonyky (17,1 mr).

1H AMP (400 Ml'u, AMCO-ds) & 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-gndT0op-1-((2S)-0KCETaH-2-KapboHiIn)-2-[(2,2',3'-TpudTop[1,1'-bicpeHin]-3-
in)meTunniponignH-3-in}meTaHcynbgoHamig

A) N-((2S,3R)-2-(3-xnop-2-dpTopbeH3nn)-4,4-andpTop-1-((2S)-okceTaH-2-kapboHin)niponigmH-3-
in)metaHcynbgoHamig

HATU (283 wmr) gogasanu o posumHy N-((2S,3R)-2-(3-xnop-2-dptopbeHsun)-4,4-gudptopniponignH-3-
in)metaHcynbdoHamigy rigpoxnopugy (188 mr), okcetaH-2-kapboHoBoi kucnotn (60,7 mr) Ta TEA (0,345 mn)
B AM® (4 mn) npu kimHaTHIn TemnepaTtypi. Cymil nepemiwyBanu Npu KiMHaTHIA TemnepaTypi NpoTarom 6
rog. Cymiw posbasnann Bogot Ta ekctparyBanum EtOAc. EkcTpakT npomuBanu HacUY4EeHWM BOAHUM
PO34MHOM HaTpilo rigpokapboHaTy, BOOOK Ta HACUMYEHMM CONbOBMM PO3YMHOM, CYLUMMAM HaZ MarHito
cynbaTtom, inbTpyBanu Ta KOHUEHTPYBanu Npu 3HMWKEHOMY TUCKY. 3anuLoOK YNCTUAW 3 BUKOPUCTAHHAM
KONMOHKOBOI xpomaTorpadii (cunikarenesoi, entovoBaHoi cymiwwo EtOAc/rekcaH, notim NH cunikarenesoi,
entonoBaHoi cymiwwo EtOAc/rekcaH), oTpumytodn Ha3BaHy cnonyky (84,5 mr).

MC: [M+H]* 426,9

B) N-{(2S,3R)-4,4-gndTop-1-((2S)-0KceTaH-2-kapboHin)-2-[(2,2',3'-TpudTop[1,1'-6icheHin]-3-
in)MmeTun]niponigunH-3-inimeTaHcynbhoHamia

Cymim 3 N-((2S,3R)-2-(3-xnop-2-ptopbeHs3nn)-4,4-andtop-1-((2S)-okceTaH-2-kapboHin)niponigmH-3-
in)metaHcynbdoHamigy (20 mr), (2,3-andTopdeHin)bopoHosoi kucnotu (14,8 mr), XPhos Pd G3 (7,93 mr) Ta
1 M BogHOro posuuHy kanito docdarty (0,141 mn) B TId (0,5 mn) nepemiwysanm npu 90 °C B
repmeTusoBaHin npobipui npotarom 1 rod. Cymiw YUCTMRM 3 BUKOPUCTAHHAM KOJOHKOBOI XpomaTtorpadii
(NH cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpumytoum HasBaHy cnonyky (10,1 mr).

1H AMP (400 My, CDCIs) 6 2,31-3,22 (7H, m), 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-(umknonponaHkap6oHin)-4,4-gudgptop-2-[(2,3',5'-Tpudptop[1,1'-6ideHin]-3-
in)meTtun]niponigunH-3-intetaHcynbgoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-1-(umknonponaHkapboHin)-4,4-gudTopniponianH-3-
inJetaHcynbdoHamia

Ho cymiwi 3 N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-audTopniponignH-3-intetaHcynsgoHamigy
rigpoxnopuay (146 mr), umknonponaHkapboHoBoi kucnotn (47,8 mr) Ta OM® (4 mn) gogasanm HATU (211
mr) Ta DIPEA (191 wmr) npu kimHaTHIM TemnepaTtypi. Cymiw nepemiwyBany nNpoOTAroM HOMi MpY KiMHATHIN
TemnepaTypi, A0 CyMili JofaBann HaCUY4eHUn BOAHUW PO3YMH aMOHIl0 Xropuay, Ta CyMill ekcTparysanmu
EtOAc. OpraHiuyHui Wwap BigoKpemIitoBanu, NpoMmBany BOAOK Ta HACUYEHUM CONMbOBMM PO3YMHOM, CYLLUUN
Hag 6e3BOoAgHMM HaTpilo cynbdaTtoM, Ta KOHUEHTPyBamu Mpu 3HWKEHOMY TWCKY. 3anuwok 4nctunm 3
BMKOPUCTaHHAM cunikareneBoi KonoHkoBoi xpomatorpadii (NH, EtOAc/rekcaH), oTpumykouuM HasBaHy
crnonyky (144 wr).

MC: [M-H]- 423,0.

B) N-{(2S,3R)-1-(umknonponaHkap6oHin)-4,4-gucpTtop-2-[(2,3',5'-Tpudptop[1,1'-6icpeHin]-3-
in)meTtun]niponigunH-3-intetaHcynbgoHamig
Oo CyMmiLLi 3 N-[(2S,3R)-2-[(3-xnop-2-TopdeHin)meTnn]-1-(umknonponaHkapboHin)-4,4-

andpropniponiguH-3-injetaHcynegoHamigy (16,0 mr), (3,5-andtopdeHin)bopoHoBoi kucnotn (12,0 mr), 1 M
BOAHOro po3ymHy kanito gpocdary (0,116 mn) Ta DME (0,500 mn) gogaBann XPhos Pd G3 (3,2 mr) npwu
KiMHaTHIN TemnepaTypi. Cymilw nepemiwyBany NpoTsaroM Hodi B atmocdepi asoty npu 90 °C, Ta umctunm 3
BMKOPUCTAHHSAM cuikareneBoi KkoroHkoBoi xpomartorpadpii (NH, EtOAc/rekcaH), oTpumytoun HasBaHy
crionyky (15,0 wr).

1H AMP (400 MTl'u, CDCIs) 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-gudptop-2-[(2-dpTop[1,1'-6icbeHin]-3-in)meTnn]-1-(1-rigpokcmumknobytaH-1-
kapboHin)niponigun-3-in]-N,N-gumeTuncipyaHoi KucnoTtu giamig

A) TpeT-6yTUn(2S,3R)-3-[(anmeTnncynetamoin)amio]-4,4-gudpTtop-2-[(2-cpTop[1,1'-6ipeHin]-3-
in)MmeTtun]niponignH-1-kapb6okcunar

Cymiw 3 ammetuncynbgamoinxnopuay (3 mn), Tpet-0ytnn(2S,3R)-3-amiHo-4,4-gudptop-2-((2-dpTop-
[1,1'-6icbeHin]-3-in)meTun)niponignH-1-kapbokcunaty (400 mr) Ta DMAP (240 mr) nepemiwyBanu npoTarom
Houi npu 50 °C B aTmMocdepi a3oTy. PeakuitHy CyMill YNCTUINM 3 BUKOPUCTAHHSAM KOJTOHKOBOT Xpomatorpadii
(NH cunikareneoi, entoroBaHoi cymiwwto EtOAc/rekcaH), oTpumytoun HaseaHy cronyky (500 wmr).

MC: [M-H] 512,1.

B) N'-{(2S,3R)-4,4-gudTop-2-[(2-cpTop[1,1'-BicheHin]-3-in)meTun]niponigunH-3-in}-N,N-aumeTuncipyaHoi
KncnoTw diamigy rigpoxnopug

Cymiw 3 4 M posumHy HCI/CPME (12,2 mn) Ta TpeT-6yTnn(2S,3R)-3-[(ammeTuncynsdamoin)amiHo]-4,4-
andprop-2-[(2-dpTop[1,1'-6icdbeHin]-3-in)meTun]niponianH-1-kapbokcunaty (500 mr) nepemiwyBanu npoTsarom
Houi npu 45 °C B atmocdepi a3oTy. PeakuinHy cymill KOHUEHTpyBanu, Ta TBEPAi pevyoBUHU MpOMMBanu
EtOAc Ta dinbTpyBanu, oTpuMyto4n HassaHy crnonyky (435 wr).

MC: [M+H]* 414,0.

C) N'-[(2S,3R)-4,4-gudptop-2-[(2-dTop[1,1'-6icbeHin]-3-in)meTnn]-1-(1-rigpokcnumknobyraH-1-
kapboHin)niponignu-3-in]-N,N-gumeTuncipyaHoi Kucnotu giamig

Ho PO34MHY N'-{(2S,3R)-4,4-gncTop-2-[(2-dTop[1,1'-6ideHin]-3-in)meTnn]niponianH-3-in}-N,N-
anmeTuncipyaHoi kucnotu giamiagy rigpoxnopuay (20 wmr), 1-rigpokcn-umknobyraHkapboHoBoi kucnotn (5,16
mr) Ta DIPEA (7,76 mkn) B AM® (1 mn) gogasanu HATU (16,9 mr) npu kiMHaTHIn TemnepaTypi. Cymilu
nepemiwyBanu NpoTAroM HOYi NpW KiMHaTHIM TemnepaTypi. Cymiw racunu HacU4eHWM BOOHWM PO3YMHOM
HaTpito rigpokapboHaTty Ta ekctparysanu EtOAc. OpraHiyHui Wwap BigokpemnioBanu, NpoMmsanu Bodo Ta
HacM4YeHMM COSbOBUM PO3YMHOM, CYLUMAWM Had MarHito CcynbdaTtoM Ta KOHUEHTPYyBanuM Npu 3HUXKEHOMY
TUCKY. 3anuwIoK YUCTUIM 3 BUKOPUCTAHHAM KoOmoHkoBol xpomatorpaddii (NH cunikarenesoi, entonoBaHoOl
cymiwwo EtOAc/rekcaH), oTpumyroum HassaHy cnonyky (12,7 wmr).

1H AMP (400 MI'y, CDCIz) 6 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-gncdT0p-1-(2-MeTunnponaHoin)-2-[(2,3",5'-Tpudptop[1,1'-6icpeHin]-3-in)meTun]niponignH-
3-injeTaHcynbdoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)metnn]-4,4-andTop-1-(2-meTrnnponaHoin)niponignH-3-
inJetaHcynbdoHamig

Ho cymiwi 3 N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-audTopniponignH-3-injetaHcynsdoHamigy
rigpoxnopuay (47,9 wmr), isomacnsaHoi kucnotu (20,2 mr), DIPEA (0,080 mn) ta OM® (0,80 mn) gogasanu
HATU (96,2 wmr) npu kiMHaTHin TemnepaTypi. Cymiw nepemiwyBanun MpPOTAroM HOYI NpU  KiMHATHIN
TemnepaTypi. Cymiw po3baBnsanm HacUYeHNM BOOHUM PO3YMHOM HATpIlo rigpokapboHaTy Ta ekcTparysanu
EtOAc. OpraHi4yHui Wwap Bigokpemniosanu, NnpoMmnBany BOAOK Ta HaCUYEHUM CONbOBUM PO3YUHOM, CYLLUNU
Hag HaTpilo cynbaToM Ta KOHLEHTPYBanmu NPW 3HMXKEHOMY TUCKY. 3aruvLliOK YUCTUIM 3 BUKOPUCTaHHSIM
KonoHkoBoi xpomatorpadii (NH cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpuMmytoun HasBaHy
crnonyky (44,6 wr).

MC: [M+H]* 427,0.

B) N-{(2S,3R)-4,4-gncdTop-1-(2-meTnnnponaHoin)-2-[(2,3",5'-Tpuctop[1,1'-6icpeHin]-3-
in)meTtun]niponigunH-3-intetaHcynbgoHamig

Ho cymiwi 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHnin)metnn]-4,4-andTop-1-(2-meTrnnponaHoin)niponignH-3-
inJetaHcynbgoHamigy (15,9 wmr), (3,5-gudTopdeHin)éopoHoBoi kucnotn (12,0 mr), 1 M BOAHOrO pPO34MHY
kanito gocgarty (0,100 mn) ta DME (0,300 mn) popmasanu XPhos Pd G3 (3,0 mr) npu KiMHaTHIN
TemnepaTypi. Cymiw nepemiwysanu npotarom Hodi npu 90 °C B atmocdepi asoty. Cymiw ymctunu 3
BMKOPUCTaHHAM KonoHkoBoi xpomatorpadii (NH cunikarenesoi, entonoBaHoi cymiwio EtOAc/rekcaH),
OTPUMYOUUN Ha3BaHy crnonyky (13,4 mr).

1H AMP (400 MI'y, CDCIz) & 0,52 (1H, g, J=6,4 T'u), 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-gncT0p-1-(2-MeTunnponaHoin)-2-[(2,2',5'-tpudpTtop[1,1'-6icpeHin]-3-in)meTun]niponignH-
3-injeTtaHcynbdoHamig

o cymiwi 3 N-[(2S,3R)-2-[(3-xnop-2-dTopdeHin)metnn]-4,4-gudptop-1-(2-meTrnnponaHoin)niponigmH-3-
inJetaHcynbgoHamigy (14,5 wmr), (2,5-gudTopdeHin)éopoHoBoi kucnotu (10,0 mr), 1 M BOAHOro poO34MHYy
kanito gocgaty (0,100 mn) ta DME (0,300 mn) pomaBanu XPhos Pd G3 (3,0 mr) npu KiMHaTHInA
TemnepaTypi. Cymiw nepemiwyBanu npoTsiroM Hodi B atmocdepi azoty npm 90 °C. [logaTkoBo, 40 CyMiLli
popasanu (2,5-andtopdeHin)éopoHoBy kucroty (10,0 mr) ta XPhos Pd G3 (3,0 mr) npu KiMHaTHin
TemnepaTtypi. Cymiw nepemiwysanu npu 120 °C npoTtarom 20 xB. nig Ai€l0 MiKPOXBUNBOBOTO BUMPOMIHEHHS.



CyMilW yncTunu 3 BMKOPUCTaAHHSAM KOMOHKOBOI xpomaTtorpadii (NH cunikareneBoi, enionoBaHoi CyMiLlLLO
EtOAc/rekcaH), oTpuMyoum Ha3BaHy cnonyky (9,70 mr).

H AMP (400 Mru, CDCIs) & 0,53 (1H, g, J=6,5 I'u), 0,83-1,48 (8H, m), 1,90-5,01 (10H, ™), 6,98-7,55
(6H, m).

Mpuknag 171

N-[(2S,3R)-4,4-andtop-2-[(2-dpTop[1,1'-6ideHrin]-3-in)metnn]-1-(2-meTrnnponaHoin)niponignH-3-
inJunknonponaHcynbgoHamig

o cyMmiLwi 3 N-{(2S,3R)-4,4-gudTop-2-[(2-dTOp[1,1'-BicheHin]-3-in)meTun]niponignH-3-
infunknonponaHcynbgoHamiagy rigpoxnopuay (44,3 wmr), isomacnsiHoi kucnotn (15 mkn), DIPEA (50 mkn) Ta
OM® (0,80 mn) popgasanm HATU (60,0 mr) npu kimHaTHi TemnepaTypi. Cymiw nepemiwysanu npu KiMHaTHIR
TemnepaTypi npotsrom 3 gHiB. [lo cymiwi gogaesany HacM4eHUn BOAHUIA PO34MH HaTpito rigpokapboHarty, Ta
cymiw ekctparyBann EtOAc. OpraHiyHum wap BigokpemnioBanu, MpoOMMBaNIM BOAOK Ta HACUYEHUM
COMbOBUM PO3YMHOM, CYLLMIIN HaA HaTPIilo CynbdaTom Ta KOHUEHTPYBanu npu 3HWXEHOMY TUCKY. 3anuLLok
YUCTUNM 3 BUKOPUCTAHHAM KOJOHKOBOI xpomaTtorpaduii (NH cwunikareneBoi, entovoBaHOi CyMILLLLO
EtOAc/rekcaH), oTpumMytoum Ha3BaHy cnonyky (30,6 mr).

1H AMP (400 Mrl'y, CDCIs) 8 0,52 (1H, g, J=6,5 I'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-andTopniponianH-

3-injeTaHcynbdoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)MeTun]-1-(umknonponaHkapboHin)-4,4-andTopniponianH-
3-inJetaHcynbdoHamigy (15 wmr), (3-dpTopdheHin)dopoHoBoi kucnotun (9,88 mr), XPhos Pd G3 (2,99 wmr) Tta 1
M BogHoro posuyuHy kanito ocdaty (0,106 mn) B DME (1 mn) nepemiwysanu npu 80 °C npoTtarom 2 rog.
lMicna OXonomXeHHs1 3HOBY A0 KiMHaTHOI TemnepaTypu, PO3YMHHWK BUOANANW NPy 3HWKEHOMY TUCKY, Ta
3anNULLOK YNCTUMM 3 BUKOPUCTAHHAM KOMNOHKOBOI xpomaTtorpadii (NH cunikarenesoi, entonoBaHoi CyMiLLILLO
EtOAc/rekcaH), oTpMMyoum Ha3BaHy cnonyky (17,1 mr).

1H AMP (400 MI'y, CDCls) 6 0,05-1,49 (8H, m), 2,86-5,01 (9H, ™), 7,04-7,44 (7TH, m).

Mpuknag 205

N-{(2S,3R)-1-(umknonponaHkap6oHin)-4,4-gudtop-2-[(2-dTop[1,1'-6idpeHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)MeTun]-1-(umknonponaHkapboHin)-4,4-audTopniponianH-
3-inJeTaHcynbdoHamigy (13 wmr), deHinbopoHoBoi kucrotn (7,46 mr), XPhos Pd G3 (2,59 wmr) ta 1 M
BOAHOrO po3unHy kanito docdaty (0,092 mn) 8 DME (1 mn) nepemiwysanu npu 80 °C npoTtdrom 2 rog.
lMicna OXOMnOmXeHHs1 3HOBY A0 KiMHATHOI TemnepaTypu, PO3YMHHWK BUAANANW Npyu 3HWKEHOMY TUCKY, Ta
3anNULLOK YNCTUIM 3 BUKOPUCTAHHAM KOMNOHKOBOI xpomaTtorpadii (NH cunikarenesoi, entonoBaHoi CyMiLLILLO
EtOAc/rekcaH), oTpMMytouM Ha3BaHy crnonyky (4,90 mr).

1H AMP (400 MT'u, CDCIs) 6 -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'-andTop[1,1'-6ideHin]-3-in)metun]-3-[(eTaHcynbdoHin)amiHol-4-cpTop-N,N-
anmeTunniponigunH-1-kapbokcamig

A) TpeT-6yTnn2-[(3-xnop-2-gropdeHrin)metun]-1H-nipon-1-kapbokcunat

Ho cymiwi 3 1-(6pommeTun)-3-xnop-2-cptopbenson (40,0 r), (1-(TpeT-6yTOKCUKapOOHINn)-1H-nipon-2-
in)6opoHoBoi kncnotu (49,1 r), 1 M BogHoro po3uunHy kanito gocdaty (537 mn) Ta TI® (900 mn) gogasanu
PdClz2(dppf) (2,62 r) B aTmMocdepi aproHy npu kKiMHaTHIn TemnepaTypi. Cymiw kun'atmnu 3i 3BOPOTHUM
XOMOAMIBHMKOM MpOoTSArom 16 rod., BunuBanu B KpwkaHy Boay, Ta ekctparyBanm EtOAc. OpraHiyHun wap
BiJOKpEeMIoBanu, NPoOMmMBanyu BoAOK Ta HACUYEHNM CONMbOBUM PO3YMHOM, CyLIMNN Hag 6e3BOOHUM MarHito
Cynb@aTom, Ta KOHLEHTPYBanu npu 3HWKEHOMY TUCKY. 3anuLoK YUCTUNN 3 BUKOPUCTaHHSM CurikareneBoi
KONMOHKOBOI xpomaTorpadii (EtOAc/rekcaH), oTpuMytoumn Ha3BaHy cnonyky (54,7 r).

MC: [M-H]- 308,0.

B) 2-[(3-xnop-2-dpTopdheHin)meTun]-1H-nipon

Ho cymiwi 3 TpeT-6yTnn2-[(3-xnop-2-drtopdeHin)meTnn]-1H-nipon-1-kapbokcunary (54,7 r) ta MeOH
(250 mn) popasanun 28 % MeTaHONbHUW Po3ynH HaTpito metokenagy (170 r) B aTmocdepi aproHy npu
KiMHaTHIN TemnepaTypi. Cymiw nepemiwyBanu nNpu KiMHaTHIW TemnepaTtypi npotarom 5 roa., Ta Ao
peakuinHOi Cymilli JoaaBanu BOOAHUA PO3YMH aMOHIil0 Xxnopuay npu OXONOKEHHI KpUrok, Ta ekcTparysanu
EtOAc. OpraHiuyHui Wwap Bigokpemniosanu, NpoMmnsany BOAOK Ta HaCUYEHUM CONbOBUM PO3YUHOM, CYLLUNU
Hag 06e3BOAHUM MarHilo CynbdaTom, Ta KOHUEHTPYBanuM MpPU 3HWKEHOMY TUCKY, OTPUMYHOYM Ha3BaHy
cronyky (35,9 ).

MC: [M+H]* 209,9.

C) 6eH3un 2-[(3-xnop-2-pTopdeHrin)meTun]-2,5-guriapo-1H-nipon-1-kapbokcunat

[o cymiwi 3 2-[(3-xnop-2-dpTopdeHrin)metun]-1H-nipony (35,9 r), umHky (112 r) Ta EtOH (500 mn) no
Kpannam gogasanu KoHu,. rigpoxnopugHy kucnoty (171 mn) npu 85 °C. Cymiw nepemiwysanu npu 85 °C
npotsarom 30 XB., Ta peakuiiHy CyMmill BUNMBanu B KpvxkaHy Bogy, Ta nignyxHtosanm 8 M BOOHWM pO3YNHOM



HaTpito rigpokcmnay (pH=8). Hepo3unHHy peyvoBuHy Buaansanu pinbTpyBaHHAM, Ta pinbTpaT ekcTparysanm
EtOACc/TT®. OpraHiyHum wap BigokpemnioBanu, NpoMmMBany HaCUYEHUM CONMbOBMM PO3YNHOM, CYLUWUMN Hag
6e3BOOHMM MarHito cynbaToM, Ta KOHLEHTPyBamnu Mpu 3HWKEHOMY Tucky. [Jo cymiwi 3 OoTpumaHoro
3anMuwky, Tr® (400 mn) T1a Bogu (400 mn) popaBanu HaTpito rigpokapboHat (21,6 1) Ta 1-
(((6eHsnnokem)kapboHin)oken)niponianH-2,5-aioH (44,8 r) npu kiMHaTHIn TemnepaTypi. Cymiw nepemiwysanm
npu KiMHaTHIM TemnepaTypi npotarom 15 roa., Ta peakuinHy cymill BMAMBanu y BOAYy, Ta eKkcTparysanu
EtOAc. OpraHiyHuii Wwap BigokpeMmoBanu, NpoM1MBany Bo4o Ta HACUYEHUM COJTbOBUM PO3YMHOM, CYLLUIN
Hag 6e3BOOHUM MarHito cynbgaTom, Ta KOHUEHTpYBanu Mpu 3HWXKEHOMY TUCKY. 3anuwiok YncTuim 3
BMKOPUCTaHHSAM cunikareneBoi konoHkoBoi xpomaTtorpacdpii  (EtOAc/rekcaH), Ta noTiM cwunikareneBoi
konoHkoBoi xpomaTtorpadii (NH, EtOAc/rekcaH), oTpumMytoun Ha3BaHy cnonyky (25,7 r).

MC: [M+H]* 346,0.

D) rac-6eH3un(1S, 2S, 5R)-2-[(3-xnop-2-dpTopheHin)meTnn]-6-okca-3-a3abiunkno[3,1,0]rekcaH-3-
kapbokcunar

[o cymiwi 3 6eH3un 2-[(3-xnop-2-cTopdeHin)meTnn]-2,5-gurigpo-1H-nipon-1-kapbokcunat (25,7 r),
1,1,1-tpudptopauetoHy (70,3 r), HaTpito 2,2'-((2-(bic(kapbokcmeTun)amiHo)eTun)imiHo)diaueTaTy aurigparty
(0,055 r) Ta CH3CN (180 mn)/Boga (120 mn) gogasanu kanito nepokcumoHocynbdat (137 r) Ta HaTpito
rigpokapboHaTy (94 r) npotarom 35 xB. npu 0 °C. Cymiw iHTeHcMBHO nepemiwysanu npu 0 °C npoTsarom 2
rog. 30 xB., BunuBanu B KpwxaHy Bopdy, Ta ekctparyBanu EtOAc. OpraHidyHWi wWap BigokpemroBanu,
NpoMMBanM BOLOH Ta HAaCMYEHMM COSIbOBUM PO3YMHOM, Cylimnu Hag 6e3BogHuM MarHito cynbdgartom, Ta
KOHLUEHTPYBanu Npuv 3HWKEHOMY TUCKY. 3anuOK YWUCTMAM 3 BUKOPUCTAHHSAM cunikareneBoi KONOHKOBOI
xpomaTtorpadii (EtOAc/rekcaH), Ta notim cunikarenesoi kornoHkosoi xpomatorpacdii (NH, EtOAc/rekcaH),
OTPUMYOUM Ha3BaHy Cnonyky (24,6 r).

MC: [M+H]* 362,0.

E) rac-6eH3un(2S,3S, 4S)-2-[(3-xnop-2-dTtopdeHin)metnn]-4-dpTop-3-rigpokcmniponianH-1-kapbokecmnat

Cymiw 3 rac-6eH3nn(1S, 2S, 5R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-6-okca-3-a3abiunkno[3,1,0]rekcan-3-
kapbokcunaty (24,0 r) ta N,N-gietunetanamin TpurigpodTtopmay (64,1 r) nepemiwysanu npu 120 °C
npotarom 17 roa. Cymiw BunuBann B KpwkaHy Bogy, Ta ekctparyBanu EtOAc. OpraHivHui wap
BiJOKpemioBanu, npoMuMBanM BOAHMM pPO34YMHOM HATPil0 TigpokapboHaTy Ta HacMYEeHUM CONIbOBUM
pPO34YMHOM, Cylunnu Hag 6e3BogHMM MarHito cynbgaTom, Ta KOHLEHTPYBaNu Npu 3HMKEHOMY TUCKY. 3anuvLiok
YUCTUNM 3 BUKOPUCTaAHHAM curiikareneBoi KonoHKoBoi xpomatorpadii (EtOAc/rekcaH), oTpumMyoun HasBaHy
crnonyky (24,2 ).

MC: [M+H]* 382,0.

F) rac-6eH3un(2S,3S, 48)-2-[(3-xnop-2-cpropdeHin)meTunn]-4-dpTop-3-
[(TpndbTOpMeETaHCcynboHin)okcuniponiguH-1-kapbokcunat

Ho cymiwi 3 rac-6eH3unn(2S,3S, 4S)-2-[(3-xnop-2-dpTopdeHin)metun]-4-dTop-3-rigpoKkcunniponigamH-1-
kapbokcunaty (24,2 r), nipuguHy (100 r) Ta Et2O (370 wmn) pgopaBanM  no  Kpannsm
TpudptopmeTaHcynbdoHoBun aHrigpua (53,6 r) B atmocdepi aproHy npu 0 °C. Cymiw nepemiwysanu npu
KiMHaTHin Temnepatypi npoTtarom 2 rog. 30 xB., BUNMBaNu B KpwkaHy Bogy, Ta ekcTtparyBanu EtOAc.
OpraHiyHnin Wwap BigokpemnoBanu, npomusanu nocnigosHo 10 % BOAHWMM PO3YMHOM FIUMOHHOI KUCIIOTH,
BOAHUM PO34YMHOM HaTpilo rigpokapboHaTy Ta HAaCUYEHUM CONbOBUM PO3YMHOM, CYLIMNW Hag 6e3BogHUM
MarHito cynbgaTtoM, Ta KOHLEHTPyBanM MpU 3HWKEHOMY TWUCKY. 3anuoK YUCTUMM 3 BUKOPUCTAHHSIM
cunikareneBoi kKonoHkoBoi xpomatorpadii (EtOAc/rekcaH), oTpumyoumn HasBaHy cnonyky (29,0 r).

MC: [M+H]* 514,0.

G) rac-6eH3un(2S,3R,4S)-3-a3ngo-2-[(3-xnop-2-propdeHin)metun]-4-dpTopniponianH-1-kapbokcunat

Ho cyMmiLwi 3 rac-6eH3un(2S,3S, 4S)-2-[(3-xnop-2-cTopdeHin)meTunn]-4-gpTop-3-
[(TpndbTOpMeTaHcynbdoHin)okculniponianH-1-kapbokeunaty (29,0 r) Ta CH3CN (335 mn) gogasanu TeTpa-H-
6ytunamoHito a3ung (48,2 r) npu kiMHaTHIN TemnepaTypi. Cymiw nepemiwysanu npu 80 °C npotarom 1 rog,.,
BUIMBAnNuM B KpwxaHy Boay, Ta ekctparysanu EtOAc. OpraHiyHuii wap BigokpemnioBanu, NpoMmMBanv Bogo
Ta HAaCUYEHVM CONbOBMM PO3YMHOM, CyLIMNWN Hag Oe3BOAHUM MarHito CyrnbdaTom, Ta KOHUEHTpyBanu npu
3HWKEHOMY TUCKY. 3anuliok YUCTUNM 3 BUKOPUCTAHHAM CcurikareneBoi KOMOHKOBOI XpomaTorpadii
(EtOAc/rekcaH), OTpUMyOUuM Ha3BaHy Cnonyky (22,2 r).

MC: [M+H]* 407,0.

H) rac-6eH3un(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-dTopdheHin)meTnn]-4-cpTopniponignH-1-kapbokcunat

HOo cymiwi 3 rac-6eH3un(2S,3R,4S)-3-a3ngo-2-[(3-xnop-2-dTopdeHin)metun]-4-cpropniponignH-1-
kapbokcunaty (2,17 r) Ta TI® (42,7 mn)/Boga (10,7 mn) pogasanu TpudeHindgocdid (1,68 r) npy KiMHaTHIN
TemnepaTtypi. Cymiw nepemiwyeanu npu 50 °C npotarom 15 rog., 40 CyMiwi gogaBanu HaCUYEeHUM
COMbOBMM PO3YMHOM MpK KIMHATHIN TemnepaTypi, Ta cymiw ekcTparyBanu EtOAc. OpraHiyHui wap
BiJOKpPEMIOBaNM, MPOMUBANM HaCMYEHUM COMbOBMM PO3YMHOM, Cywunu Hag 6e3BogHMM  MarHito
CynbaToMm, Ta KOHLUEHTPYBanu npu 3HWKEHOMY TUCKY. 3anuLIoK YACTUMM 3 BUKOPUCTAHHAM cunikarenesoi
KONOHKOBOI xpomaTtorpadii (MetaHon/EtOAC), oTpumytoun HasBaHy cnonyky (1,74 ).

MC: [M+H]* 381,0.

[) 6eH3un(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-pTopdeHin)meTnn]-4-ptopniponignH-1-kapbokcmnar



rac-beH3nn(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-pTopdeHrin)meTun]-4-dpTopniponianH-1-kapbokeunat (668
Mr) po3aginanu 3 sukopuctaHHsam BEPX (konoHka: CHIRALPAK ID, 50 mm B.A. X500 mmn, 20 MkM, pyxoma
asa: rekcan/2-nponaHon/gietunamiH =600/400/1), oTpuMytoun HasBaHy cnonyky (251 mr) 3 Binbwnm 4acom
YTPUMaHHS.

MC: [M+H]* 381,1.

J)  6eH3un(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTnn]-3-[(eTaHCynbgoHiN)amiHo]-4-dpTopniponignH-1-
Kapbokcunar

o cyMmiLi 3 0eH3un(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-dTopdeHin)meTun]-4-cTopniponignH-1-
kapookcunat (289 wr), TEA (189 mr) Ta TI'® (4,0 mn) gogaeanu etaHcynbdoHinxnopug (190 mr) npu 0 °C.
Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi NpoTaromMm 2 rof., A0 CyMilli gogaBany BoAy, Ta CyMill
9+ekcTtparyBann EtOAc. OpraHiyHui Wwap BigoKpemnioBanu, NpoMMBanu BOAOK Ta HaCUYEHWM COSbOBUM
PO34YMHOM, CyLLIMNK Hag 6e3BOAHNM HATPIl0 CyrnbdaToM, Ta KOHLEHTPYBaNu Npu 3HWXKXEHOMY TUCKY. 3anuLiok
YUCTUNM 3 BUKOPUCTAHHAM curiikareneBoi KonoHKoBoi xpomatorpadii (EtOAc/rekcaH), oTpumMyoumn HasBaHy
cnonyky (295 wr).

MC: [M+H]* 473,0.

K) 6eH3un(2S,3R,4S)-2-[(2,3"-gudpTtop[1,1'-6icpeHin]-3-in)meTnn]-3-[(eTaHCYNbGOHIN)aMiHO]-4-
dpTopniponianH-1-kapbokecunat

Ho cyMmiLwi 3 6eH3nn(2S,3R,4S)-2-[(3-xnop-2-dbTopdeHin)meTnn]-3-[(eTaHCynbOHin)amiHo]-4-
dropniponiguH-1-kapookcunaty (340 wmr), (3-dTopdeHin)dopoHoBoi kucnotu (150 mr), XPhos Pd G3 (30,9
mr) Ta DME (4,0 mn) gogasanu 1 M BogHUi po34mH Kanito doocdaty (1,2 Mn) npum KiMHaTHIA TemnepaTypi, Ta
cymiw nepemiwysanu B atmocdepi asoty npu 90 °C npotarom 2 rog. o peakuinHoi cymiwi gogasanm 1 M
BOAHUWA pO34mH Kanito docdpaty (0,4 mn), (3-dpTopdenin)bopoHosoi kucnotn (50,5 mr) Ta XPhos Pd G3
(15,2 wr) npu 90 °C. Cymiw nepemiwysanu B atmocdepi asoty npu 90 °C npotdrom 1 rog., 4O peakuinHol
cymiwi gogasanu Body, Ta cymiw ekctparyBanum EtOAc. OpraHiyHun wap BigoKpemnoBanu, npomusanu
BOAOK T@ HACMYEHUM CONbOBUM PO3YMHOM, CyLUMNK Hag 6e3BogHMM HaTpIlO CynbaToMm, Ta KOHLEHTpyBanm
Npu 3HWKEHOMY TUCKY. 3anuvLiOK YUCTUIIM 3 BUKOPUCTaHHSM cunikareneBol KOMOHKOBOI xpomartorpadii
(EtOAc/rekcaH), oTpumytoum HasBaHy crnonyky (250 wr).

MC: [M+H]* 533,2.

L) N-{(2S,3R,4S)-2-[(2,3"-gudpTop[1,1'-6icpeHin]-3-in)meTnn]-4-cdTopniponigunH-3-injetaHcynbdoHamig

Cymim 3  6eH3un(2S,3R,48)-2-[(2,3-andTop[1,1'-6ideHin]-3-in)metun]-3-[(eTaHcynbdoHin)amiHo]-4-
dTopniponignH-1-kapbokcunaty (240 mr), 10 % nanagito Ha Byrinni (24,0 mr) Ta MeOH (5,0 mn)/TT® (3,0
M) nepemillyBanu NpoTAroM Houi NpyM HopManbHOMY TUCKY aTMocdepun BOAHIO Npy KiIMHATHIN Temneparypi.
KaTanizaTop Bmaansanu QinbTpyBaHHAM, Ta inbTpaT KOHUEHTPYBaNM rnpu 3HMXEHOMY TUCKY, OTPUMYHOYM
HasBaHy crnonyky (178 wr).

MC: [M+H]* 399,0.

M) (2S,3R,4S)-2-[(2,3'-andTop[1,1'-BicbeHin]-3-in)meTnn]-3-[(eTaHCcynbdOHIN)amiHo]-4-cpTop-N, N-
anmeTunniponigunH-1-kapbokcamig

o cymiLui 3 N-{(2S,3R,4S)-2-[(2,3"-audpTop[1,1'-6idpeHin]-3-in)meTnn]-4-dpTopniponigmH-3-
injeTaHcynbdoHamigy (10,0 mr), DIPEA (22,2 mr) Ta TI'® (0,200 mn) gogasany gumetunkapbamoinxnopmg
(11,7 wr) npu 0 °C. CymMmiw nepemiwlysanu nNpu KiMHaTHI TemnepaTypi NpoTdArom 3 rof., Ta peakuinHuin
PO3YMH CyWWUNM NPOAYBaHHAM a30Ty. 3anuwoK YUCTUAM 3 BUKOPUCTAHHAM CuIiKarerneBoi KONOHKOBOI
xpomartorpadii (EtOAc/rekcaH), oTpuMytouM Ha3BaHy cnonyky (6,7 mr).

1H AMP (400 MI'y, CDCls) & 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-(a3eTnguH-1-kapboHin)-2-[(2,3"-gudpTtop[1,1'-6icdpeHin]-3-in)meTnn]-4-cdTopniponignH-3-
injeTaHcynbgoHamig,

o cymiLui 3 N-{(2S,3R,4S)-2-[(2,3"-audptop[1,1'-6idpeHin]-3-in)meTnn]-4-dpTopniponigmH-3-
infetaHcynbgoHamigy (8,9 mr), Gic(TpuxnopmeTtun)kapboHaty (4,0 mr) Ta TI'® (0,200 mn) gogasanu DIPEA
(7,40 wmr) npu 0 °C. Cymiw nepemiwysanu npu 0 °C npotarom 30 XB., Ta peakuiiHAA PO34YnNH KOHLEHTpyBanm
npu 3HWKeHomy Tucky. OTpumanui 3anuwok posdasnanu TIP (0,200 mn), 0O HBOro AodaBanv aseTuanH
(3,83 mr) npu KiMHaTHIN TeMmnepaTypi, Ta CyMmill NnepemillyBanu Npu KiMHaTHI Temnepatypi npotarom 1 roa.
CyMiw cywunu npogyBaHHAM as30Ty, Ta 3anuoK YMCTUNU 3 BUKOPUCTaAHHAM cunikareneBol KOMOHKOBOT
xpomartorpadii (EtOAc/rekcaH), oTpuMytoum Ha3BaHy cnonyky (4,8 mr).

1H AMP (400 MI'y, CDCls) & 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'-andpTop[1,1'-6ideHin]-3-in)meTnn]-4-gpTopniponignH-3-
injeTaHcynbgoHamig,

o cymiLi 3 N-{(2S,3R,4S)-2-[(2,3"-andTop[1,1'-OichbeHin]-3-in)meTun]-4-dpTopniponignH-3-
infetaHcynbgoHamigy (11,6 mr), umknonponaHkapboHoBoi kucnotu (4,6 wmr), DIPEA (11,8 mr) Ta IM® (0,200
mn) gopasanu HATU (20,5 mr) npu kiMmHaTHiM Temnepatypi. Cymiw nepemiwysann NpoTAroM Hodi npwu



KIMHaTHIN TemnepaTypi, OO cymiwi AofaBanu BoAy, Ta cymiw ekctparyBanu EtOAc. OpraniyHui wap
CyIMnM NpoAyBaHHAM as3oTy. 3anuoK YUCTUNM 3  BUKOPUCTaAHHAM  cunikareneBoi  KOFOHKOBOT
xpomaTorpadii (EtOAc/rekcaH), OTpUMyoUYn HasBaHy crnonyky (8,4 wmr).

1H AMP (400 MTI'u, CDCIs) 6 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-pTOp-1-(2-rigpokcn-2-meTunnponaHoin)-2-[(2,3',5'-tpudptop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig

A) N-{(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4-dpTopniponignH-3-infeTaHcynbgoHamigy
rigpobpomig

o 6eH3un(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTnn]-3-[(eTaHCynbdoHin)amiHo]-4-dpTopniponigmH-1-
kapbokcunaty (78 wmr) gogasanu 30 % posumH rigpobpomigy-ouroBoi kucnotn (0,8 mn) npu KiMHaTHIN
TemnepaTypi. Cymiw nepemiwyBanu npu KiMHaTHIn Temnepatypi npoTtdarom 1 rof., Ta peakuiiHui pPo3yuH
KOHLIEHTpyBanu npu 3HwkeHomy Tucky. OTpumaHui 3anuiok niggaBanu as3eoTporHii auctunsauii 3
Tonyonom, Ta cycneHgyesanu B IPE, Ta Hepo3uuMHHy pe4qoBuHY 306upanu QinbTpyBaHHAM, OTPUMYHOUK
Ha3BaHy crnonyky (65 wmr).

MC, 3HangeHo: 338,9.

B) N-[(2S,3R,4S)-2-[(3-xnop-2-dTopdeHin)meTnn]-4-dTop-1-(2-rigpoKcu-2-mMmeTunnponaHoin)niponiguH-
3-in]JeTaHcynbdoHamig

Ho cymiwi 3 N-{(2S,3R,4S)-2-[(3-xnop-2-dTopdeHin)meTnn]-4-dTopniponignn-3-intetaHcynsdoHamigy
rigpobpomigy (65 wmr), DIPEA (60,0 mr) Ta TIT® (0,8 mn) gogasanu 1-xnop-2-meTun-1-okconponaH-2-in
auetat (30,6 mr) npn 0 °C. Cymiw nepemiwyBann npu Takin camin TemnepaTypi npotarom 1 rog., Ta
pogasanu Bogy (0,4 mn) ta 4 M BogHwi po3uuH niTito rigpokemay (0,387 mn) npu 0 °C. Cymiw
nepemiwyBanm nNpuv KiMHaTHIn TemnepaTypi npotsarom 1 rod., OO Cymiwi gogasanu BoAy, Ta Cymiw
ekctparysanu EtOAc. OpraHiyHuin wap BigokpemmBanu, npoMuMBanyv HaCUYEHWM COMbOBUM PO3YMHOM,
cywunu Hag 6e3BogHUMM MarHilo cynbgaToMm, Ta KOHUEHTPYBanuM MpU 3HMKEHOMY TUCKY, OTPUMYHOUU
Ha3BaHy crnonyky (66 mr).

MC: [M+H]* 425,0.

C) N-{(2S,3R,4S)-4-pTOp-1-(2-rigpokcn-2-meTnnnponatoin)-2-[(2,3',5'-Tpucptop[1,1'-6idpeHin]-3-
in)meTtunniponignH-3-inetaHcynbgoHamig
Cymiw 3 N-[(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTun]-4-cdTop-1-(2-rigpokcun-2-

MeTunnponaHoin)niponiamMH-3-injetaHcynsdoHamigy (22 wmr), (3,5-andTopdeHin)bopoHoBoi kucnotu (16,4
mr), XPhos Pd G3 (4,38 wmr), 1 M BogHoro posuuHy kanito ¢ocdaty (0,155 mn) ta DME (0,8 mn)
nepemiwysanm B atmocdepi azoty npu 80 °C npotarom 1 rog. Cymilwl 4YWCTURAM 3 BUKOPUCTaHHSM
cunikareneBoi  KONMoHkoBoI  xpomatorpaddii  (EtOAc/rekcaH), Ta nOTIM cunikarenesoi  KONMOHKOBOI
xpomaTorpadii (NH, EtOAc/rekcaH), oTpumytoun Ha3BaHy cnonyky (20,2 mr).

1H AMP (400 Ml'y, CDCI3) 81,20 (3H, T, J=7,0 'u), 1,40 (6H, c), 2,85 (2H, kB, J=6,9 I'u), 3,02 (2H, oA,
J=13,4, 6,1 l'u), 3,22 (1H, aa, J=13,9, 7,8 I'y), 3,96-4,30 (3H, m), 4,75-5,02 (2H, m), 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'-0icbeHin]-3-in)metun]-4,4-ancpTop-1-((1r,3S)-3-pTOpLMKNoOyTaH-1-
kapboHin)niponiguH-3-injetaHcynsdoHamig

A) N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)metun]-4,4-gudtop-1-[(1r,3S)-3-pTopuUmnknodyTaH-1-
kapboHin]niponignH-3-injetaHcynsdoHamig

[o po3unHy N-{(2S,3R)-2-[(3-xnop-2-pTopcheHin)meTnn]-4,4-gudtopniponignH-3-intetaHcynbgoHamigy
rigpoxnopuay (0,310 r) Ta 3-pTopumknodyraH-1-kapboHoBoi kucrnotu (0,128 mn) 8 AM® (10 mn) gogasanu
HATU (0,450 r) Ta DIPEA (0,551 mn) npwu kimHaTHin TemnepaTtypi. Cymil nepemiwyBanu NpoTAroM Houi npu
KiMHaTHIn Temnepatypi. Cymilw racunu BOOHWM HacMYEHUM PO3YMHOM aMOHIl0 XNOpMAY Ta ekcTparyBanu
EtOAc. OpraHivyHui Wwap BigokpemnoBanu, NpOMUBany BOAOK Ta HACUYEHUM CONbOBUM PO3YMHOM, CYLLUIIU
Hag HaTpilo cynbaToM Ta KOHUEHTPYBanmu MPU 3HMWKEHOMY TUCKY. 3anuvLOK YUCTUIM 3 BUKOPUCTaHHSM
KonoHkoBoi xpomaTtorpadcdii (NH cunikarenesoi, entonosaHoi cymiwio EtOAc/rekcaH), Ta noTiM Ynuctunm 3
BYKOpucTaHHaM npenapatusHoi BEPX (Konmonka: CHIRALCEL OD-H, pyxoma dasa: pgiokeva
Byrneuto/(MeOH/gieTunamid =1000/3)=850/150 (06./06.), oTpyMytoun HasBaHy crnonyky (177 mr) 3 MeHLWUM
yacoM YyTpumaHHa 3 BukopuctaHHam BEPX (Kononka: CHIRALCEL OD-H, pyxoma dasa: pgiokeug
Byrneuto/(MeOH/gieTunamin =1000/3)=850/150 (06./06.)).

MC: [M+H]* 457,1.

B) N-[(2S,3R)-2-[(2,3"-gudpTop[1,1'-6ideHin]-3-in)meTtnn]-4,4-andtop-1-((1r,3S)-3-pTopuUnknodyraH-1-
KapOoHin)niponiguH-3-injeTaHcynbgoHamig

Ho cymiwi 3 N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTtnn]-4,4-gudptop-1-[(1r,3S)-3-pTOpUmMKnodyTaH-1-
kapOoHin]niponiauH-3-intetaHcynbdoHamigy (50 wmr), (3-dTopdeHin)6opoHoBoi kucnotu (30,6 mr) Ta XPhos
Pd G3 (9,26 mr) gpogasann DME (2 mn) Ta 1 M BogHU po3yunH kanito dpocdaty (0,328 mn) npu KiMHaTHIN
TemnepaTtypi. Cymiw nepemiwysanu npu 80 °C B atmocdepi asoty npotarom 1 rog. lNicna oxonomXeHHsi
3HOBY A0 KIMHaTHOI TemnepaTtypu, PO3YMHHUK BMAANANN MPU 3HWKEHOMY TUCKY, Ta 3anuOK YMCTUNN 3



BMKOPUCTaHHAM KornoHkoBoi xpomatorpadii (NH cunikarenesoi, entoinoBaHol cymiwo EtOAc/rekcaH),
OTPVMYOUUN Ha3BaHy crnonyky (54,1 wmr).

1H AMP (400 My, CDCIs) 6 1,29-1,48 (3H, m), 1,55-2,03 (2H, m), 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)metnn]-4,4-andTop-1-((1s,3R)-3-dpTopunknobyTaH-1-
KapOoHin)niponiguH-3-injeTaHcynbgoHamig

A) N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4,4-gudtop-1-[(1s,3R)-3-dbTopunknobyraH-1-
kapOoHin]niponignH-3-infeTaHcynbgoHamig

[o posunHy N-{(2S,3R)-2-[(3-xnop-2-dpTopheHin)meTnn]-4,4-aucptopniponignH-3-intetaHcynbsgoHamigy
rigpoxnopuay (0,310 r) Ta 3-pTopunknobyraH-1-kapboHosoi knucnotu (0,128 mn) 8 AM® (10 mn) gogasanu
HATU (0,450 r) Ta DIPEA (0,551 mn) npu kiMHaTHi TemnepaTypi. Cymill nepemillyBanu npoTsiroM Houi npu
KiMHaTHIN TemnepaTtypi. Cymill racunM BOOHUM HACMYEHUM PO3YMHOM aMOHIO Xnopuay Ta ekcTparyBanu
EtOAc. OpraHivyHui Wwap BigokpemnioBanu, NpoMmBany BOAOK Ta HACUYEHUM COMNbOBUM PO3YMHOM, CYLUNN
Hag HaTpito cynbaToM Ta KOHUEHTpYyBanu Mnpu 3HWXKEHOMY TUCKY. 3anulioK YUCTUNKU 3 BUKOPUCTaHHAM
KOnoHkoBOiI xpoMaTtorpadii (NH cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), Ta notim ymctunm 3
BMKOpUCTaHHAM npenapatmBHoi BEPX (Komonka: CHIRALCEL OD-H, pyxoma dasa: giokcug Byrneuto/
(MeOH/gieTnnamin =1000/3)=850/150 (06./00.), oTpumytoun HassaHy cnonyky (134 wmr) 3 Ginblwnm Yacom
yTpumaHHa 3 BukopuctanHHam BEPX (KomoHka: CHIRALCEL OD-H, pyxoma dasa: giokcug
Byrneuto/(MeOH/gieTunamid =1000/3)=850/150 (06./06.)).

MC: [M+H]* 457,1.

B) N-[(2S,3R)-2-[(2,3'-gudtop[1,1'-6ideHin]-3-in)metnn]-4,4-gudptop-1-((1s,3R)-3-dpTopunknodbyTtaH-1-
kapboHin)niponiguH-3-injeTaHcynsdoHamig

Cymim 3 N-{(2S,3R)-2-[(3-xnop-2-dpropdeHin)meTnn]-4,4-gudptop-1-[(1s,3R)-3-dhTopumknobyraH-1-
kapboHin]niponignH-3-injetaHcynbdoHamigy (45 wmr), (3-dTopdeHin)bopoHoBoi kucnotn (17,9 wmr), XPhos
Pd G3 (8,34 wmr) Ta 1 M BogHoro posunHy kanito pocdary (0,295 mn) B8 DME (2 mn) nepemiwysanu npu 80
°C npotsarom 2 rog. [icns oxonomKeHHs1 3HOBY A0 KiMHATHOI TeMnepaTypu, PO3YMHHUK BUAansnu npu
3HWKEHOMY TUCKY, Ta 3anMLLOK YUCTUNWN 3 BMKOPUCTaAHHAM KONOHKOBOI xpomaTorpadii (NH cunikarenesoi,
entonoBaHoi cymiwwio EtOAc/rekcaH). 3anuwok kpuctanidyBanm 3 cymiwi EtOAc/rekcaH, oTpumyoum
HasBaHy crnonyky (19,5 mr).

1H AMP (400 MI'y, CDCls) 6 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-(uuknonponaHkapboHin)-4-gTop-2-[(2,3',5-TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-intetaHcynbgoHamig

A) N-[(2S,3R,4S)-2-[(3-xnop-2-cbTopdeHin)meTnn]-1-(umknonponaHkapboHin)-4-cTopniponignH-3-
inJetaHcynbdoHamig
Cymiw 3 6eH3nn(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-3-[(eTaHCynbOHin)amiHo]-4-

dTopniponignH-1-kapbokcunaty (179 wmr) ta 30 % posunH rigpobpomigy/outoBoi kucnotu (2,0 wmn)
nepemillysann nNpoTAroM Houi Npu KiMHaTHIn Temnepatypi. [lo oTpumaHoro gogasanu tonyon (20 mn), Ta
CYMIilll KOHLEHTpyBanu npu 3HWKeHoOMy TucKy. 3anuwok posbaensnm EtOAc, Ta Hepo34MHHY peqOoBUHY
306upanu QinbTpyBaHHAM, Ta npomuBanu EtOAc, oTpumytoun TBepdy pedoBuHy. o cymiwi 3 oTpMMaHoi
TBepaoi peyosuHu, TId (2,0 mn) Ta 2M BoAgHOro posudnHy Hatpito rigpokcugy (0,50 mn) gopasanu
uuknonponaHkapboHinxnopug (81 mr) npu kiMHaTHIM Temnepatypi. Cymiw nepemiwyBany npu KiMHaTHI
TemnepaTypi npotarom 30 xB. [lo cymiwi gogasanu Bogy, Ta cymiw ekctparysanv EtOAc. OpraHiyHun wap
BiJOKpeMIoBanu, NPOMmMBanu Bo4OK Ta HACUYEHUM COMbOBMM PO3YMHOM, CyMnM Hag 6e3BogHuM HaTpito
CynbaTom, Ta KOHLEHTPYBanu npu 3HWKEHOMY TUCKY. 3anuLoK YUCTUNKN 3 BUKOPUCTaHHSM CurikareneBoi
KONMOHKOBOI xpomaTorpadii (EtOAc/rekcaH), oTpumyto4m Ha3BaHy crnosyky (88,2 mr).
MC: [M+H]* 407,0.

B) N-{(2S,3R,4S)-1-(umknonponaHkapboHin)-4-gTop-2-[(2,3',5'-Tpudtop[1,1'-6icheHin]-3-
in)meTtun]niponigunH-3-intetaHcynbgoHamig
Oo CyMmiLLi 3 N-[(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-1-(unknonponaHkapOoHin)-4-

dTopniponignh-3-inletaHcynsgoHamigy (22,0 wr), (3,5-andTopdeHin)éopoHoBoi kucnotn (17,3 wmr), 1M
BOAHOro po3uunHy kanito gocdaty (0,130 mn) Ta DME (0,500 mn) gogasanu XPhos Pd G3 (5,0 mr) npu
KiMHaTHIN TemnepaTypi. Cymill nepemiwyBanyM NpOTAromMm Hodi B atmocdepi aszoty npu 90 °C. Cymiw
YUCTUNM 3  BUKOPUCTaHHAM  cunikareneBol KonoHkoBoi xpomatorpadii  (NH, EtOAc/rekcaH), Ta
nepekpuctanisoysanu 3 cymiwi EtOAc/rekcaH, oTpumyroun HaseaHy cnonyky (13,5 wr).

1H AMP (400 MT'u, CDCIs) 6 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-(unknonponaHkapboHin)-4-gpTop-2-[(2-pTop[1,1'-6idheHin]-3-in)meTun]niponignH-3-
injeTaHcynbgoHamig,

o CcyMmiLLi 3 N-[(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTun]-1-(umknonponaHkapooHin)-4-
¢TopniponianH-3-injetaHcynbdoHamigy (22,0 wmr), deHinbopoHoBoi kucnotm (17,0 mr), 1 M BoagHoro



pos4dnHy kanito docdarty (0,130 mn) Ta DME (0,500 mn) popasanu XPhos Pd G3 (6,0 mr) npu KiMHaTHin
TemnepaTypi. Cymiw nepemiyBanm npotsaroM Houi B atmocdepi asoty npu 90 °C. Cymiw uymctunu 3
BMKOPUCTaHHAM KonoHkoBoi xpomatorpadii (NH cwunikarenesoi, entonosaHoi cymiwio EtOAc/rekcaH),
notim nepekpuctanizosyBanu (EtOAc/rentaH), oTpumytoun HasBaHy cnonyky (13,2 mr).
1H AMP (400 MT'u, CDCIs) 6 0,09-1,47 (7H, m), 2,60-4,31 (8H, m), 4,60-5,38 (3H, m), 6,98-7,57 (8H, m).
Mpuknag 245
N-[(2S,3R)-2-[(3'-xnop-2,5"-audptop[1,1'-6ideHrin]-3-in)meTnn]-1-(umknonponaHkapoboHin)-4,4-
ondTopniponianH-3-injMeTaHcynbgoHamig

A) N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTnn]-1-(umknonponaHkapooHin)-4,4-andTopniponianH-3-
in]meTaHcynboHamig
Oo PO34nNHY N-{(2S,3R)-2-[(3-xnop-2-cdpTopdeHin)meTnn]-4,4-aucptopniponignH-3-

in}metaHcynbdoHamigy rigpoxnopugy (141 mr) Ta uuknonponaHkapboHoBoi kucnotu (0,044 mn) B MO (4
mn) pgogasanu HATU (212 wmr) ta DIPEA (0,260 mn) npu kiMHaTHIn Temnepatypi. Cymiw nepemiwysanm
NPOTAroM HOYi NpuY KiMHaTHI TemnepaTtypi. Cymiw racnnm BOAHUM HAacMYEHUM PO3YMHOM aMOHI0 Xnopuay
Ta ekctparyBanu EtOAc. OpraHiyHun wap BigokpemnioBanu, NpoMmBany BOAOK Ta HACUYEHUM COJIbOBUM
PO34YMHOM, CYLUMMM Had HaTpilo cynbgaToM Ta KOHLEHTPYBanu Npu 3HWXKEHOMY TUCKY. 3arnuiioK YNCTunm 3
BMKOPUCTaHHAM KOroHKoBOi xpomaTtorpadiii (NH cwunikareneBoi, entonoBaHoi cymiwwio EtOAc/rekcan),
OTPUMYyOUM Ha3BaHy cronyky (134 wmr).

MC: [M+H]* 411,0.

B) N-[(2S,3R)-2-[(3'-xnop-2,5'-andTop[1,1'-6idpeHin]-3-in)meTun]-1-(unknonponaHkapboHin)-4,4-
andTopniponiavH-3-injMeTaHcynboHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)MeTun]-1-(umknonponaHkapboHin)-4,4-andTopniponianH-
3-injmeTtaHcynbdoHamigy (134 wr), 4,4,4'4'5,5,5'5'-oktameTun-2,2'-6i(1,3,2-giokcaboponany) (124 wr),
XPhos Pd G3 (55,2 wmr) Ta kanito auetaty (64,0 mr) B Tonyoni (4 mn) nepewmiwysanu npu 80 °C B aTmocdepi
as3oTy npotarom 8 rog. PeakuiviHy cymiw po3basnsinu Bogoto Ta ekctparysanm EtOAc. EkcTtpakt npomusanm
HacM4YeHMM COSbOBUM PO3YMHOM, CYLUWAM Hag MarHito cynbdartom, inbTpyBanu Ta KOHUEHTpyBanu npu
3HWKeHOMY Tucky. Cymiw 3 oTpumaHoro 3anuwky (0,041 r), uesito kapboHaTty (0,080 r), 1-6pom-3-xnop-5-
dTopbensony (0,051 r), PdClz(dppf) (0,012 r) Ta DME (1 wmn)/Boga (0,300 mn) nepewmiwysanu B
repmeTn3oBaHin konbi npm 80 °C B aTMocdepi a3oTy npotsaroM 1 rog. PO3UMHHUK BUAANSNN MPU 3HUKEHOMY
TUCKY, Ta 3anuLIOK YUCTUNM 3 BUKOPUCTaHHAM npenapaTtusHoi BEPX (KonoHka: YMC-Actus Triant C18,
pyxoma dasa: H20 10 MM NH4HCO3/CHsCN), oTpumytoun HassaHy crnonyky (13,8 wmr).

1H AMP (400 MT'u, CDCIs) & 0,05-1,47 (5H, m), 2,83-5,42 (10H, m), 7,07-7,47 (6H, m).

Mpuknag 248

N-[(2S,3R)-2-[(3'-xnop-2,5'-andTop[1,1'-6icbeHin]-3-in)metun]-1-(umknonponaHkapboHin)-4,4-
andpropniponignH-3-injetTaHcynedoHamiz

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-1-(unknonponaHkapboHin)-4,4-andTopniponianH-
3-injetaHcynbdoHamigy (144 wr), 4,4,4'.4'5,5,5' 5 -oktameTun-2,2'-6i(1,3,2-giokcaboponany) (129 wmr),
XPhos Pd G3 (57,4 wmr) Ta kanito auetaty (66,5 mr) B Tonyoni (4 mn) nepewmiwysanu npu 80 °C B aTmocdepi
asoty npotsrom 36 rog. PeakuinHy cymiw posbaBnanu Bogoto Ta ekctparyBanm EtOAc. Ekctpakt
NPOMMBaNM HaCMYEHUM COMbOBMM PO3YMHOM, CYLIWAW Had MarHito cynbdgartom, @inbTpyBanu Ta
KOHLUEHTpYBanu npu 3HmxkeHomy Tucky. Cymiw 3 oTpumaroro 3anuwky (0,043 r), uesito kapboHaTy (0,081 r),
1-6pom-3-xnop-5-ptopbeHsony (0,052 r), PdClx(dppf) (0,012 r) ta DME (1 wmn)/Bogn (0,300 mn)
nepemiwyBanu B repmeTusoBaHin konbi npu 80 °C B aTmocdepi asoty npotarom 1 rod. PO34YMHHUMK
BMAANANN MPU 3HWKEHOMY TUCKY, Ta 3alULWOK YACTUM 3 BUKOPUCTaHHAM npenapatmBHoi BEPX (KornoHka:
YMC-Actus Triant C18, pyxoma chasa: H20 10 MM NH4sHCO3/CH3CN), oTpumytoum HasBaHy crnonyky (6,00
Mr).

1H AMP (400 MT'u, CDCIs) 6 0,06-1,51 (8H, m), 2,84-5,44 (9H, m), 7,05-7,48 (6H, m).

Mpuknapg 249

N-[(2S,3R)-2-[(3'-xnop-2,2'-andTop[1,1'-6icbeHin]-3-in)metun]-1-(unmknonponaHkapboHin)-4,4-
andpropniponignH-3-injeTaHcynegoHamia

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)MeTun]-1-(unknonponaHkapboHin)-4,4-audTopniponianH-
3-inJeTaHcynbcdoHaminy (144 wr), 4,4,4',4'5,5,5'5'-oktameTun-2,2'-6i(1,3,2-giokcaboponary) (129 wr),
XPhos Pd G3 (57,4 mr) Ta kanito aueTtaty (66,5 mr) B Tonyoni (4 mn) nepemiwysanu npu 80 °C B atMocaepi
a3oty npotsrom 36 rog. PeakuinHy cymiw posbaBnanu Bopoto Ta ekctparyBanum EtOAc. Ekctpakr
NPOMMBaNM HaCMYEHUM COMbOBMM PO3YMHOM, CYLWIMNM Hag MarHito cynbgatoMm, insTpyBanu Ta
KOHLIEHTPYBanu npu 3HmkeHomMy Tucky. Cymiw 3 oTpumaHoro 3anuuwky (0,043 r), uesito kapboHaTty (0,081 1),
1-6pom-3-xnop-2-cptopbeHsony (0,052 r) ta PdClx(dppf) (0,012 r) B8 DME (1 mn)/Bogn (0,300 mn)
nepemiwyBann B repmeTtmsoBaHin konbi npu 80 °C B aTmocdepi asoty npotarom 1 rog. Po34MHHUMK
BMAANANN MPU 3HWKEHOMY TUCKY, Ta 3aIMLLIOK YACTUNN 3 BMKOPUCTaHHSM npenapaTtmeHoi BEPX (KonoHka:
YMC-Actus Triant C18, pyxoma ¢asa: H20 10 MM NHsHCO3/CH3CN), oTpumytoun Ha3sBaHy cnonyky (9,30
Mr).
H AMP (400 MT'u, CDCIs) 6 -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

N-[(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6idpeHin]-3-in)meTnn]-1-(LmknonponaHkapboHin)-4,4-
andpropniponigunH-3-in]metaHcynbgoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHrin)meTtun]-1-(unknonponaHkapboHin)-4,4-audpTopniponianH-
3-injmeTtaHcynbdoHamigy (134 wr), 4,4,4'4'5,5,5' 5 -oktameTun-2,2'-6i(1,3,2-giokcaboponany) (124 wr),
XPhos Pd G3 (55,2 mr) Ta kanito aueTtaty (64,0 mr) B Tonyoni (4 mn) nepemiwysanu npu 80 °C B atmocdepi
asoTy npoTdrom 8 rog. PeakuiiHy cymiw po3baBnsinu Bogoto Ta ekctparysanu EtOAc. EkcTpakTt npomuBanm
HacM4YeHVM COJTIbOBUM PO34YMHOM, CYLIMMM HaZ MarHito cynbaTom, inbTpyBanu Ta KOHUEHTpyBanu npwu
3HMWKEHOMY Tucky. Cymiw 3 otpumanoro 3anuwky (0,041 r), uesito kapboHaty (0,080 r), 1-xmop-3-
nonbensony (0,058 r) ta PdClx(dppf) (0,012 r) B8 DME (1 wmn)/Boga (0,300 mn) nepemiwyBanu B
repmeTnsoBaHin konbi npu 80 °C B atmocdepi a3oTy npoTtaroMm 1 roa. PO34UMHHUK BUAANSNW NpU 3HUKEHOMY
TMUCKY, Ta 3amnuLIOK YMCTMNM 3 BUKOpPUCTaHHAM npenapatmsHoi BEPX (KonoHka: YMC-Actus Triant C18,
pyxoma ¢asa: H20 10 MM NH4HCO3/CH3CN), oTpumytoumn HassaHy cnonyky (0,013 r).

1H AMP (400 MT'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'-andTop[1,1'-6ideHin]-3-in)metun]-1-(unknonponaHkapoboHin)-4,4-
ondTopniponianH-3-injetaHcynbgoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-1-(umknonponaHkapboHin)-4,4-audTopniponianH-
3-inJeTaHcynbdoHaminy (144 wr), 4,4,4',4'5,5,5',5'-oktameTnn-2,2'-6i(1,3,2-giokcadboponary) (129 wr),
XPhos Pd G3 (57,4 mr) Ta kanito aueTaty (66,5 mr) B Tonyoni (4 mn) nepemiwysanu npu 80 °C B atmocdepi
asoTty npotarom 36 roa. PeakuiiHy cymiw postaBnanu Bogow Ta ekctparyBanu EtOAc. EkctpakT
NPOMMBaNM HaCUYEHMM COMbOBUM PO3YMHOM, CYLUWAW HaL MarHito cynbdatom, QineTpyBanu Ta
KOHUEHTpYBanu npu 3HmkeHoMy Tucky. Cymiw 3 otTpumaHoro 3anuuwky (0,043 r), uesito kapboHaty (0,081 r,
2-6pom-4-xnop-1-cpTopbeHson (0,052 r), PdClx(dppf) (0,012 r) ta DME (1 wmn)/Boga (0,300 wmn)
nepemiwysanum B repmeTtnsoBaHii konbi npu 80 °C B atmocdepi aszoty npotdarom 1 rod. PO34MHHUMK
BMAANANN NPU 3HWKEHOMY TUCKY, Ta 3anuLWOK YACTUMM 3 BMKOpUCTaHHAM npenapaTtusHoi BEPX (Konowka:
YMC-Actus Triant C18, pyxoma ¢asa: H20 10 MM NHsHCOs3/CH3CN), oTpumytoun Ha3BaHy cnonyky (10,6
Mr).

1H AMP (400 MI'y, CDCls) 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'-andTop[1,1'-6ideHin]-3-in)meTun]-4,4-gudTopniponiguH-3-
in}eTaHcynbgoHamig

o PO34MHY N-((2S,3R)-2-((2,3"-gudptop-[1,1'-6ideHin]-3-in)metun)-4,4-gucpTopniponignH-3-
in)etaHcynbgoHamigy rigpoxnopugy (0,020 r) Ta macnaHoi kucnotu (6,08 mkn) B AM® (1 mn) gogasanu
HATU (0,025 r) Ta DIPEA (0,031 mn) npwu kimHaTHin TemnepaTtypi. Cymill nepemillyBanu NpoTArom HoYi npu
KiMHaTHin Temnepatypi. Cymiw racunM BOAHMM HAaCU4EHUM PO34YMHOM aMOHil0 Xropuay Ta ekcTparysanu
EtOAc. OpraHiyHuii Wwap BigokpemMmnoBanu, NPoOMUBanM BOAOK Ta HACUYEHUM CONbOBUM PO3YMHOM, CYLUWUMU
Hag HaTpilo cynbaTomM Ta KOHUEHTPYBanmu Npu 3HMWKEHOMY TUCKY. 3anuLoOK YUCTUAWN 3 BUKOPUCTAHHAM
KonoHkoBoi xpomaTtorpadil (NH cunikarenesoi, entonosaHoi cymiwio EtOAc/rekcaH), Ta NoTiM YnMcTunum 3
BYKOpUCTaHHAM npenapatuBHoi BEPX (Konowka: YMC-Actus Triant C18, pyxoma dasza: H20 10 mM
NH4HCO3/CH3CN), oTpumytoum HassaHy cnonyky (9,90 wmr).

1H AMP (300 MI'y, AMCO-ds) 6 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).

Mpuknapg 267

N-[(2S,3R)-2-[(3'-xnop-2-dTOp[1,1'-BicbeHin]-3-in)meTnn]-4,4-andTop- 1-(okceTaH-2-kapOoHin)niponiamH-
3-injeTaHcynbgoHaMmig 3 MEHLLUM YacoOM YTPUMaHHS

A) TpeT-6yTnn(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6ideHin]-3-in)meTnn]-3-[(eTaHCYNbdOHIN)amiHo]-4,4-
andTopniponiamH-1-kapbokcunat

Cymiww 3 TpeT-6yTun(2S,3R)-2-[(3-xnop-2-pTopdeHin)metun]-3-[(eTaHCcynbgoHin)amiHol-4,4-
andTopniponianH-1-kapbokcunaty (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 wmr), kanito auetaTty (21,9 mMr) Ta Tonyony (2 mn) nepeMiwysany B atMmocdepi a3oTy
npu 80 °C npotsirom 36 rog. PeakuinHy cymiw po3basnsnu Bogoto, Ta ekcTparyBanu EtOAc. OpraHivyHunm
Wwap BiJOKpeMIloBanu, MPOMMBANM HACUYEHUM COMbOBUM PO3YMHOM, cywunu Hag 6e3BogHMM MarHito
CynbaToM, Ta KOHLEHTPYBanu npu 3HMWKeHomy TUcKy. Cymill 3 oTpMMaHoOro 3anuiiky, Lesito kapboHary
(108 wr), 1-xnop-3-noabeHsony (39,3 wmr), PdClx(dppf) (16,1 wmr) ta DME (1 mn)/Boga (0,3 mn)
nepemiwyBann B repMeTMYHMX ymMoBax, B aTmocdepi aszoty npu 80 °C npotsrom 1 rog. PoO3umHHUMK
BMNApPOBYBaNU NpU 3HWKEHOMY TUCKY, Ta 3anuLLOK YNCTUAN 3 BMKOPUCTAHHAM cunikareneBol KONOHKOBOT
xpomatorpadii (NH, EtOAc/rekcaH), oTpuMytoum HasBaHy Crnosyky (22 mr).

MC: [M-H] 531,1.

B) N-{(2S,3R)-2-[(3'-xnop-2-cdTop[1,1'-6idpeHin]-3-in)meTnn]-4,4-audTopniponianH-3-
infeTaHcynbgoHamigy rigpoxnopug

Cymiw 3 TpeT-6yTUn(2S,3R)-2-[(3'-xnop-2-dpTop[1,1'-6icdbeHin]-3-in)meTnn]-3-[(eTaHCynbdOHIN)amiHO]-



4,4-pudptopniponigun-1-kapbokemnaty (22 mr) Ta 4M posuuH rigpoxnopug/CPME (15 mn) nepemiwysanu
NPOTAroM HOYi Npu KiMHATHIN TemnepaTypi. Hepo3umHHy peyvyoBuHy 36mpann inbTpyBaHHSAM, OTPUMYHOUM
HasBaHy crnonyky (4,5 mr).

MC: [M-H] 431,0.

C) N-[(2S,3R)-2-[(3'-xnop-2-dpTop[1,1'-6ideHin]-3-in)metnn]-4,4-gudtop-1-(okcetaH-2-
kapOoHin)niponiguH-3-injeTaHcynbdoHamig 3 MEHLLMM YacoM YTPMMaHHS

o cyMmiLLi 3 N-{(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6ideHin]-3-in)meTnn]-4,4-gncTopniponignH-3-
infetaHcynbgoHamigy rigpoxnopugy (4,5 wmr), okcetaH-2-kapboHoBoi kucrnotn (1,47 mr) ta MO (1 mn)
popasanu HATU (5,47 wmr) Ta DIPEA (4,96 mr) npu kKimHaTHIn Temnepatypi. CyMil nepeMiliyBany NpoTsrom
HOYi MpuM KiMHaTHIA TemnepaTypi, Ta KOHLEHTpyBanu npu 3HWKEHOMY TUCKY. 3anuliok 4Yuctunu 3
BukopuctaHHam BEPX (YMC-Actus Triant C18 pyxoma dhasa: Boga/CHsCN (ska mictute 10 MM amoHito
GikapboHarty)), oTpumytoum HassaHy crnonyky (0,4 mr).

1H AMP (300 MI'y, AMCO-ds) 6 1,18-1,32 (3H, ™), 2,23-2,40 (1H, ™), 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-gncT0p-1-(1-rigpokcmumknodyTraH-1-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-3-
in)meTtunniponignH-3-inetaHcynbgoHamig

Ho pPO34MHYy N-((2S,3R)-4,4-gudpTtop-2-((2,3',5'-TpndTop-[1,1'-6icheHin]-3-in)meTnn)niponignH-3-
in)eTaHcynbdoHamigy rigpoxnopugy (0,030 r) Ta 1-rigpokcmumknodyTtaH-1-kapboHoBoi kucrotn (10,2 mMkn) B
OM® (1 wmn) popgaeann HATU (0,036 r) ta DIPEA (0,045 mn) npu kiMHaTHin TemnepaTypi. Cymiw
nepemiwyBanu NpoOTArOM HOYi Npu KiMHaTHIK TemnepaTtypi. Cymiw racunM BOAHUM HacW4YeHUM PO3YMHOM
aMoHito xnopuay Ta ekctparysanu EtOAc. OpraHiyHui wap BigokpemnioBanu, npommBanu BOJOK Ta
Hacv4eHMM COMbOBUM PO3YMHOM, CYLUMNW Haf HaTpilo CynbdaTtoOM Ta KOHLUEHTPYBanu NP 3HUWXKEHOMY
TUCKY. 3anuWoK YWUCTMIM 3 BUKOPUCTAHHAM KOJIOHKOBOI XxpomaTtorpadii (cunikarenesoi, ernonoBaHoi
cymiwwio EtOAc/rekcaH), oTpumytoumn HassaHy crnonyky (0,016 r).

1H AMP (400 MI'y, CDCIs) 6 1,36 (3H, T, J=7,3 T'y), 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-dTop-2-[(2-dTOpP[1,1'-6ideHin]-3-in)meTnnl-1-((2R)-okceTaH-2-kapOoHin)niponiamH-3-
inJetaHcynbdoHamia

A) 6eH3un(2S,3R,48S)-3-[(eTaHcynbdoHin)amiHo]-4-dpTop-2-[(2-dTop[1,1'-GideHin]-3-in)meTun]niponignH-
1-kapbokcunar

Cymiw 3 6eH3nn(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-3-[(eTaHCynbOHin)amiHo]-4-
dTopniponignH-1-kapbokcunaty (129 mr), deHinbopoHoBoi knucnotun (66,5 mr), XPhos Pd G3 (23,1 wr) Ta 1
M BogHoOro po3uvHy kanito chocdaty (0,818 mn) B8 DME (4 mn) nepemiwysanu npm 80 °C B aTtmocchepi azoTy
npotarom 1 rog. Cymiw posbasnsanu Bogoto Ta ekctparyBanm EtOAc. O6'egHaHi opraHivHi wapu cywmnm
Hag MarHito cynbdatoMm, inbTpyBanM Ta KOHUEHTPYBanu Mnpu 3HWKEHOMY TUCKY. 3anuloK OTpMMaHui
YUCTUNM 3 BUKOPUCTAHHAM  KOMOHKOBOI  XpomaTtorpacdpii  (cunikarenesoi, enornoBaHOl  CyMILLLLIIO
EtOAc/rekcaH), oTpuMytoum HasBaHy cnonyky (92 wr).

MC: [M+H]* 515,1.

B) N-{(2S,3R,4S)-4-bTOp-2-[(2-pTOP[1,1'-6icheHin]-3-in)meTnn]niponiamH-3-in}etaHcynbgoHamigy
rinpobpomig
Ho 6eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-dpTop-2-[(2-¢pTop[1,1'-icheHin]-3-

in)metun]niponignu-1-kapbokcunaty (90 mr) gogasarm 30 % po3umH HBr/outoBa kucnota (1 mn) npwu
KiMHaTHIN TemnepaTypi. Cymiw nepemiwyBany Npu KiMHaTHIA TemnepaTypi npotsrom 1,5 rod., Ta pO34MHHKK
BMnapoByBanu 3 Tonyonom. OTpumaHy TBepay peyoBuHy cycneHgysanu B IPE Ta 36upanu inbTpyBaHHAM,
OTPUMYHOUM Ha3BaHy crnonyky (80,9 mr).

MC: [M+H]* 381,0.

C) N-[(2S,3R,4S)-4-dTOp-2-[(2-hTOp[1,1'-6icheHin]-3-in)meTnn]-1-((2R)-okceTaH-2-kapboHin)niponignH-3-
inJetaHcynbdoHamia

o pPO3UMHY N-{(2S,3R,4S)-4-pTOp-2-[(2-pTOp[1,1'-6icheHin]-3-in)meTnn]niponigmH-3-
injeTaHcynboHamigy rigpobpomigy (35 mr) Ta okcetaH-2-kapb6oHOBOI kucnotu (23,2 mr) B MO (2 mn)
popnasann HATU (43,3 mr) ta DIPEA (0,053 mn) npy 0 °C. Cymiw nepemiwyBanu npu KiMHaTHin
TemnepaTtypi npotarom 1,5 roa. Cymiw racunu Bogot Ta ekctparysanu EtOAc. OpraHiyHuni wap cywunu
Hag Marhito cynbcatoM, inbTpyBanu Ta KOHLEHTPYBanu MNpu 3HWKEHOMY TUCKY. 3anuliok YucTunm 3
BMKOPUCTaHHAM npenapatmBHoi BEPX (Konowka: YMC-Actus Triant C18, pyxoma dasza: H20 10 mM
NHsHCO3/CH3CN), oTpumytoum HasBaHy cnonyky (11,5 mr).

1H AMP (300 Ml'y, AMCO-de) 6 1,19-1,31 (3H, M, ), 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-pTOp-1-(0KCETAH-2-KapbOoHIn)-2-[(2,3',5'-Tpudtop[1,1'-6idheHin]-3-in)meTmun]niponiguH-



3-injeTaHcynbdoHaMig 3 MEHLLUMM YaCcOM YTPUMaHHS

A) 6eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-pTop-2-[(2,3",5'-TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-1-kapbokcmunat

o cyMmiLwi 3 0eH3un(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)metnn]-3-[(eTaHCynbdOHiN)amiHo]-4-
dTopniponianH-1-kapbokcunaty (129 wmr), (3,5-andtopdeHin)bopoHoBoi kucnotn (94,6 mr), XPhos Pd G3
(21,9 mr) Ta DME (2,0 mn) gogaBann 1 M BogHuM po3umH Kanito docdarty (0,60 mn) npu KiMHaTHIRN
TemnepaTtypi. Cymiw nepemiwysanu npy 90 °C B aTmocdepi a3oTy npotarom 4 rog. [o cymiwi gogasanu
BOAy, Ta cymiw ekctparyBanu EtOAc. OpraHiyHui wap BigokpemMntoBanu, NpoMMBany Bogo Ta HaCUYeHUM
CONMbOBUM PO34YMHOM, CYLLMITN HaZ HaTpilo CcynbaTom Ta KOHUEHTPYBanu Npu 3HWXEHOMY TUCKY. 3anuLuok
YUCTUNM 3 BUKOPUCTaAHHSAM  KOMOHKOBOI  Xpomatorpacdpii  (cunikareneBoi, enonoBaHOi  CyMILLLLIO
EtOAc/rekcaH), oTpumytoun HasBaHy cnonyky (30,4 mr).

MC: [M+H]* 551,2.

B) N-{(2S,3R,4S)-4-cpTOp-1-(OKCETaH-2-KapboHin)-2-[(2,3',5"-Tpudptop[1,1'-6iceHin]-3-
in)metun]niponignH-3-injetTaHcynboHaMig 3 MEHLIMM YacoM YTPUMaHHS

Cymiw 3 6eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-cpTop-2-[(2,3',5'-TpncTop[1,1'-BicpeHin]-3-
in)meTtun]niponignH-1-kapbokcunaty (30,4 mr) Ta 10 % Pd-C (3,0 mr) B MeOH (1,0 mn) rigporeHidyBanu nig
0GanoHHUM TMUCKOM MPOTAroM HoYi NpW KiIMHaTHIK TemnepaTypi. KaTanisatop Bugansnu ginbTpyBaHHAM, Ta
GinbTpaT KOHUEHTPYBaNu MNpu 3HWKEHOMY TUCKY. [JO CyMmili 3 OTPUMAaHOro 3asnuLlKy, 2-okceTaHkapboHOBOI
kncnotn (10,2 wmr), DIPEA (0,030 mn) ta AM® (1,0 mn) pgopaBanm HATU (36,1 mr) nmpu KiMHaTHIn
TemnepaTypi. Cymilw nepemiwyBani npu KiMHaTHIn TemnepaTypi npotsrom 1 roa. o cymiwi gogasanm
HacvyYeHWn BOAHWMM PO34MH HaTpito rigpokapboHaTy, Ta cymiw ekctparyBanu EtOAc. OpraHiyHui wap
BiJOKpemnioBanu, NpomMmnsanyu BOAOK Ta HaCUMYEHUM CONbOBMM PO3YMHOM, CYLUMAW HaZ HaTpilo cynbdaTtom
Ta KOHLUEHTpyBanu Mpu 3HWKEHOMY TUCKY. 3anuvLIOK YUCTUAM 3 BUKOPWUCTaHHAM npenapaTtusHoi BEPX
(Kononka: YMC-Actus Triant C18, pyxoma dasza: H20 10 mM NH4HCO3/CH3CN), oTpumyloun HasBaHy
cnonyky (5,2 wr).

1H AMP (300 MI'y, AMCO-ds) 6 1,17-1,33 (3H, ™), 2,22-2,45 (1H, ™), 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-(0KCETaH-2-KapboHin)-2-[(2,3',5'-TpudpTop[1,1'-6icpeHin]-3-in)meTnn]niponiamH-
3-injeTaHcynbdoHamig 3 GifnblLMM YacoM YTPUMAHHS

Cymiw 3  06eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-pTop-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-3-
in)metun]niponignH-1-kapbokcunaty (30,4 mr) Ta 10 % Pd-C (3,0 mr) B MeOH (1,0 mn) rigporeHidyBanu nig
BGanoHHMM TUCKOM MPOTArOM HOYi MpuW KiMHaTHIM TemnepaTypi. Katanizatop Bugananu ginbTpyBaHHAM, Ta
inbTpaT KOHLUEHTPYBanNM nNpu 3HMWXEHOMY TUCKY. [JO CyMmilli 3 OTpMMaHOro 3anuiiky, 2-okceTaHkapboHOBOI
kuncnotn (10,2 wmr), DIPEA (0,030 mn) ta AM® (1,0 mn) gogasanm HATU (36,1 mr) nmpu KiMHaTHIn
TemnepaTypi. Cymiw nepemiwysanu npu kiMHaTHI TemnepaTtypi npotarom 1 roa. o cymiwi gogasanu
HacvyeHWn BOAHWM PO34YMH HaTpito rigpokapboHaTy, Ta cymiw ekctparyBanu EtOAc. OpraHiyHui wap
BiJOKpemnioBanu, NpomMmMsBanyu BOAOK Ta HaCMYEHUM CONbOBUM PO3YMHOM, CYLUWUMM HaA HaTpito cynbdaTomM
Ta KOHUEHTpyBanun npu 3HWKEHOMY TUCKY. 3anuioK YMCTUNM 3 BUKOPUCTaHHAM npenapatuBHoi BEPX
(KonoHka: YMC-Actus Triant C18, pyxoma casa: H20 10 MM NH4sHCO3/CH3CN), oTpumyounm HasBaHy
crnonyky (4,1 mr).

1H AMP (300 MI'y, AMCO-ds) 8 1,19-1,33 (3H, ™), 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).

Mpuknag 307

N-{(2S,3R,4S)-4-¢T0Op-1-(0KCETaH-2-kapboHin)-2-[(2,2',3'-Tpudptop[1,1'-6idpeHin]-3-in)meTnn]niponiamH-
3-injeTaHcynboHaMig 3 MEHLUMM YacoM YTPUMaHHS

A) 0eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-gpTop-2-[(2,2',3'-TprudpTop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-1-kapbokcunat

Ho cyMmiLwi 3 0eH3un(2S,3R,4S)-2-[(3-xnop-2-dpTopcheHin)meTnn]-3-[(eTaHCYnbdOHIN)amiHo]-4-
dTopniponignH-1-kapbokcunaty (129 wr), (2,3-gudtopdeHin)dopoHoBoi kucnotu (91,9 mr), XPhos Pd G3
(21,9 wmr) Ta DME (2,0 mn) gogasann 1 M BogHun po3umH kanito docdarty (0,60 mMn) npu KiMHaTHIN
Temnepatypi. llicna Toro, sk npotarom 4 rog. nepemiwysanu npu 90 °C B atmocdepi asoTy, cymil
KOHLIEHTpYBanu Mpu 3HWXEHOMY TUCKY. 3anuLIOK YMCTUNKU 3 BMKOPUCTAHHSM KOJOHKOBOI XpomaTtorpadii
(cunikarenegoi, entonoBaHol cymiwwo EtOAc/rekcaH), oTpuMytoum Ha3BaHy cnonyky (32,7 mr).

MC: [M+H]* 551,2.

B) N-{(2S,3R,4S)-4-¢pTop-2-[(2,2',3'-Tpudptop[1,1'-6ideHin]-3-in)meTnn]niponignH-3-infeTaHcynbgoHamig

Cymiww 3  ©6eH3un(2S,3R,4S)-3-[(eTaHcynbdoHin)amiHo]-4-cdbTop-2-[(2,2',3-TpndTop[1,1'-0icdeHin]-3-
in)MmeTtun]niponigunH-1-kap6okcunaty (32,7 mr) Ta 10 % Pd-C (3,0 mr) B MeOH (1,0 mn) rigporeHisyBanu nig
0©anoHHUM TMCKOM MPOTArOM HOYi NpW KiIMHaTHIA TemnepaTypi. KaTanisatop Bugansanu ginbTpyBaHHsM, Ta
dinbTpaT KOHUEHTPYBANN NpU 3HMKEHOMY TUCKY, OTPMMYIOYM Ha3BaHy Cnonyky (23,6 wmr).

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

C) N-{(2S,3R,4S)-4-cpTOp-1-(OKCETaH-2-KapboHin)-2-[(2,2',3"-Tpudptop[1,1'-6icbeHin]-3-



in)metun]niponignH-3-injetTaHcynboHaMig 3 MEHLLUMM YaCcoM YTPUMaHHS

Oo CyMiLLi 3 N-{(2S,3R,4S)-4-pTop-2-[(2,2',3"-TpncpTop[1,1'-BicheHin]-3-in)meTun]niponigunH-3-
infetaHcynbdoHamigy (23,6 mr), 2-okceTaHkapboHoBoi kucnotu (16,1 mr), DIPEA (0,050 mn) Ta AM® (1,0
mn) gogasanu HATU (26,0 mr) npu kimHaTHIn TemnepaTypi. [licnsa Toro, sik npotarom 1 rod. nepemiwysanm
npu KiMHaTHIW TemnepaTtypi, CyMill KOHUEHTpyBanmM TMpW 3HWKEHOMY TUCKY. 3anuwiok Yuctunu 3
BMKOPUCTaHHAM npenapatmBHoi BEPX (KomoHka: YMC-Actus Triant C18, pyxoma dasza: H20 10 mM
NHsHCO3/CH3CN), oTpumytoum HasBaHy crnonyky (8,7 mr).

1H AMP (300 MI'y, AMCO-de) d 1,24 (3H, T, J=7,3 T'L), 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).

Mpuknag 346

N-[(2S,3R,4S)-2-[(3'-xnop-2-dpTop[1,1'-6ideHin]-3-in)meTnn]-4-cpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponiguH-3-injetaHcynsgoHamia

A) N-{(2S,3R,4S)-2-[(3-xnop-2-pTopeHrin)meTnn]-4-dpTopniponianH-3-infetaHcynshoHamigy
rinpobpomig

Oo 6eH3un(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTnn]-3-[(eTaHcynbdoHin)amiHo]-4-dpTopniponigmH-1-
kapbokcunaty (2,18 r) gopgaBanu 30 % po3umH HBr/outoBa kmucnota (20 mn) npu 0 °C. Micns Toro, sk
npotarom 30 XB. nepemillyBanu npu KiMHaTHIA TemnepaTypi, CyMill KOHLEHTPYBanu Npu 3HWXKEHOMY TUCKY 3
rentaHoMm, Ta 3anuwok posdaensanu IPE. Hepo3unHHuin maTepian 36upanu inbTpyBaHHSAM, Ta NpoMmuBanm
IPE, oTpMytoumn Ha3BaHy cnonyky (1,83 r).

MC: [M+H]* 339,0.

B) N-[(2S,3R,4S)-2-[(3-xnop-2-pTopdeHrin)meTnn]-4-dTop-1-(2-rigpoKcu-2-mMmeTmnnponaHoin)niponiguH-
3-inJeTaHcynboHamig

Ho cymiwi 3 N-{(2S,3R,4S)-2-[(3-xnop-2-dpropdeHin)meTnn]-4-cpTopniponigmH-3-infetaHcynsdoHamigy
rigpobpomigy (195 wmr) ta DIPEA (0,402 mn) B TI'® (4 mn) gogasanu anbda-aueTokci-isobyTnpunxnopug
(0,081 mn) npm 0 °C, Ta cymiw nepemiwyBanu npu Takin camiv Temnepartypi npotarom 10 xB. [o CymiLli
aogasanu Bogdy (1 mmn) tTa 4 M BogHMM pos3umH niTito rigpokengy (1,16 mMn), Ta Cymiw nepemiwysanu
NPOTAroM HoYi nNpu KiMHaTHIM Temnepartypi. Cymiwl racunum HacMYeHUM BOAHMM PO3YMHOM HAaTpilo
rigpokapboHaTy, Ta ekcTparyBanu EtOAc. EKCTpakT npomMuBanu HacCU4EHUM COJNTIbOBUM PO3YMHOM, CYLUUIN
Hag MarHito cynbdatoM Ta KOHLEHTPYBanu Mpu 3HWXKEHOMY TUCKY. 3anulIoK YMCTUNKN 3 BUKOPUCTAHHSM
KOMNoOHKOBOI XpomaTtorpadii (cunikarenesol, entonosaHoi cymiwo EtOAc/rekcaH), oTpuMMytouM HasBaHy
cronyky (180 wr).

MC: [M+H]* 425,0.

C) N-[(2S,3R,4S)-2-[(3'-xnop-2-dpTop[1,1'-6ideHin]-3-in)metun]-4-cpTop-1-(2-rigpokcum-2-
MeTUANPoNaHoin)niponianH-3-injeTaHcynshoHamig
Cymiw 3 N-[(2S,3R,4S)-2-[(3-xnop-2-cTopdeHin)meTnn]-4-pTop-1-(2-rigpokcmn-2-

MeTunnponaHoin)niponiamH-3-injetaHcynedoHamigy (45 wr), (3-xnopdeHin)bopoHosoi kucnotn (21,5 wmr),
XPhos Pd G3 (8,96 mr) Ta 1 M BogHoro po3uunHy kanito docdarty (0,318 mn) B8 DME (2 mn) nepemiwysanu
npu 80 °C npotarom 2 rog. icnd oxonogXeHHA 3HOBY A0 KiMHaTHOI TemnepaTtypu, PO3YMHHUK BMAansanm
Npy 3HWKEHOMY TUCKY, Ta 3anuLLIOK YUCTUINK 3 BUKOPUCTaHHAM npenapatuBHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma dasa: H20 10 MM NHisHCOs/CHsCN) Ta notiMm konoHkoBoi xpomatorpadii (NH
cunikarenesoi, entonosaHoi cymiwiwo EtOAc/rekcaH), oTpumyroun HassaHy crnonyky (11,4 mr).

1H AMP (400 MT'u, 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).

Mpuknap 374

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-kapboHin)-4-pTop-2-[(2,3",5'-TpndTop[1,1'-GicdbeHin]-3-
in)meTun]niponignH-3-in}meTaHcynbdoHamig

A)  N-((2S,3R,4S)-1-(6iumnkno[1,1,1]neHTan-1-kapboHin)-2-(3-xnop-2-pTopbeHsnn)-4-propniponignH-3-
in)metaHcynbgoHamig

[o posunnHy N-{(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTun]-4-dTopniponianH-3-injmetaHcynbgoHamigy
rigpo6pomigy (100 mr) Ta Giuukno[1,1,1]neHTan-1-kapboHoBoi kucnotu (0,044 mn) B AM® (3 mn) gogasanu
HATU (141 wmr) ta DIPEA (0,129 mn) npu 0 °C. Cymiw nepemiwlyBanu npu KiMHaTHIA TeMnepaTypi NpoTArom
1,5 rog., NoTiM racunm HacM4YeHUM BOOHMM PO3YMHOM HaATpIlO rigpokapboHaTy Ta ekcTparyBanu EtOAc.
O6'eaHaHi opraHiyHi Wapu NpoMMBanM HaCU4YEHUM COSNbOBUM PO3YMHOM, CYLUUNN HAZ MarHito cynbgartom,
GinbTpyBanu Ta KOHUEHTpyBanu. 3anuoK YUCTUMM 3 BUKOPWUCTAHHSM KOMOHKOBOI XpomaTorpadii
(cunikarenegoi, entonoBaHol cymiwo EtOAc/rekcaH), oTpumMytoum Ha3BaHy cnonyky (102 mr).

MC: [M+H]* 419,0.

B) N-{(2S,3R,4S)-1-(6iumkrno[1,1,1]neHTan-1-kapboHin)-4-dpTop-2-[(2,3',5'-TpndTop[1,1'-0icdbeHin]-3-
in)MmeTtun]niponignH-3-intmeTaHcynbdoHaMmig
CymiLw 3 N-((2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-kapboHin)-2-(3-xnop-2-dpTopbeH3nn)-4-

dTopniponianH-3-in)metaHcynbgoHamigy (20 mr), (3,5-audtopdeHin)bopoHoBoi kncnotn (15,1 mr), XPhos
Pd G3 (4,04 mr) Ta 1 M BogHoro posudnHy kanito gpocdpaty (0,143 mn) B DME (0,8 mn) nepemiwysanu npm 80
°C B aTmocdepi asoTy npotsrom 2 rof. Cymill 4ncTunn 3 BUKOPUCTaHHAM KOMOHKOBOI xpomaTtorpadii



(cunikareneBoi, entonoBaHoi cymiwwo EtOAc/rekcaH) 3 HacTynHUM BUKOPUCTaHHAM npenapatuHol BEPX
((KonoHka: L-KonoHka 2 ODS, pyxoma dasa: H20 5 MM NH4HCO3/CHsCN), oTpuMytoun Ha3BaHy Cronyky
(15,5 wmr).

H AMP (400 Ml'u, CDClz) & 1,75-1,94 (1H, m), 2,07-2,38 (5H, m), 2,53 (3H, g, J=26,2 'u), 2,88-3,31
(3H, m), 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-gndpTop-1-((1r,3S)-3-pTopumknobyTaH-1-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig

Cymim 3  N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)metnn]-4,4-audtop-1-[(1r,3S)-3-dbTopumnknobyran-1-
kapboHin]niponignH-3-injetaHcynedoHamigy (28 wr), (3,5-audTopdeHin)éopoHoBoi kucnotn (19,4 wr),
XPhos Pd G3 (5,19 wmr) tTa 1 M BogHoro posuunny kanito docdarty (0,184 mn) 8 DME (2 mn) nepemiwysanu
npy 80 °C npoTdarom 2 roa. licna oxonogkeHHs 3HOBY [0 KiMHATHOI TemMnepaTypu, PO3YMHHUK BUOANANM
npyv 3HWKEHOMY TUCKY, Ta 3anuoK YUCTUNM 3 BUKOPUCTAHHAM KOMOHKOBOI xpomaTtorpacpii  (NH
cunikarenesoi, entoroBaHoi cymiwiwo EtOAc/rekcaH) Ta npenapatusHoi BEPX (KonoHka: YMC-Actus Triant
C18, pyxoma ¢aza: H20 10 MM NH4HCO3/CHsCN), oTpumytoum HasBaHy cnonyky (28,3 mr).

H AMP (300 Ml'u, AMCO-ds) 6 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-gncTop-1-((1r,3S)-3-dpTOpunknodyTtaH-1-kapboHin)-2-[(2,2',5'-TpudTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-intetTaHcynbgoHamig

Cymim 3  N-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)metun]-4,4-gudtop-1-[(1r,3S)-3-dTopumnknobyraH-1-
kapboHin]niponignH-3-injetaHcynedoHamigy (28 wr), (2,5-audpTopdeHin)éopoHoBoi kucnotn (19,4 wr),
XPhos Pd G3 (5,19 wmr) Ta 1 M BogHoro po3uunHy kanito docdarty (0,184 mn) B8 DME (2 mn) nepemiwysanu
npu 80 °C npotarom 2 rog. Micna oxonogXeHHA 3HOBY A0 KiMHaTHOI TeMnepaTtypu, PO3YMHHUK BUMAANANN
NPy  3HWKEHOMY TWUCKY, Ta 3anuwoK YWUCTUIM 3 BUKOPUCTAHHAM KOMOHKOBOI Xxpomatorpacdpii (NH
cvnikarenesoi, entoroBaHoi cymiwwo EtOAc/rekcaH) Ta npenapaTtneHoi BEPX (KonoHnka: YMC-Actus Triant
C18, pyxoma ¢paza: H20 10 MM NH4HCO3/CHsCN), oTpumytoum HassaHy cnonyky (18,2 mr).

H AMP (300 Ml'u, AMCO-ds) 6 1,19-1,74 (4H, m), 2,01-2,42 (3H, m), 2,57-3,22 (5H, wm), 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-dTop[1,1'-6ideHin]-3-in)metnn]-1-((1r,3S)-3-dpTopumknobyraH-1-
kapboHin)niponiguH-3-injeTaHcynsdoHamig

Cymim 3  N-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-gudtop-1-[(1r,3S)-3-dbTopumnknobyraH-1-
kapboHin]niponignH-3-injetaHcynbdoHamigy (28 wr), deninbopoHoBoi kucnotu (14,9 wmr), XPhos Pd G3
(5,19 mr) Ta 1 M BogHoro posuuHy kanito cocgaty (0,184 mn) B8 DME (2 mn) nepemiwysanu npu 80 °C
npotarom 2 rog. [licna oxonogXeHHs 3HOBY OO KiMHATHOI TemnepaTypw, PO3YMHHWK BUOANsanuM npu
3HWKEHOMY TUCKY, Ta 3anuLLOK YUCTUNWN 3 BUKOPUCTaHHSAM KOJTOHKOBOI xpomaTtorpadii (NH cunikarenesoi,
entoroBaHoil cymiwwto EtOAc/rekcaH) Ta npenapatmsHoi BEPX (Kononka: YMC-Actus Triant C18, pyxoma
dasa: H20 10 MM NH4HCO3/CHsCN), oTpuMytoumn Ha3BaHy cnonyky (26,9 mr).

1H AMP (300 MI'u, AMCO-ds) & 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-pTOopumknobyTaH-1-kapboHin)-2-[(2,3',5'-TpudTtop[1,1'-6icpeHin]-3-
in)meTtun]niponigunH-3-intetaHcynbgoHamig

Cymiw 3  N-{(2S,3R)-2-[(3-xnop-2-dpropdeHin)meTnn]-4,4-gucptop-1-[(1s,3R)-3-dpTopumknobyTaH-1-
kapboHin]niponignH-3-injetaHcynedoHamigy (17 wr), (3,5-audpTopdeHin)éopoHoBoi kucnotn (11,8 mr),
XPhos Pd G3 (3,15 wmr) Ta 1 M BogHoro po3uuHy kanito ¢ocdarty (0,112 mn) 8 DME (1 mn) nepemiwyBanu
npu 80 °C npotarom 2 rog. icna oxonomXeHHA 3HOBY A0 KiMHATHOI TeMnepaTtypu, PO3YMHHUK BMAAnNsAnm
npyv 3HWKEHOMY TUCKY, Ta 3anuloK YUCTUNM 3 BUKOPUCTaAHHAM KOMOHKOBOI XxpomaTtorpacpii (NH
cunikarenesoi, entoroBaHoi cymiwiwo EtOAc/rekcaH) Ta npenapatueHoi BEPX (KonoHka: YMC-Actus Triant
C18, pyxoma dpasa: H20 10 MM NH4HCO3/CHsCN), oTpumytoun HassaHy crnonyky (15,8 mr).

H AMP (300 MI'u, AMCO-de) 6 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-andpTop-1-((1s,3R)-3-PpTOopUnknodyTaH-1-kapboHin)-2-[(2,2',5'-TpndTop[1,1'-0icdpeHin]-3-
in)MmeTtun]niponigunH-3-intetaHcynbgoHamig

Cymiw 3 N-{(2S,3R)-2-[(3-xnop-2-pTopdeHnin)meTtun]-4,4-gudpTop-1-[(1s,3R)-3-pTopumknodbyTaH-1-
kapOoHin]niponiauH-3-intetaHcynbdoHamigy (17 wr), (2,5-andTopdeHin)bopoHoBoi kucnotu (7,64 wmr),
XPhos Pd G3 (3,15 mr) Ta 1 M BogHoro posuduHy kanito docdaty (0,112 mn) 8 DME (1 mn) nepemiwyBanu
npy 80 °C npoTdarom 2 roa. lMicrna oXonomkeHHs 3HOBY [0 KiMHATHOI TeMnepaTypu, PO3YMHHMK BUOANANMN
npyv 3HWKEHOMY TUCKY, Ta 3anuoK YUCTUINM 3 BUKOPUCTaAHHAM KOMOHKOBOI XxpomaTtorpacpii (NH



cunikarenesoi, entoroBaHoi cymiwiwo EtOAc/rekcaH) Ta npenapatusHol BEPX (KonoHka: YMC-Actus Triant
C18, pyxoma dpasa: H20 10 MM NH4HCO3/CHsCN), oTpumytoum HassaHy crnionyky (12,0 mr).

1H AMP (300 MI'u, AMCO-ds) & 1,19-1,30 (3H, m), 1,70-2,44 (5H, m), 2,54-3,22 (4H, wm), 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-andtop-2-[(2-dpTop[1,1'-6ideHin]-3-in)metnn]-1-((1s,3R)-3-dpTopunknodyraH-1-
KapOoHin)niponiguH-3-injeTaHcynbgoHamia

Cymim 3 N-{(2S,3R)-2-[(3-xnop-2-pTopdeHrin)meTtun]-4,4-gudpTop-1-[(1s,3R)-3-pTopumknodbyTaH-1-
kapOoHin]niponianH-3-intetaHcynbdoHamigy (17 wmr), deHinéopoHoBoi kucnotn (9,07 mr), XPhos Pd G3
(3,15 mr) Ta 1 M BogHoro posuuHy kanito cocdarty (0,112 mn) B8 DME (1 mn) nepemiwysanu npu 80 °C
npotarom 2 rod. [llicns oOXonomkeHHs 3HOBY OO KiMHATHOI TemnepaTtypu, PO3YUHHWK BUAaANsnuM npu
3HMKEHOMY TUCKY, Ta 3anuLUOK YUCTUMM 3 BUKOPUCTaHHAM KONOHKOBOI xpomatorpadii (NH cunikarenesoi,
entorioBaHoi cymiwto EtOAc/rekcaH) Ta npenapatmeHoi BEPX (Kononka: YMC-Actus Triant C18, pyxoma
¢asa: H20 10 MM NH4sHCO3/CH3CN), oTpumytoumn HassaHy crnonyky (8,00 mr).

H AMP (300 MI'u, AMCO-ds) 6 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-dTop[1,1'-6ideHin]-3-in)meTun]-4-dpTop-1-(2-rigpokcn-2-

MeTMnnponaHoin)niponiamH-3-injmeTaHcynsdoHamig

A) 6eH3un(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)metun]-4-dprop-3-[(MeTaHCynbgoHIN)amiHoniponianH-1-
kapbokcunaT

MeTaHcynbcoHoBUI aHrigpug (225 mr) gogasanu O nepeMiyBaHoro posduvnHy 6eH3un(2S,3R,4S)-3-
aMiHO-2-[(3-xnop-2-cTopdeHin)meTun]-4-dprTopniponignH-1-kapbokcunaty (328 mr) ta TEA (0,360 mn) B
Tro (10 mn) npw kimHaTHIN TemnepaTypi. Yepes 0,5 roa., peakuiviHy CyMill KOHLEHTPYBanu npu 3HWXeHOMY
TUCKY, Ta 3anuWOK YUCTUNM 3 BUKOPUCTaHHSIM KONOHKOBOI Xpomartorpadii (cunikarenesoi, enonoBaHoi
cymiwwo EtOAc/rekcaH), oTpumyroum HassaHy cnonyky (336 mr).

MC: [M+H]* 459,0.

B) N-{(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-4-dTopniponignH-3-injmeTaHcynsoHamig
rigpobpomig

Ho 6eH3un(2S,3R,48S)-2-[(3-xnop-2-dpTopdeHin)metun]-4-dptop-3-[(MeTaHCynbgoHIN)amiHoniponianH-1-
kapbokeunaty (1,17 r) popasanun 30 % po3unH HBr/outoBa kucnota (10 M) npu KiMHaTHIR TemnepaTypi.
Cymiw nepemiwysanu npu kKiMHaTHIM TemnepaTtypi npotarom 30 xB. Cymill BUnapoByBanu 3 Tonyonom, Ta
3anuwok cycnengyeanu B IPE, Ta Hepo3unHHy pedqoBuHy 3bupanu dinbTpyBaHHAM Ta npomwusanu IPE,
OTpVMyoUU HasBaHy cnonyky (0,974 r).

MC, sHangeHo: 325,1.

C) N-[(2S,3R,4S)-2-[(3-xnop-2-dbTopdeHin)meTnn]-4-dpTop-1-(2-rigpokcn-2-meTnnnponaHoin)niponiamH-
3-injmeTtaHcynsdoHamig

Ho cymiwi 3 N-{(2S,3R,4S)-2-[(3-xnop-2-dpTopeHin)meTnn]-4-cdTopniponiguH-3-intMetaHcynsoHamigy
rigpodpomigy (100 mr) ta DIPEA (0,299 mn) B TI® (3 mn) gogaBanu anbda-aLeToki-isobyTnpunxnopug
(0,071 mn) npu 0 °C, Ta cymiw nepemiwyBanu nNpu Takin camin Temnepatypi npotarom 10 xB. o cymiwi
popasanu Boay (1 mn) Ta 4 M BOAHMI po3ymH niTito rigpokemnay (1 mn), Ta cymil nepemiwysany npu
KiMHaTHIN Temnepatypi npoTtarom 4 rog. Cymiw racvnum Hacu4eHMM BOAHMM  PO34YMHOM  HaTpito
rigpokapboHaTy Ta ekctparyBanu EtOAc. EkcTpakT npomMmuBanu HacU4EHUM CONMbOBUM PO3YMHOM, CYLLUIN
Hag HaTpilo CcynbaToM Ta KOHUEHTPYBanmu MpW 3HMWKEHOMY TUCKY. 3anuloK YMCTUAN 3 BUKOPUCTAHHSAM
KONMOHKOBOI xpomartorpadii (cunikarenesoi, entonoBaHoi cymiwwio EtOAc/rekcaH), oTpumylouM Ha3BaHy
crnonyky (96 mr).

MC: [M+H]* 411,1.

D) N-[(2S,3R,4S)-2-[(3'-xnop-2-dpTop[1,1'-6ideHin]-3-in)metun]-4-cdpTop-1-(2-rigpokcm-2-
MeTMANponaHoin)niponiamH-3-injmeTaHcynsoHamig
Cymiww 3 N-[(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTun]-4-dTop-1-(2-rigpokcu-2-

MeTunnponaHoin)niponiamH-3-injMmetaHcynsgoHamigy (23 wmr), (3-xnopdeHin)éopoHoBoi kucnotu (17,5 mr),
XPhos Pd G3 (4,74 mr) Ta 1 M BogHoro posudnHy kanito cocoaty (0,168 mn) 8 DME (2 mn) nepemiwysanu
npu 80 °C npoTdarom 2 roa. Micna oxXonomKeHHA 3HOBY A0 KiIMHATHOI TemnepaTypy, PO3YUMHHWUK BUAANSANn
npy 3HWKEHOMY TUCKY, Ta 3amnuLLIOK YUCTUINK 3 BUKOPUCTaHHAM npenapatuBHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma d¢asa: H0 0,1 % TPO/CH3:CN 0,1 % TPO) Tta konoHkoBoi xpomartorpadii (NH
cunikareneoi, entonosaHoi cymiwiwio EtOAc/rekcaH), oTpumyroun Ha3BaHy crnonyky (5,40 mr).

1H AMP (400 MI'y, CDCIz) 6 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'-6idpeHin]-3-in)metun]-4,4-andTop-1-(3-dpTopumknodyraH-1-
KapOoHin)niponiguH-3-in]jMmetaHcynbgoHamig 3 GinbWMM YacoM yTpUMaHHS

A) N-[(2S,3R)-2-[(3-xnop-2-hTopdeHin)metun]-4,4-audptop-1-(3-TopumknobyraH-1-



kapboHin)niponigun-3-in]jmetaHcynsdoHamig

Oo  posunHy  N-((2S,3R)-2-(3-xnop-2-pTopbeHsnn)-4,4-audpTopniponianH-3-in)metaHcynboHamigy
rigpoxnopuay (0,310 r) Ta 3-pTopunknobyraH-1-kapboHoroi kucnotu (0,133 mn) 8 AM® (10 mn) gogasanu
HATU (0,466 r) Ta DIPEA (0,571 mn) npu kKiMmHaTHIn TeMnepaTypi. Cymill nepemilyBanyi NpoTAromMm Houi npwm
KiMHaTHIN Temnepatypi. Cymill racunmM BOOHUM HaCMYEHMM PO3YMHOM aMOHIi0 Xfopuay Ta ekcTparyBanu
EtOAc. OpraHiyHnii Wwap BigoKpeMmoBanu, MPOMUBaNIM BOAOK Ta HACUYEHVMM COMNbOBMM PO3YMHOM, CYLUWUMN
Hag HaTpilo cynbaToM Ta KOHLEHTPYBanmu MpW 3HMKEHOMY TUCKY. 3anvOK YUCTUNWN 3 BUKOPUCTAHHSAM
KornoHkoBoi xpomaTtorpacpii (NH cwunikareneBoi, enonoBaHoi cymiwwo EtOAc/rekcaH, Ta noTim
cunikareneBoi, entonoBaHoi cymiwwto EtOAc/rekcaH), oTpumyroun Haseary cronyky (0,196 r).

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

B) N-[(2S,3R)-2-[(2,3-andTop[1,1'-6ideHin]-3-in)meTun]-4,4-andTop-1-(3-dpropumknobyraH-1-
kapboHin)niponigun-3-in]jmetaHcynsgoHamig 3 6inbwnM YacoMm yTpUMaHHS
Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-pTopeHin)metun]-4,4-andTop-1-(3-dpropunknodbyTtaH-1-

kapboHin)niponigmn-3-injmetaHcynedoHamigy (29 wmr), (3-drtopdeHin)bopoHosoi kucnotun (18,3 mr), XPhos
Pd G3 (5,54 mr) Ta 1 M BogHOro posuuHy kanito doceaty (0,196 mn) 8 DME (2mn) nepemiwysanu npu 80
°C npotsarom 2 rog. [Micns oxonomxeHHs1 3HOBY OO KiMHATHOI TeMnepaTypu, PO34YMHHUK BUOAnNsnu npu
3HWKEHOMY TUCKY, Ta 3amuvLIOK YUCTUM 3 BUMKOPUCTaHHsAM npenapaTtmBHoi BEPX (Kononka: YMC-Actus
Triant C18, pyxoma dasa: H20 0,1 % TPO/CHsCN 0,1 % TPO, ta notim KonoHka: CHIRALPAK IB, pyxoma
dasa: giokcmg Byrneuto/(MeOH/gietnnamiv =1000/3)=900/100 (06./06.)), OTpMMyK4YM Ha3BaHy CMONyKY
(11,3 wmr).

1H AMP (400 My, CDCIs) 6 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'-BicbeHin]-3-in)metnn]-4,4-gndTop-1-(3-dpropunknodbytaH-1-
kapboHin)niponiamH-3-injMeTaHcynboHaMig 3 MEHLLMM YaCOM YTPUMaHHS

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)metun]-4,4-gndTop-1-(3-dpropunknodbyTtaH-1-
kapboHin)niponignH-3-injmeTtaHcynedoHamigy (29 wmr), (3-dTopdeHin)bopoHoBoi kucnotu (18,3 mr), XPhos
Pd G3 (5,54 wmr) Ta 1 M BogHoro posunHy kanito pocdary (0,196 mn) 8 DME (2 mn) nepemiwysanu npu 80
°C npotsarom 2 rog. Micns oxonomXeHHs1 3HOBY OO KiMHATHOI TeMnepaTypu, PO34YMHHUK BUOAnNsnu npu
3HWKEHOMY TUCKY, Ta 3anuLIOK YUCTUNKM 3 BUKOpUCTaHHAM npenapatmeHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma dasa: H20 0,1 % TOO/CH3CN 0,1 % TPO, Ta noTim KonoHka: CHIRALPAK 1B, pyxoma
dasa: giokcmg Byrneuto/(MeOH/gietnnamiv =1000/3)=900/100 (06./06.)), OTpMMYyK4YM Ha3BaHy CMOMYKY
(10,2 wr).

1H AMP (400 MT'u, CDCIs) 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-gncdTop-1-((1r,3S)-3-bTopumnknobyTtan-1-kapboHin)-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-3-
in)meTun]niponignH-3-in}meTaHcynbdoHamig

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTun]-4,4-gndTop-1-(3-dpropunknodbyTtaH-1-
kapboHin)niponiguH-3-injmetaHcynedoHamigy (29 wr), (3,5-gudTtopdeHin)déopoHoBoi kucnotn (20,7 w™r),
XPhos Pd G3 (5,54 mr) Ta 1 M BogHoro posudnHy kanito cocdaty (0,196 mn) 8 DME (2 mn) nepemiwysanu
npu 80 °C npoTdarom 2 roA. Micna oxonogKeHHA 3HOBY A0 KiIMHATHOI TemnepaTypu, PO3YUHHWUK BUAANSANN
npy 3HWXKEHOMY TUCKY, Ta 3anuLLIOK YUCTUINK 3 BUKOPUCTaHHAM npenapatuBHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma dasa: H20 0,1 % TO®O/CH3CN 0,1 % TdO, Ta noTim KonoHka: CHIRALPAK 1B, pyxoma
daza: giokenp Byrneuto/(MeOH/gietnnamin =1000/3)=900/100 (06./06.)), OTpUMyKUM Ha3BaHy CMONyKy
(9,90 wmr).

1H AMP (400 My, CDCls) 6 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-pTOopumknobyTaH-1-kapboHin)-2-[(2,3',5'-TpudTtop[1,1'-6icpeHin]-3-
in)meTun]niponigunH-3-inimeTaHcynbdhoHamis

Cymiww 3 N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTnn]-4,4-andTop-1-(3-pTopunknodbyTaH-1-
kapboHin)niponiguH-3-injmeTtaHcynedoHamigy (29 wr), (3,5-gudTtopdeHin)déopoHoBoi kucnotn (20,7 w™r),
XPhos Pd G3 (5,54 mr) Ta 1 M BogHoro posudnHy kanito cocdaty (0,196 mn) 8 DME (2 mn) nepemiwysanu
npu 80 °C npoTdarom 2 roa. Micna oxonogkeHHsa 3HOBY [0 KiMHATHOI TemMnepaTypu, PO3YMHHUK BUAANSANM
npy 3HWKEHOMY TUCKY, Ta 3amnuLLIOK YUCTUINK 3 BUKOPUCTaHHAM npenapatuBHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma dasa: H20 0,1 % TPO/CH3CN 0,1 % TPO, ta notim KonoHka: CHIRALPAK IB, pyxoma
daza: pgiokenp Byrneuto/(MeOH/gietnnamin =1000/3)=900/100 (06./06.)), OTpUMYyKUM Has3BaHy CMOMNyKY
(12,3 wmr).

1H AMP (400 MTl'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-gndpT0op-1-(3-pTOopLMKNIOobYTaH-1-KapboHin)-2-[(2,2',3'-TpudTop[1,1'-6ideHin]-3-
in)metun]niponignn-3-in}MetaHcynbdoHamig 3 6inbLYM Yacom YyTPUMaHHS



Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTun]-4,4-andTop-1-(3-dpropunknodbyTaH-1-
kapboHin)niponigmH-3-injmetancynedoHamigy (29 wr), (3,5-gudTtopdeHin)béopoHoBoi kucnotn (20,7 wMr),
XPhos Pd G3 (5,54 wmr) Ta 1 M BogHoro posuunny kanito docdarty (0,196 mn) 8 DME (2 mn) nepemiwysanu
npy 80 °C npoTdarom 2 roa. [Micna oXonomkeHHs 3HOBY A0 KiMHATHOI TemMnepaTypu, PO3YMHHMK BUOANANMN
npy 3HWKEHOMY TUCKY, Ta 3anuULLIOK YUCTUIM 3 BUKOPUCTaAHHAM npenapatuBHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma dasa: H20 0,1 % TPO/CHsCN 0,1 % TPO, ta notim KonoHka: CHIRALPAK IB, pyxoma
dasza: giokeng Byrneuto/(MeOH/gietnnamin =1000/3)=900/100 (06./06.)), oTpumytoun Has3BaHy crnonyky (9
Mr).

1H AMP (400 Ml'y, CDCIs) & 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-andpTop-1-(3-pTopLmnKnobyTaH-1-kapboHin)-2-[(2,2',3'-TpudTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-in}MeTaHcynbMoHaMig 3 MEHLUMM YacoM YTPUMaHHS

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-pToppeHin)metun]-4,4-andTop-1-(3-dpropunknodbyTtaH-1-
kapboHin)niponigmn-3-injmetancynedoHamigy (29 wr), (3,5-gudTtopdeHin)déopoHoBoi kucnotn (20,7 wMr),
XPhos Pd G3 (5,54 wmr) Ta 1 M BogHoro po3uunHy kanito docdaty (0,196 mn) B8 DME (2 mn) nepemiwysanu
npu 80 °C npoTsarom 2 roa. [Micna oxXxonomkeHHs 3HOBY A0 KiMHATHOI TeMnepaTypu, PO34YMHHUK BUOANANM
NpW 3HWKEHOMY TUCKY, Ta 3aIULLIOK YUCTUNKN 3 BUKOPUCTaHHAM npenapaTtusHoi BEPX (Kononka: YMC-Actus
Triant C18, pyxoma dasa: H20 0,1 % TPO/CHsCN 0,1 % TPO, ta notim KonoHka: CHIRALPAK IB, pyxoma
daza: giokemg Byrneuto/(MeOH/gietunamin =1000/3)=900/100 (06./06.)), oTpumytoum Ha3BaHy cnonyky (7,6
Mr).

1H AMP (400 MT'u, CDCI3) 6 1,54-3,23 (10H, m), 3,27-5,08 (6H, m), 7,04-7,47 (6H, m).

Mpwuknag 437

N-{(2S,3R)-4,4-gnTop-1-(3-pTopumknobyTaH-1-kapboHin)-2-[(2,2',5'-Tpudptop[1,1'-6ideHin]-3-
in)metun]niponignh-3-in}mMetaHcynbgoHamig 3 6inbLIYM Yacom yTPUMaHHS

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-pTopdeHin)metun]-4,4-gndTop-1-(3-dpropunknodbyTtaH-1-
kapboHin)niponignH-3-injmetaHcynedoHamigy (29 wr), (2,5-gudtopdeHin)déopoHoBoi kucnotn (20,7 w™r),
XPhos Pd G3 (5,54 wmr) Ta 1 M BogHoro po3umnHy kanito gocdaty (0,196 mn) B8 DME (2 mn) nepemiwysanm
npu 80 °C npoTsarom 2 roa. [Micna oxXonomkeHHs 3HOBY A0 KiMHATHOI TeMnepaTypu, PO3YMHHUK BUOANANM
Npy 3HWXKEHOMY TUCKY, Ta 3anuLLIOK YUCTUINK 3 BUKOPUCTaHHAM npenapatueHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma dasa: H20 0,1 % TOO/CH3CN 0,1 % TdPO, Ta noTim KonoHka: CHIRALPAK 1A, pyxoma
daza: giokemg Byrneuto/(MeOH/gietunamiv =1000/3)=900/100 (06./06.)), oTpumytoun HasBaHy cnonyky (6,1
Mr).

H AMP (400 Mly, CDCIs) & 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-gndT0op-1-(3-pTopumknobyTtaH-1-kapboHin)-2-[(2,2',5'-Tpudptop[1,1'-6ideHin]-3-
in)meTun]niponignH-3-in}MeTaHcynb@oHaMmig 3 MEHLUMM YacoM YyTPUMaHHS

CymiLw 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHin)meTun]-4,4-ancdTop-1-(3-pTopunknodbyTaH-1-
kapboHin)niponignH-3-injmetaHcynedoHamigy (29 wr), (2,5-gudTtopdeHin)déopoHoBoi kucnotn (20,7 w™r),
XPhos Pd G3 (5,54 mr) Ta 1 M BogHoro posudnHy kanito cocdaty (0,196 mn) 8 DME (2 mn) nepemiwysanu
npu 80 °C npoTdarom 2 roa. lMicna oxonogKeHHs 3HOBY [0 KiMHATHOI TemnepaTypu, PO3YMHHUK BUOANANU
npy 3HWKEHOMY TUCKY, Ta 3anuLLIOK YUCTUINK 3 BUKOPUCTaHHAM npenapatuBHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma dpasza: H20 0,1 % TPO/CH3CN 0,1 % TPO, Ta notim KonoHka: CHIRALPAK IA, pyxoma
dasa: giokeng Byrneuto/(MeOH/gietunamit =1000/3)=900/100 (06./06.)), oTpuMytoun Ha3BaHy cronyky (8,4
Mr).

1H AMP (400 MT'u, CDCIs) 6 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'-6idpeHin]-3-in)metun]-1-(3-pTopumknobyraH-1-
kapboHin)niponignH-3-in]MmeTaHcynsdoHamig 3 GinbLWMM YacoM YTPUMAHHS

Cymiww 3 N-[(2S,3R)-2-[(3-xnop-2-dpTopdeHrin)meTun]-4,4-andTop-1-(3-pTopunknodbyTaH-1-
kapboHin)niponignH-3-injmetaHcynedoHamigy (29 mr), deHinbopoHoBoi kucrnotu (16,0 mr), XPhos Pd G3
(5,54 mr) Ta 1 M BogHoro posudmHy kanito docdaty (0,196 mn) B8 DME (2 mn) nepewmiwysanu npu 80 °C
npotarom 2 rod. [llicns oXonoaXeHHs 3HOBY A0 KIMHATHOI TemnepaTypu, PO3YMHHWK BUAANsanu npwm
3HMKEHOMY TUCKY, Ta 3anuLIOK YUCTUNM 3 BUKOpUCTaHHAM npenapatmeBHoi BEPX (KonoHka: YMC-Actus
Triant C18, pyxoma ¢asa: H20 0,1 % TPO/CHsCN 0,1 % TPO, ta notim KonoHka: CHIRALPAK OJ-H,
pyxoma casa: giokcug syrneuto/(MeOH/gietnnamiv =1000/3)=900/100 (06./06.)), OTpuMyO4YM Ha3BaHy
crionyky (11,8 wr).

1H AMP (400 Ml'y, CDCIs) & 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).

Mpuknag 441

N-[(2S,3R)-4,4-audTtop-2-[(2-dpTop[1,1'-6ideHin]-3-in)meTnn]-1-(3-propumknobytaH-1-



kapBoHin)niponiguH-3-in]jMmetaHcynbgoHamMig 3 MEeHLLIVM YacoM YyTPUMaHHS

Cymiw 3 N-[(2S,3R)-2-[(3-xnop-2-pTopdeHrin)metun]-4,4-andTop-1-(3-dpropunknodbyTaH-1-
kapboHin)niponignn-3-injmetaHcynedoHamigy (29 mr), deHinbopoHosoi kucrnotu (16,0 mr), XPhos Pd G3
(5,54 mr) Ta 1 M BogHoro posudmHy kanito docdarty (0,196 mn) B DME (2 mn) nepewmiwysanu npu 80 °C
npotarom 2 rod. [licna oxonomXeHHs 3HOBY A0 KiMHATHOI TemnepaTypu, PO3YUHHWUK BUOANsanu npuv
3HMKEHOMY TUCKY, Ta 3anuLIOK Ynctunm 3 BukopuctaHHam BEPX (Kononka: YMC-Actus Triant C18, pyxoma
¢asza: H20 0,1 % TPO/CH3CN 0,1 % TPO, ta notim KonoHka: CHIRALPAK OJ-H, pyxoma ca3sa: giokeng
Byrneuto/(MeOH/gietnnamin =1000/3)=900/100 (06./06.)), OTpUMYO4YM Ha3BaHy CNOMyKy (8 mr).

1H AMP (400 MT'u, CDCIs) 6 1,29-3,20 (10H, m), 3,35-5,19 (6H, m), 7,10-7,53 (8H, m).

Mpuknag 442

(2S,3R)-3-[(ammeTuncynbamoin)amiHol-4,4-audptop-2-[(2-dpTop-3'-meTun[1,1'-6icpeHin]-3-in)meTun]-
N,N-anmeTtmnniponiguH-1-kapbokcamig

A) TpeT-6yTun(2S,3R)-2-[(3-xnop-2-dpropdeHin)meTnn]-3-[(anmeTuncynsdamoin)amino]-4,4-
andpropniponiguH-1-kapbokcunat

Cymiww 3 TpeT-6yTun(2S,3R)-3-amiHo-2-[(3-xnop-2-dpTopdeHin)metnn]-4,4-audptopniponignH-1-
kapbokcunaTty (300 mr), aumeTtuncynbdamoinxnopugy (800 mr) Ta DMAP (201 Mr) nepemiyBanu NpoTsirom
Ho4i B aTmocdepi a3oTy npu 50 °C. PeakuiitHy cymiw po30aBnsifiv HaCU4EHUM BOOHUM PO3YMHOM HaTpito
rinpokapboHaty, Ta ekctparyBann EtOAc. OpraHiyHui wWwap BigokpemsoBanu, NpoMUBann HaCUYeHUM
CONMbOBUM PO3YMHOM, CyIMNM Hag Oe3BOAHMM MarHilo CcynbgaToMm, Ta KOHLEHTPYBanu Npu 3HWXKEHOMY
TUCKY. 3anuoK YMCTUNM 3 BUKOPUCTAHHAM cunikarenesoi KonoHkoBoi xpomatorpadii (EtOAc/rekcan),
OTPVMYIOUMN Ha3BaHy crnonyky (225 wr).

MC: [M-H] 470,1.

B) Tpet-6yTnn(2S,3R)-3-[(ammeTuncynbdamoin)amiHo]-4,4-gudptop-2-[(2-dTop-3'-meTnn[1,1'-BicbeHin]-
3-in)meTuniniponignH-1-kapbokcunat

Cymim 3  TpeT-6yTUn(2S,3R)-2-[(3-xn0op-2-pToppeHrin)metnn]-3-[(ammeTuncynsdamoin)amiHo]-4,4-
andTopniponiamH-1-kapbokeunaty (200 wmr), (3-meTundeHin)éopoHosoi kucnotn (86 mr), XPhos Pd G3
(35,9 wr), 1M BogHoro posunHy kanito docdarty (0,636 mn) tTa TId (3 mn) niggasanu aii MiKpOXBUNBOBOTO
BunpoMiHeHHs1 npu 80 °C npotsarom 1 roa. Cymiw HewTpanisyBann HacMYEHUM BOOHWM PO3YMHOM HaTpito
rigpokap6oHaty npu 0 °C, Ta ekctparyBanu EtOAc. OpraHidHuiA Wiap BigokpeMoBanu, NpoMmneani Bo 4ok
Ta HAaCUYEHVMM CONIbOBMM PO3YMHOM, CYLUMNWN Hag O6e3BOAHMM MarHito cynbdartoM, Ta KOHUEHTpyBanu npu
3HMKEHOMY TUCKY. 3anuliOK YMCTUMU 3 BUKOPUCTaHHAM curiikareneBoi KONoHKoBOI xpomatorpadii (NH,
EtOAc/rekcaH), oTpumMytoum Ha3BaHy cnonyky (150 mr).

MC: [M-H]- 526,2.

C) N'-{(2S,3R)-4,4-gndTop-2-[(2-pTOp-3'-MeTUN[1,1'-6icheHin]-3-in)meTuniniponignH-3-in}-N,N-
OnmeTuncipyaHoi KUCNoTu giamigy rigpoxnopug

Cymim 3  TpeT-6yTUn(2S,3R)-3-[(aumeTnncynedamoin)amiHol-4,4-audtop-2-[(2-dpTop-3'-MeTun[1,1'-
BideHin]-3-in)metun]niponignH-1-kapbokeunaty (145 wmr) ta 4M posunny rigpoxnopng/CPME (5 wmn)
nepemiwysanm npu 60 °C npoTtarom 4 rod. PeakuiHy Cymill KOHUEHTpyBanu npu 3HUWKEHOMY TUCKY,
OTPUMYOUM Ha3BaHy crnonyky (125 wmr).

MC, 3HangeHo: 428,1.

D) (2S,3R)-3-[(aumeTnncynedamoin)amiHol-4,4-gudtop-2-[(2-dpTop-3'-MeTnn[1,1'-6icpeHin]-3-
in)metun]niponignH-1-kapboHinxnopug

Ho cymiwi 3 N'-{(2S,3R)-4,4-gncTtop-2-[(2-pTop-3'-MeTun[1,1'-6ideHin]-3-in)metun]niponignH-3-in}-N,N-
avmMeTuncipyaHol kucrotu giamigy rigpoxnopugy (50 wmr), DIPEA (27,9 wmr) ta TI® (4,7 mn) gogasanu
Bic(TpuxnopmeTtun)kapboHat (25,6 mr) npu 0 °C. PeakuivHy cymiw nepemiwysanu npu 0 °C npotarom 10
XB., Ta MOTIM nepemiwyBanuM nNpu KiMHaTHIN Temnepatypi npotdarom 10 xB. Cymiw HenTpanisyBanu
HacvyYeHMM BOOHUM PO34YMHOM HaTpito rigpokapboHaTy npu 0 °C, Ta ekctparyBanu EtOAc. OpraHiyHni wap
BiJOKpPEeMIoBanu, NPOMmMBanu Bo4OK Ta HACUYEHNM COMbOBUM PO3YMHOM, CyLIMnn Hag 6e3BogHMM MarHito
CynbdaToMm, Ta KOHLEHTPYBanu Npu 3HWKEHOMY TUCKY, OTPMMYIOYN Ha3BaHy cnonyky (48 mr).

MC: [M+H]* 490,1.

E) (2S,3R)-3-[(ammeTuncynbamoin)amido]-4,4-gncdTop-2-[(2-pTop-3'-meTun[1,1'-6ideHin]-3-in)metun]-
N,N-gumeTunniponignH-1-kapbokcamin

Ho cywmiwi 3 (2S,3R)-3-[(aumeTnncynsdamoin)amiHol-4,4-audtop-2-[(2-dpTop-3'-MeTnn[1,1'-6icpbeHin]-3-
in)metun]niponignH-1-kapboHinxnopvugy (48 wmr) Ta Tr® (0,5 wmn) pogaBanu 2M  po3umH N-
mMeTunmeTtaHamiH/TT® (0,5 mn) npu 0 °C. Cymiw nepemiwlyBanu npu KiMHaTHIi TemnepaTypi NpoTaroMm 2
rod., Ta YACTUNIN 3 BUKOPUCTAHHAM CuIlikareneBoi KOrnoHkoBoi xpomaTorpadii (EtOAc/rekcaH), oTpumyoum
Ha3BaHy crnonyky (35 mr).

1H AMP (400 MI'y, CDCIs) 6 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'u), 7,09-7,34 (7H, m).

Mpuknag 443

N'-{(2S,3R)-1-(a3eTnanH-1-kap6oHin)-4,4-gudptop-2-[(2-dTop-3'-MeTun[1,1'-0icpeHin]-3-
in)meTtun]niponigunH-3-in}-N,N-anmeTnncipyaHoi kucnoTu giamia



Oo cymiwi 3 (2S,3R)-3-[(anmeTnncynedamoin)amido]-4,4-audpTtop-2-[(2-pTop-3'-meTnn[1,1'-6iceHin]-3-
in)metun]niponignH-1-kapboHinxnopuay (50 mr) Ta TT® (0,5 mn) gogasanu asetuauH (17,5 mr) npu 0 °C.
Cymiw nepemiwyBanu npu KiMHATHIM TemnepaTypi NpoTAroMm 2 roA., Ta YUCTUMAM 3 BUKOPUCTAHHAM
cunikareneBoi KonoHkoBoi xpomatorpadii (EtOAc/rekcaH), oTpuMytoum Ha3BaHy crnonyky (20 mr).

1H AMP (400 Ml'y, 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, m), 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-(a3eTnanH-1-kapboHin)-4-pTop-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-3-in)meTnn]niponigmH-
3-injeTaHcynbcoHamig

A) N-{(2S,3R,4S)-1-(a3eTnauH-1-kapboHin)-2-[(3-xnop-2-dpropdeHrin)meTnn]-4-cdbTopniponianH-3-
injeTaHcynbdoHamig

Ho cymiwi 3 N-{(2S,3R,4S)-2-[(3-xnop-2-dpTtopdeHin)meTnn]-4-cTopniponignH-3-injetaHcynsdoHamigy
rigpobpomigy (60 mr), 6ic(TpuxnopmeTtun)kapbonar (25,5 mr) Ta TI® (1,4 mn) gogasanu DIPEA (0,075 mn)
npu 0 °C. Micna Toro, Ak nepemiwysanu npu 0 °C npotarom 30 xB., Cymilw BunuBanuM y BOAy Ta
ekctparyBanun EtOAc. OG'egHaHi opraHiuHi Wwapu cywmnu Hag HaTtpito cynbdartom, inbTpyBanm Ta
KOHUEHTpYBanu npu 3HWKEHOMY TWUCKy. 3anuwok posbasnanu TI® (1,4 mn), Ta OO HBOrO AogasBanu
azetmguH (0,029 mn) npu kiMHaTHIN TemnepaTypi. licns Toro, Ak NpoTArom 2 rod. nepemiwysany npu
KiMHaTHIN TemnepaTypi, CyMill BUNMBanNu y BOAHUN HAaCUYEHUM PO34YMH aMOHIl0 XINTOpMAY Ta ekcTparysanu
EtOAc. OG'egHaHi opraHivHi Wwapu cylumnn Hag HaTpito cynbgaTom, inbTpyBanu Ta KOHUEHTpYBanu npu
3HWKEHOMY TUCKY. 3anuLOK YNCTUMKM 3 BUKOpUcTaHHam npenapatusHoi BEPX (Konowka: L-Konoxka 2 ODS,
pyxoma ¢pasa: H20 10 MM NH4HCO3/CHsCN), oTpumytodn Ha3saHy cnonyky (49,0 mr).

MC: [M+H]* 422,1.

B) N-{(2S,3R,4S)-1-(a3eTngunH-1-kapboHin)-4-cpTop-2-[(2,3',5'-TpudpTop[1,1'-6icpeHin]-3-
in)metun]niponigunH-3-intetTaHcynsgoHamig

Cymiw 3 N-{(2S,3R,4S)-1-(a3eTnamH-1-kapboHin)-2-[(3-xnop-2-dropdeHin)meTnn]-4-cdTopniponigmH-3-
injeTaHcynboHamigy (23 wr), (3,5-gudTopdeHin)bopoHoBoi kncnotu (17,2 mr), XPhos Pd G3 (4,61 mr) Ta
1 M BogHoro po3syuHy kanito docdarty (0,164 mn) B8 DME (0,8 mn) nepemiwysanu npu 80 °C B atmMmocdepi
asoTy npotsarom 2 rog. Cymiw 6e3nocepeqHbO YMCTUN 3 BUKOPUCTAHHSIM KOFIOHKOBOI xpomaTorpadii (NH
cunikarenesoi, entonosaHol cymilwito EtOAc/rekcaH), oTpumyoun HassaHy crnonyky (24,5 mr).

1H AMP (400 Mlu, CDCIs) & 1,28 (3H, T, J=7,4 I'u), 2,13 (2H, kBiH., J=8,0 'y), 2,95 (3H, kB, J=7,3 L),
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, g, J=10,3 '), 5,06-5,27
(1H, m), 6,82 (1H, 1, J=8,9 'y), 7,08 (2H, @, J=7,0 '), 7,15-7,22 (1H, m), 7,27-7,31 (1H, m), 7,36 (1H, T,
J=7,1Tu).

Mpuknag 451

N-{(2S,3R,4S)-1-(a3eTnauH-1-kapboHin)-4-cpTop-2-[(2-dTop-3'-meTun[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-intetaHcynbdoHamig

Cymiw 3 N-{(2S,3R,4S)-1-(a3eTnamnH-1-kapboHin)-2-[(3-xnop-2-dTopdeHin)meTnn]-4-dTopniponiamH-3-
in}eTaHcynbdoHamigy (23 mr), m-ToninéopoHoBoi kucnotu (14,8 mr), XPhos Pd G3 (4,61 mr) Ta 1 M BogHoro
po3uunHy kanio ¢ocdaty (0,164 mn) B DME (0,8 mn) nepemiwysanu npu 80 °C B aTmocdepi asoty
npotarom 2 rog. Cymiw 6e3nocepefHbO YMCTUAWM 3 BUKOPUCTAHHSAM KOMOHKOBOI xpomatorpadii (NH
cunikarenesol, entonosaHoi cymiwwito EtOAc/rekcaH), oTpumyoun HassaHy crnonyky (23,5 mr).

1H AMP (400 Mlu, CDCls) 6 1,22 (3H, T, J=7,3 T'u), 2,06-2,18 (2H, m), 2,38-2,45 (3H, m), 2,87 (2H, «s,
J=7,2Tu), 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 L),
4,88 (1H, g, J=10,3 I'w), 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-(a3eTnanH-1-kapboHin)-4-pTop-2-[(2,3',5'-Tpudtop[1,1'-6ideHin]-3-
in)metun]niponignu-3-in}-N,N-gumeTuncipyaHoi Kucnotu giamig

A) 6eH3un(2S,3R,4S)-2-[(3-xnop-2-hTopdeHin)meTun]-3-[(aumeTuncynscdamoin)amiHo]-4-
dTopniponianH-1-kapbokecunat

Cymiw 3 6eH3nn(2S,3R,4S)-3-amiHo-2-[(3-xnop-2-dTopdeHin)meTnn]-4-pTopniponignH-1-kapbokcunary
(100 wmr), DMAP (64,2 wmr) Ta gumetuncynbdamoinxnopugy (3 mn) nepemiwyBany nNpoTAroM HOYi B
aTtMmocdepi aszoty npu 50 °C. PeakuinHy cymill YUCTUNN 3 BUKOPUCTAHHSM KOFNOHKOBOI XpomMatorpadii (NH
cunikarenesoi, entonosaHoi cymilwto EtOAc/rekcaH), oTpumytodn HassaHy cnonyky (114 wr).

MC: [M+H]* 488, 1.

B) N'-{(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTun]-4-cpTopniponignn-3-in}-N,N-gumeTuncipyaHoi
KucnoTu giamigy rigpodpomin
o 0eH3un(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTnn]-3-[(aMmeTnncynbdamoin)amiHo]-4-

dTopniponignH-1-kapbokcunaty (225 wmr) pgopaBanu 30 % posuuH HBr/outoBa kucnota (10 mn) npwm
KiMHaTHIN TemnepaTtypi. Cymiw nepemiwyBany nNpu KiMHaTHIN Temnepatypi 16 rog. noTiM PO3YMHHMK
BMMApoOBYBanuM 3 TONyonioM. TBepdy pevYoBUHY oOTpumaHui cycrieHgyBanm B IPE  Ta 36upanu
DiNbTpyBaHHAM, OTPUMYOYM Ha3BaHy cnonyky (180 mr).



MC: [M+H]* 354,0.

C) (2S,3R,4S)-2-[(3-xnop-2-dbTopcheHin)meTun]-3-[(aumeTuncynsdamoin)amiHol-4-cpTopniponignH-1-
kapboHinxnopng

bic(tpuxnopmeTtun)kapboHat (76 wmr) popaBanu  go  po3unHy  N'-{(2S,3R,4S)-2-[(3-xnop-2-
dTopdeHin)metTnn]-4-propniponignn-3-in}-N,N-aumeTuncipyaHoi kucnotu giamigy rigpobpomiay (140 wmr) Ta
DIPEA (0,112 mn) B TT'® (4,7 mn) npu 0 °C. Ticnsa Toro, sk nepemiwysanu npu 0 °C npotsirom 10 xB. Ta npu
KiMHaTHIn TemnepaTypi npoTtarom 10 XB., CyMill HeWTpanisyBanun HacM4YeHMM BOAHWM PO3YMHOM HaTPIlO
rigpokap6boHaty npu 0 °C Ta ekctparyBanu EtOAc. OpraHiyHui Wwap BigoOKpeMItoBanu, NpomMmBann BOAOH
Ta HAaCM4YEHUM CONbOBUM PO3YMHOM, CYLUMNWN HaZ MarHito CyrnbdaTtom Ta KOHUEHTPYBanu Npu 3HWKEHOMY
TUCKY, OTPUMYIOYM HasBaHy crnonyky (120 wmr).

MC: [M-H]-414,0.

D) N'-{(2S,3R,4S)-1-(azeTnanH-1-kapOoHin)-2-[(3-xnop-2-dpropdeHin)meTnn]-4-dpTopniponignH-3-in}-
N,N-anmeTumncipyaHoi KucnoTu giamig

AsetmanmH (300 Mmkn) popaBanu A0 po3dmHy  (2S,3R,4S)-2-[(3-xnop-2-TopdeHin)meTtunn)-3-
[(ammeTnncynbdamoin)amito]-4-dpropniponignH-1-kapborinxnopugy (80 mr) B TT® (3 mn) npu 0 °C. Cymiw
nepemillyBanu nNpu KiMHaTHIn Temnepatypi B cyxin atmocdepi npotsarom 2 rog. Cymiw HenTpanisyBanm 0,05
M rigpoxnopugHoto kucrototo npu 0 °C Ta ekctparyBanu EtOAc. OpraHiuHuiA wap BigokpemntoBanu,
NPOMMBaNM HaCU4YEHUM BOAHMM PO34YMHOM HATpilO rigpokapboHaTy, BOAOK Ta HACWMYEHUM COJIbOBUM
PO34YMHOM, CYLLMIN Hag MarHito cynbdaTtoM Ta KOHLEHTPYBanu Npu 3HWKEHOMY TUCKY, OTPUMYHOYM Ha3BaHy
crnonyky (70,0 wr).

MC: [M+H]* 437,1.

E) N'-{(2S,3R,4S)-1-(a3eTnguH-1-kapboHin)-4-cpTtop-2-[(2,3',5'-TpudTtop[1,1'-6icpeHin]-3-
in)metun]niponignn-3-in}-N,N-gumeTuncipyaHoi Kucnotu giamia

Cymiw 3 N'-{(2S,3R,4S)-1-(a3eTnamnH-1-kapboHin)-2-[(3-xnop-2-dTopdeHin)meTnn]-4-cdTopniponiamH-3-
in}-N,N-gnmetuncipyaHoi kucnotu giamigy (35 mr), (3,5-andtopdeHin)bopoHosoi kucnotu (19,0 mr), XPhos
Pd G3 (6,78 mr) Ta 1 M BogHoro posunHy kanito docdaty (0,120 mn) B TP (3 mn) Harpisanu npu 80 °C
npotarom 1 rod. nig Ai€elo MiKPOXBUNBOBOTO BUMPOMiIHEHHS. CyMill HenTpanisyBanu BOOHUM HacU4eHUM
po34nMHOM amoHito xnopugy npu 0 °C Ta ekctparyBanu EtOAc. OpraHiuHuiA wWwap BigoKkpemnoBanm,
NPOMMBanM BOAOK Ta HACUYEHNM COMIbOBMM PO34YMHOM, CYLUUIN HAL MarHito cynbgaTom Ta KOHLEHTpyBanu
npy 3HWXEHOMY TUCKY. CUPUI NPOOYKT YMCTUNKU 3 BUKOPUCTaHHAM npenapatmHoi TLUX (cunikarenesor,
entorioBaHol cymiwo EtOAc/rekcaH), oTpuMytoum HasBaHy cnonyky (20,0 mr).

1H AMP (400 MI'u, 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).

Mpuknapg 459

(2S,3R,4S)-3-[(anmeTuncynbdamoin)amiHo]-4-cptop-2-[(2-pTop-3'-MeTnn[1,1'-6ideHin]-3-in)meTnn]-N,N-
anmeTunniponigunH-1-kapbokcamig

A) (2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)metun]-3-[(aumeTnncynbdamoin)amiHo]-4-dpTop-N,N-
anmeTunniponigunH-1-kapbokcamig

OumeTtunamiv (366 Mkn) pgopasanu Ao po3uunHy  (2S,3R,4S)-2-[(3-xnop-2-cpTopdeHin)meTtun]-3-
[(ammeTnncynbdamoin)amito]-4-gpTopniponignH-1-kapoboHinxnopugy (40 mr) B TT® (2 mn) npy 0 °C. Cymiw
nepemillysanu Npu KiMHaTHin Temnepartypi B cyxii atmocdepi npotarom 2 rog. Cymiw HenTtpanizysanu 0,05
M rigpoxnopugHoto kucrototo npu 0 °C Ta ekctparysanu EtOAc. OpraHiuHui wap BigokpemnioBanu,
NPOMMBanM BOAOK Ta HACUYEHVM COMbOBMM PO3YMHOM, CYLUMIW HaA MarHito CynbdaTom Ta KOHLEHTpyBanu
NPy 3HWKEHOMY TUCKY, OTPMMYKOYM Ha3BaHy cnonyky (35,0 mr).

MC: [M+H]* 425,0.

B) (2S,3R,4S)-3-[(aumeTuncynbdamoin)amiHol-4-pTop-2-[(2-dpTop-3'-meTun[1,1'-6ideHin]-3-in)metun]-
N,N-gumeTunniponiguH-1-kapbokcamig

Cymiw 3 (2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTnn]-3-[(ammeTnncynbedamoin)amiHo]-4-dtop-N,N-
anmeTunniponiguH-1-kapbokcamigy (35 mr), M-toninbopoHoBoi kucnoTu (16,8 mr), XPhos Pd G3 (6,97 wmr) Ta
1 M kanito cpoccpaTt, BogHoro posunH (0,247 mn) B TT® (3 mn) Harpisanu npu 85 °C npoTtsarom 3 rog. nia gieto
MIKPOXBUNBLOBOIO  BUMPOMiHEHHHA. CyMill HeWTpanizyBanM HacU4YeHUM BOOHWM  PO3YMHOM  HaTpito
rigpokapboHaTy npu 0 °C Ta ekctparyBanu EtOAc. OpraHiyHuiA Wwap BigoKpemnoBanu, NPoOMMBanu BOAOH
Ta HAaCUMYEHUM COSbOBUM PO3YMHOM, CYLUMNN HaZ MarHito cyrnbgaTtom Ta KOHLEHTPYBanu Npu 3HMKEHOMY
TMcKy. Cupuin NpPOAYKT uUUCTUNU 3 BUKOPUCTAHHSIM KOMOHKOBOI Xpomatorpadii (NH cunikarenesor,
entoroBaHoi cymiwwo EtOAc/rekcaH), oTpumMytoum HaseaHy cnonyky (13,0 mr).

1H AMP (400 MrI'u, CDCIs) d 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-dTop-2-[(2-bTOop-3'-MeTun[1,1'-6icdpeHin]-3-in)metun]-1-(1-rigpokcmumknobyraH-1-
kapboHin)niponigun-3-in]-N,N-gumeTuncipyaHoi KucnoTtu giamig



A) N'-[(2S,3R,4S)-2-[(3-xnop-2-TopdeHin)meTnn]-4-cdTop-1-(1-rigpokcmumnknobytaH-1-
kapboHin)niponigun-3-in]-N,N-gumeTuncipyaHoi KucnoTtu giamig

Oo PO34nNHY N'-{(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTun]-4-cTopniponigmH-3-in}-N,N-
anmeTuncipyaHoi kucnotu giamigy rigpodpomigy (40 mr) ta 1-rigpokcmumknobyTaH-1-kapboHOBOI KMCNOTH
(12,8 mr) B AM® (1 mn) gogaBanun HATU (52,5 mr) Ta DIPEA (0,048 mn) npu kiMHaTHIn TemnepaTypi. Cymiw
nepeMillyBany npoTAroMm HoYi Npu KiMHaTHIN Temnepatypi. Cymiw racunum Hacu4eHMM BOOHUM PO34YMHOM
HaTpito rigpokapboHaTy Ta ekctparyBanu EtOAc. OpraHiyHui Wwap BigokpemmoBanu, NpoMnBanv Bogow Ta
HacM4YeHVM COSbOBUM PO3YMHOM, CYLUMMWM Hag MarHito cynb@artoM Ta KOHLUEHTpYBanM Npu 3HWKEHOMY
TMCKY. 3anuLoK YMCTUIN 3 BUKOPUCTaAHHSIM KOJOHKOBOI xpomaTtorpadii (NH cwunikareneBoi, entooBaHol
cymiwwo EtOAc/rekcaH), oTpumytoum HassaHy crnonyky (40,0 wmr).

MC: [M+H]* 452,0.

B) N'-[(2S,3R,4S)-4-dpTop-2-[(2-pTOp-3'-MeTun[1,1'-6idpenin]-3-in)meTnn]-1-(1-rigpokcmumknobyraH-1-
kapboHin)niponigun-3-in]-N,N-gumeTuncipyaHoi KucrnoTtu giamig

Cymiw 3 N'-[(2S,3R,4S)-2-[(3-xnop-2-dTopdeHin)metun]-4-cdptop-1-(1-rigpokcmumknobyraH-1-
kapboHin)niponignn-3-in]-N,N-gumeTtuncipyaHoi kucnotn giamigy (40 mr), m-toninéopoHosoi kucnotu (18,1
mr), XPhos Pd G3 (7,49 mr) Ta 1 M BogHoro po3uuHy kanito docdaty (0,266 mn) B TI® (3 mn) HarpiBanu
npn 85 °C npotarom 3 rod. nig Ai€t0 MIKPOXBMILOBOrO BUMPOMIHEHHS. CyMill HenTpanisyBanu BOAHUM
HacCM4YEeHMM pPO34YMHOM amoHito xnopuay npu 0 °C Ta ekctparyBann EtOAc. OpraHiyHun wap
BiJOKpeMIoBanu, NPoOMMBan BOAOK Ta HACMYEHUM COMIbOBMM PO3YMHOM, CYLLUIN Hag MarHito cynbgartomM
Ta KOHLEHTPYBanM npv 3HWKEHOMY TUCKY. 3anuLIOK YUCTUNN 3 BUKOPUCTaAHHSIM KOFIOHKOBOI xpoMaTtorpadii
(NH cunikarenesoi, entonosaHoi cymiwwio EtOAc/rekcaH), oTpumMytoumn HasBaHy cnonyky (32,0 mr).

1H AMP (400 Ml'y, CDCIz) 6 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, ™), 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-(a3eTnauH-1-kapboHin)-4-pTop-2-[(2-dTop-3'-meTnn[1,1'-6icbeHin]-3-
in)metun]niponignu-3-in}-N,N-gumeTuncipyaHoi Kucnotu giamia

Cymiw 3 N'-{(2S,3R,4S)-1-(a3eTnamnH-1-kapboHin)-2-[(3-xnop-2-dTopdeHin)meTnn]-4-dTopniponignH-3-
in}-N,N-gumetuncipyaHoi kucnotu giamigy (35 mr), m-tonin6opoHoBoi kucnotu (16,3 mr), XPhos Pd G3
(6,78 mr) Ta 1 M BogHOro po3uuHy kanito gocdarty (0,240 m) B TT® (3 mn) HarpiBanu npu 85 °C npoTarom 3
rog. nig gieto MiKpOXBUNbOBOrO BUMPOMiHEHHs. Cymiw HewTpanisysanuM BOAHUMM HACUYEHUM PO34YUMHOM
amoHito xnopuay npu 0 °C Ta ekctparyBanu EtOAc. OpraHiyHui wap Bigokpemmnosanu, NpoMmnsany Bo4o
Ta HAaCUYEHUM COMbOBUM PO3YMHOM, CYLUMIN HaA MarHito CynbaTtoM Ta KOHLEHTPYBanu Mpu 3HWKEHOMY
TUCKY. 3anuwIoK YUCTMIM 3 BUKOPWUCTaHHAM KOMOHKOBOI xpomatorpaddii (NH cunikarenesoi, entonoBaHoi
cymiwwo EtOAc/rekcaH), oTpumyroum HassaHy cnonyky (13,0 mr).

1H AMP (400 MTl'u, CDCls) 6 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, ™),
7,26-7,37 (5H, m).

Mpuknag 505

N-[(2S,3R)-2-{[3"-(andTopmeTun)-2-dptop[1,1'-6ideHin]-3-inlmetnn}-4,4-andtop-1-(3-propumknobyraH-
1-kap6oHin)niponianH-3-injeTaHcynbdoHamig 3 GinbLWMM YacoM YTPUMaHHS

A) TpeT-6yTun(2S,3R)-2-{[3'-(ancdTopmeTunn)-2-dpTop[1,1'-6icdeHin]-3-in]meTnn}-3-
[(eTaHcynbdoOHIN)amiHo]-4,4-andTopniponiguH-1-kapbokcunat

Cymiw 3 TpeT-6yTun(2S,3R)-2-(3-xnop-2-dpTopbeHsnn)-3-(eTnncynbdoHamigo)-4,4-gudpTopniponignH-1-
kapbokcunarty (270 wr), (3-(andTopmeTun)deHin)oopoHoBoi kucnotn (203 mr), XPhos Pd G3 (50,0 mr) ta 1
M BogHOro posuyvHy kanito pocdary (1,77 mn) B TT® (7 mn) nepemiwysanu npotarom Hodi npu 90 °C B
repmMeTn3oBaHin npobipui. Cymiwl racunum Hacu4eHMM BOAHMM PO3YMHOM HaTpilo rigpokapboHaTty Ta
ekctparyBanu EtOAc. OpraHiyHui wap BigokpemsoBanu, NpoOMUBanM HaCUYEHUM COJTbOBMM PO3YMHOM,
CyWwunu Hag HaTpito CynbdaTtomM Ta KOHUEHTPyBanu Mpu 3HWKEeHOMYy Tucky. Cymiw uuctunm 3
BMKOPUCTaHHSAM  KOFOHKOBOI XpomaTtorpacdii (cunikareneBoi, entonoBaHoi cymiwwo EtOAc/rekcaH),
OTPUMYIOUM Ha3BaHy cnonyky (231 mr).

MC: [M-H]- 547,2.

B) N-[(2S,3R)-2-{[3"-(andTopmeTun)-2-dptop[1,1'-6icbeHin]-3-inlmetnn}-4,4-gudTopniponiguH-3-
inJeTaHcynbdoHamiay rigpoxnopua
Cymiww 3 TpeT-6yTun(2S,3R)-2-{[3'-(ancdTopmeTunn)-2-pTop[1,1'-6icdeHin]-3-in]meTnn}-3-

[(eTaHcynbgoOHiIN)amiHo]-4,4-andTopniponianH-1-kapbokcunaty (231 mr) Ta 4 M po3dumHy HCI/CPME (5 mn)
nepemiwyBanu npu KiMHaATHIM Temnepatypi npotsrom 2 rog. [Mpyv ubomy TBepay peyoBuHy 36upanmu
inNbTpyBaHHSIM, OTPMMYIOYM Ha3BaHy cnonyky (195 wr).

MC: [M+H]* 449,1.

C) N-[(2S,3R)-2-{[3'-(andTopmeTun)-2-dptop[1,1'-6ideHin]-3-injmetnn}-4,4-andptop-1-(3-
dTopumnknobyTaH-1-kapboHin)niponignH-3-injeTaHcynbgoHamig 3 OiNbLLIMM YacoM YTPMMaHHS

Ho cymiwi 3 3-dTopumnknobyraHkapboHoBoi kucnotn (29,2 wmr), N-[(2S,3R)-2-{[3'-(andTopmeTnn)-2-



¢Top[1,1'-6icbeHin]-3-in]meTun}-4,4-gudptopniponignH-3-injetaHcynscoHamigy  rigpoxnopugy (60 wr),
DIPEA (0,130 mn) 1Ta AM® (1 mn) gopasanu HATU (75 mr) npu kiMHaTHin TemnepaTypi. Cymiw
nepemiwyBanu npu KimHaTHin Temnepartypi npotarom 3 rog. Cymiw racunu BOAHUM HaACUMYEHVM PO3YMHOM
aMOHil0 xropuay npu KiMHaTHIn Temnepatypi Ta ekctparyBanu EtOAc. OpraHiyHui wap BigoKpeMsoBanu,
NPOMMBaNM HacM4YeHMM BOOHWM PO34YMHOM HaTpilo rigpokapboHaTy Ta HAaCMYEHUM COMbOBUM PO3YMHOM,
CyWwMnu Hag HaTtpilo cynbaToM Ta KOHLEHTPyBanu nNpu 3HWKEHOMY TUCKY. 3anuwoK 4YucTunm 3
BMKOPUCTAHHSIM KOJTOHKOBOI XpoMatorpadii (cunikareneBoi, entonoBaHoi cymiwiwto EtOAc/rekcaH) Ta noTim
npenapaTtneHoi BEPX (KonoHka: CHIRALCEL OJ-H, pyxoma dasa: giokcug Byrneuto/MeOH=900/100
(06./06.)), oTpMMytouM Ha3BaHy crnonyky (25,6 mr).

1H AMP (400 My, CDCIs) 6 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 (TH, m).

Mpuknag 542

N'-{(2S,3R)-4,4-andpTop-1-[(2R)-0KCETAH-2-KapbOHIN]-2-[(2,3',5'-TpudTop[1,1'-6icheHin]-3-
in)meTtun]niponigunH-3-in}-N,N-anmeTnncipyaHoi kucnoTu giamig

A) (2R)-okceTaH-2-kapbOHOBOT KNCIOTH

WonbensonpiaueTart (8,04 r), (2,2,6,6-TeTpametunninepuamnt-1-in)okeun (0,532 r) ta (R)-okceTaH-2-
inmetaHon (1,00 r) o6'egHyBanu, Ta o AaHoi cymiwi gogasanu CHsCN (50 mn) Ta Bogy (50,0 mn), Ta noTim
CymilW nepeMiyBanu npoTtaroM 3 rof. Npu KiMHaTHIA Temnepatypi. Cymiw HewhTpanisyBanm 1 M BogHUM
po3umHom NaOH npu 0 °C, Ta BogHui wap npomuBanu IPE. BogHui wap nigkMcnioBanu, BUKOPUCTOBYHOUN
2 M rigpoxnopuaHy kucnoty npu 0 °C. Oo cymiwi gogasanm NaCl, Ta cymiw ekctparysanu TI®/EtOAC).
OpraHiyHuni Wwap BigOKpEMIoBanu, CyLWWNW Hag MarHilo cynbdatoM Ta KOHUEHTPyBamnu Mpu 3HMKEHOMY
Tucky. [lo 3anvuwKky gogasanu TOMyOr, Ta CyMill KOHUEHTPYBamnu Mpu 3HWKEHOMY TUCKY, OTPUMYIOYM
Ha3BaHy crnonyky (0,510 r).

1H AMP (400 MT'u, CDCIs) 6 2,69-2,90 (1H, m), 3,00-3,22 (1H, m), 4,68-4,88 (2H, m), 5,07-5,33 (1H, m).

B) TpeT-6yTun(2S,3R)-2-[(3-xnop-2-dropdeHin)meTnn]-3-[(anmeTuncynbdamoin)amino]-4,4-
andTopniponiamH-1-kapbokcunaT

CyMmiL 3 TpeT-6yTUn(2S,3R)-3-amiHo-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-audTopniponignH-1-
kapbokcunaTty (500 mr) Ta DMAP (335 mr) B gumeTuncynbdamoinxnopugi (4 mn) nepemiwysanu npu 65 °C
npotarom 5 rog. B atMocdepi asoty. PeakuinHy cymiwl oxonogKyBanum [0 KiMHATHOI TemnepaTypu Ta
YUCTUNM 3 BUKOPUCTaAHHAM KONOHKOBOI xpomaTtorpaddii (NH cunikarenesoi, enionoBaHOi CyMiLLLIO
EtOAc/rekcaH), oTpuMytoum Ha3BaHy cnonyky (541 wmr).

MC, sHangeHo: 416,0.

C) N'-{(2S,3R)-2-[(3-xnop-2-cbTopdheHin)meTnn]-4,4-gudptopniponignH-3-in}-N,N-gumeTnncipyaHoi
KMcnoTw diamigy rigpoxnopug

TpeT-6yTnn(2S,3R)-2-[(3-xnop-2-pTopdeHin)metnn]-3-[(ammeTnncynsdamoin)amiHo]-4,4-
andTopniponianH-1-kapbokcunaTt (541 wmr) nepemiwysanm B 4 M posuuHi HCI/CPME (10 mn) npn 60 °C
npotarom 1 rod. Cymiw KOHUEHTpyBanmu npu 3HWKEHOMY TUCKy, po3tupanu 3 |IPE Ta 36upanu
PiNbTpyBaHHAM, OTPMMYHOYM Ha3BaHy cnonyky (439 mr).

MC: [M+H]* 372,0.

D) N'-{(2S,3R)-2-[(3-xnop-2-dpTopdeHin)metun]-4,4-andptop-1-[(2R)-okceTaH-2-kapboHin]niponignH-3-
in}-N,N-gnmeTuncipyaHoi kucnotu giamig

o PO3YMHY N'-{(2S,3R)-2-[(3-xnop-2-pTopdeHin)meTnn]-4,4-gudtopniponignH-3-in}-N,N-
anmeTuncipyaHoi kucnotu giamigy rigpoxnopugy (100 mr) Ta (2R)-okceTaH-2-kapboHoBoi kucnotu (0,034
mn) B OM® (5 mn) gogasanu HATU (140 wmr) Ta DIPEA (0,171 mn) npu kimHaTHin Temnepatypi. Cymiw
nepemiwyBanu NpoTAroM HOYi Npu KiMHaTHIA TemnepaTtypi. CyMil racunvM BOAHUM HacM4YeHUM PO3YMHOM
aMoHito xnopuagy Ta ekcTtparyBanu EtOAc. OpraHiyHuy wap BigokpemnioBanu, NpoMmBanu BOJOK Ta
HacM4YeHMM COMbOBUM PO3YMHOM, CYLUMNW Haf HaTpilo CynbdaTtOM Ta KOHLUEHTPyBamnu NpuW 3HUWKEHOMY
TUCKY. 3anuLoK YMCTUIN 3 BUKOPUCTaHHSAM KONMOHKOBOI xpomaTtorpadii (NH cunikarenesoi, entonoBaHoi
cymiwwo EtOAc/rekcaH), oTpymytoumn HassaHy crnonyky (109 wmr).

MC: [M+H]* 456,0.

E) N'-{(2S,3R)-4,4-gucTop-1-[(2R)-0KCeTaH-2-kapboHin]-2-[(2,3',5'-TpudTop[1,1'-6icdbeHin]-3-
in)meTtun]niponigunH-3-in}-N,N-anmeTnncipyaHoi kucnoTu giamia
Cymiww 3 N'-{(2S,3R)-2-[(3-xnop-2-cpTopdeHin)meTnn]-4,4-gudtop-1-[(2R)-okceTaH-2-

kapboHinniponignH-3-in}-N,N-gumeTuncipyaHoi kucrnotn pgiamigy (22 wr), (3,5-gudptopdeHin)bopoHoBOi
kncnotn (15,2 mr), XPhos Pd G3 (4,08 mr) Ta 1M BogHoro po3uuHy kanito ocaty (0,145 mn) 8 DME (0,8
mn) nepemiwysanu npu 80 °C B aTmocdepi asoTty npotarom 2 rog. Cymilwl 4yMcTtunm 3 BUMKOPUCTAHHSM
KONOHKOBOI XxpoMaTtorpadii (cunikareneoi, entoinoBaHoi cymiwwto EtOAc/rekcaH), OoTpUMyOUYM Ha3BaHy
cronyky (16,4 wr).

1H AMP (400 MI'y, CDCls) 6 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 I'u), 7,21 (1H, k8, J=7,3 T'y), 7,27-7,48 (2H, m).

Cnonykn 3 lMpuknagiB € nokasaHMMM B HAcCTynHUX Tabnuvuax. MC B Tabnuusx o3Hadvae dakTuvHe
BUMipsiHe 3HayeHHA. Cnonyku 3 MNpuknagis 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 Ta 543-616 B HacTynHMx Tabnuusx Oynu oOTpUMaHi
BiAMOBIOHO OO0 cnocobiB, onucaHux B 3a3HadyeHmx Bulle [Npuknagax, abo 3a cnocobamu aHanoriYyHUMK Ao
HUX.

Tabnvua 1-1

Mp. HA3BA 3A IUPAC CTpyKTypa [ob6aBka MC

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icheHrin]-3-
1 |in)metun]-4,4-gndTop-1-((2R)-okceTan-2-
kapOoHin)niponiguH-3-injeTaHcynbgoHamia

501,4

N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcn-2-
meTunnponaHoin)-2-[(2,3",5'-TpudpTtop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}meTaHcynbgoHamig

507,1

N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcn-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-dpTop[1,1'-
BideHin]-3-in)metun]-1-(2-rigpokcun-2-
MeTunnponaHoin)niponignH-3-
in]MmeTaHcynbdoHamig

471,2

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

485,2

N-{(2S,3R)-4,4-gndpTop-2-[(2-pTOpP[1,1'-
6ideHin]-3-in)metun]-1-[(2R)-3,3,3-TpndTOp-2-
rigpoKcu-2-meTunnponaHoin]niponigmH-3-
in}MeTaHcynboHamig

523,3

N-[(2S,3R)-2-[(2,3'-ancTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gudpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynbdoHamig

487,2

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gudpTop-1-(2-rigpokcun-2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbdoHamia

503,1

N-{(2S,3R)-2-[(2,3'-andTop[1,1'-GiceHin]-3-
9 |in)meTtun]-4,4-pudptop-1-[(2R)-okconaH-2-
kapOoHin]niponiamH-3-in}metaHcynbgoHamig

501,1




10

(2S,3R)-2-[(2,3'-gudbTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gudTop-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

474,1

11

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-2-[(2,3'-
androp[1,1'-6ideHin]-3-in)metnn]-4,4-
andpropniponignH-3-iniMeTaHcynbgoHamig

486,1

12

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icpeHin]-3-
in)meTtun]-4,4-gudpTop-1-(3-propaseTnanH-1-
kapboHin)niponigun-3-in]jmetaHcynsdoHamig

504,1

13

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gndpTop-1-(1-
rigpokcmumMknodyTaH-1-kap6oHin)niponignH-3-
inJmeTaHcynbdoHamig

501,1

14

N-[(2S,3R)-2-[(3',5'-andTop[1,1'-6icdheHin]-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'-
6ideHin]-3-in)metun]-4-cpTtop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
in]MmeTaHcynbgoHamig

471,2

16

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-
in)metun]-4,4-gndTop-1-(2-rigpokcu-2-
mMeTunbyTaHoin)niponignH-3-
in]MmetaHcynbgoHaMig 3 MEHLUMM YacoMm
yTpUMaHHS

503,2

17

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icpeHin]-3-
in)metun]-4,4-oudpTop-1-(2-rigpokcun-2-
mMeTunoyTaHoin)niponignH-3-
in]MeTaHcynbdoHaMig 3 6inbwmmM Yyacom
yTpPUMaHHS

503,2

18

N-{(2S,3R)-4,4-andpTop-1-(2-rigpokcu-2-
mMeTunnponaHoin)-2-[(3'-meTnn[1,1'-6icdeHin]-3-
in)MmeTtun]niponiguH-3-intetaHcynbgoHamig

481,2

19

N-[(2S,3R)-2-[(2',3"-ancTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gudpTop-1-(2-rigpokcun-2-
MEeTMANPONaHoIN)NiponiamH-3-
inJeTaHcynbgoHamig

503,2

20

N-[(2S,3R)-4,4-gndpTop-2-[(3'-pTop[1,1'-
OicdeHin]-3-in)meTun]-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbgoHamig

485,2




21

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-andTop-2-[(3'-dTop[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
in}MeTaHcynbdoHamig

479,2

22

N-{(2S,3R)-1-(1-LiaHoumkno6yTaH-1-kap6oHin)-|

4,4-pnptop-2-[(3'-dpTop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intmeTaHcynbdoHamig

490,2

23

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
Bidenin]-3-in)metun]-1-(1-
rigpokcuumnknobyTaH-1-kapboHin)niponignH-3-
inleTaHcynboHamig

497,2

24

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'"-
BideHin]-3-in)metun]-1-(3-rigpokcuasetTnanH-1-
kapboHin)niponiguH-3-injeTaHcynsdoHamig

498,2

25

N-[(2S,3R)-4,4-andTop-2-[(2-dpTOP-3'-
metun[1,1'-6icdeHin]-3-in)metun]-1-(2-rigpokcu-
2-meTunnponaHoin)niponiguH-3-
in]meTaHcynboHamig

485,2

26

N-{(2S,3R)-4,4-gncTop-2-[(3'-dpTop[1,1'-
BideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-in}meTaHcynshoHamig

483,2

27

N-[(2S,3R)-2-{[3'-(andTopmeTun)-2-ptop[1,1'-
BideHin]-3-injmetnn}-4,4-andptop-1-(2-
rigpoKcu-2-MeTUnnponaHoin)niponiamH-3-
in]metaHcynbdoHamig

521,2

28

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-[(2,3'-andTop[1,1'-6ideHin]-3-
in)metnn]-4,4-gudTopniponiganH-3-
in}meTaHcynbgoHamig

497,2

29

N-{(2S,3R)-2-[([1,1"-6idbeHin]-3-in)meTunn]-4,4-
andprop-1-[(2R)-okconaH-2-
kapOoHin]niponianH-3-in}metaHcynbgoHamig

465,2

30

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-2-[([1,1'-6icdeHin]-3-in)meTnn]-4,4-
andpropniponiguH-3-in}MeTaHcynsgoHamig

461,2

31

N-[(2S,3R)-2-[(2,3-andTop-5'-meTnn[1,1'-
OicdeHin]-3-in)meTtun]-4,4-gudptop-1-(2-
ri4poKCU-2-MeTMnnponaHoin)niponigmMH-3-
inJmeTaHcynboHaMig

503,2




32

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-4,4-andTop-2-[(3'-meTun[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
in}MeTaHcynbdoHamig

475,2

33

N-[(2S,3R)-4,4-gudptop-2-[(2-cpTOp-3'-
meTokcu[1,1'-6icbenin]-3-in)metun]-1-(2-
rigpoKcu-2-MmeTmnnponaHoin)niponigmH-3-
in]meTaHcynboHamig

501,2

34

N-[(2S,3R)-2-[(3',5'-andTop[1,1'-6icheHin]-3-
in)metun]-4,4-gudpTop-1-(1-
MeTunumknonponaH-1-kap6oHin)niponignH-3-
inJmeTaHcynbdoHamig

483,2

35

N-[(2S,3R)-2-[(3',5'-andTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gndTop-1-(2-
MeTMANponaHoin)niponiamH-3-
inJmeTaHcynbdoHamig

473,2

36

N-{(2S,3R)-2-[(3',5"-andTop[1,1'-6icbeHin]-3-
in)metun]-4,4-ogndTop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-injmeTaHcynedoHamig

501,2

37

N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcn-2-
mMeTunnponaHoin)-2-[(2,2',5'-tpudpTtop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}metaHcynbgoHamig

507,1

38

N-{(2S,3R)-4,4-gndT0op-1-(2-rigpokcmn-2-
MeTunnponaHoin)-2-[(2,2',3'-tpudTtop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}MeTaHcynboHamig

507,2

39

N-[(2S,3R)-2-[(2,3'-ancTop[1,1'-6ichbeHin]-3-
in)metun]-4,4-gndTop-1-(2-rigpokcu-2-
MEeTMANPONaHoIN)NiponiamH-3-
inJumknonponaHcynbgoHamig

515,2

40

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
Gidenin]-3-in)metun]-1-(2-rigpokcun-2-
MEeTMANPONaHoIN)NiponiamH-3-
inJumkrnonponaHcynbgoHamig

497,2

41

N-[(2S,3R)-2-{[3'-(andpTopMeTOKCH)-2-
d1op[1,1'-6icbeHin]-3-injmetnn}-4,4-gudtop-1-
(2-rigpokcun-2-meTunnponaHoin)niponigmH-3-
in]meTaHcynboHamig

537,1




42

N-{(2S,3R)-1-(6iymkno[1,1,1]neHTan-1-
kapOoHin)-2-[(3'-xnop[1,1'-6ideHin]-3-
in)meTtun]-4,4-gudTopniponianH-3-
in}MeTaHcynbdoHamig

4951

43

N-{(2S,3R)-2-[(3'-xnop[1,1'-6icpeHin]-3-
in)metun]-4,4-agndTop-1-[(2R)-okconaH-2-
kapboHin]niponianH-3-in}metaHcynsdoHamig

499,1

44

N-[(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6icheHin]-3-
in)metun]-4,4-gudpTop-1-(2-rigpokcun-2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynboHamig

505,1

45

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponignH-3-injetaHcynegoHamig 3
MEHLLUM 4YacoM YTpUMaHHS

483,2

46

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponiguH-3-injetaHcynegoHamig 3
GiNbLLIMM YacoM YTPUMaHHS

483,1

47

N-[(2S,3R)-2-[(3',5'-andTop[1,1'-6icdheHin]-3-
in)meTtun]-4,4-oudpTop-1-(okceTaH-2-
kapOoHin)niponiguH-3-injmeTaHcynedoHamig 3
MEHLLUM 4YacoM YTpUMaHHS

487,2

48

N-[(2S,3R)-2-[(3',5'-ancTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponigmH-3-injmeTaHcynsdoHamig 3
GinNbLIMM YacoM yTPUMaHHS

487,1

49

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icpeHin]-3-
in)meTtun]-4,4-oudpTop-1-((2S)-okcetaH-2-
kapboHin)niponiguH-3-injetaHcynsdoHamig

501,1

50

N-[(2S,3R)-2-[([1,1'-6icdpeHin]-3-in)meTnn]-4,4-
andTop-1-(okceTaH-2-kapboHin)niponigmH-3-
inJeTaHcynboHaMmig 3 MEHLLUM YacoMm
yTpPUMaHHS

465,2

51

N-[(2S,3R)-2-[([1,1'-6icpeHin]-3-in)meTnn]-4,4-
andTop-1-(okceTaH-2-kapboHin)niponignH-3-
inJeTaHcynbdoHamig 3 GinbWMM YacoMm
YyTPUMaHHSA

465,2

52

N-[(2S,3R)-4,4-gudptop-2-[(3'-dpTOp[1,1'-
BidbeHin]-3-in)meTtun]-1-(okceTaH-2-
kapBoHin)niponiguH-3-injeTaHcynsdoHamig 3
MEHLUMM YacoM YTPUMaHHS

483,2




53

N-[(2S,3R)-4,4-gudptop-2-[(3'-dpTOp[1,1'-
6idbeHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponiguH-3-injeTaHcynsgoHamig 3
BinNbLIMM Yacom yTPUMaHHS

483,2

54

N-[(2S,3R)-2-[(3',5-andTop[1,1'-6icheHin]-3-
in)meTtun]-4,4-gudpTop-1-(oKceTaH-2-
kapOoHin)niponiguH-3-injeTaHcynbgoHamig 3
MEHLUUM 4YacoM YTpPUMaHHS

501,2

55

N-[(2S,3R)-2-[(3',5'-ancTop[1,1'-BicpeHin]-3-
in)meTtun]-4,4-oudpTop-1-(oKceTaH-2-
kapboHin)niponiguH-3-injeTaHcynsgoHamig 3
BiNbLLIMM YaCcoM YTPUMaHHS

501,1

56

N-{(2S,3R)-4,4-gndTop-1-((2R)-oKkceTaH-2-
kapbowin)-2-[(2,3',5"-TpndTop[1,1'-6icbeHin]-3-
in)metunniponignn-3-inetaHcynbgoHamig

519,1

57

N-{(2S,3R)-4,4-gncT0op-1-((2S)-0KCETaH-2-
kapbowin)-2-[(2,3',5'-TpudTop[1,1'-6icpeHin]-3-
in)meTtunniponignh-3-inetaHcynbgoHamig

519,1

58

N-{(2S,3R)-1-(unknobyTtaHkapboHin)-4,4-
andprop-2-[(3'-dpTop[1,1'-6icbeHin]-3-
in)meTun]niponignu-3-in}meTaHcynbdoHamig

467,2

59

(2S,3R)-4,4-andtop-2-[(3'-dpTop[1,1'-6ideHin]-
3-in)meTtunn]-3-[(MeTaHcynbgoHin)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

456,2

60

N-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-4,4-
andprop-2-[(3'-dpTop[1,1'-6icdbeHin]-3-
in)meTun]niponignH-3-in}meTaHcynbdoHamig

468,2

61

N-[(2S,3R)-4,4-gudpTop-2-[(3'-dpTop[1,1'-
OicbeHin]-3-in)meTun]-1-(okceTaH-2-
kapboHin)niponignH-3-injmeTaHcynbdoHamig 3
MEHLLMM 4acoM YTPUMAaHHS

469,2

62

N-[(2S,3R)-4,4-andpTtop-2-[(3'-pTop[1,1'-
GideHin]-3-in)meTtun]-1-(okcetaH-2-
kapOboHin)niponignH-3-injmeTaHcynedoHamig 3
GiNbLLIMM YaCcoOM YTPUMaHHS

469,2




63

N-[(2S,3R)-2-[([1,1'-6icpeHin]-3-in)meTnn]-4,4-
androp-1-(okcetaH-2-kapboHin)niponianH-3-
in]MmeTaHcynboHaMig 3 MEHLUIMM YacoMm
yTpUMaHHS

451,2

64

N-[(2S,3R)-2-[([1,1'-6idpeHin]-3-in)meTnn]-4,4-
androp-1-(okceTaH-2-kapOoHin)niponignH-3-
in]meTaHcynbgoHamig 3 GinbWMM Yacom
yTpUMaHHS

451,2

65

N-[(2S,3R)-2-[(2,2'-andTop-3'-meTnn[1,1'-
bicdbeHin]-3-in)meTtun]-4,4-gudptop-1-(2-
rigpoKcu-2-MeTmnnponaHoin)niponigmH-3-
inleTaHcynbtoHamig

517,2

66

N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcn-2-
mMeTunnponaHoin)-2-[(2,2',3'-TpudpTtop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig

521,1

67

N-{(2S,3R)-4,4-gndTop-1-(2-rigpokcn-2-
mMeTunnponaHoin)-2-[(2,2',5'-tpudptop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynbgoHamig

521,1

68

N-[(2S,3R)-2-[(3'-xnop-2-cpTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gndTop-1-(2-rigpokcu-2-
MeTMANPONaHoin)niponiamH-3-
inJetaHcynbdoHamig

5191

69

N-[(2S,3R)-4,4-gudpTop-2-{[2-dpTOp-3-(6-
MeTunnipuaunH-2-in)deHinlmetun}-1-(2-
rigpoKCcuK-2-MeTUNNPonaHoin)niponiamH-3-
inJetaHcynbdoHamig

500,2

70

N-[(2S,3R)-4,4-andpTop-2-{[2-dTOp-3-(4-
MeTuUnnipuamnH-2-in)eHinlmetun}-1-(2-
rigpokcu-2-MmeTunnponaHoin)niponigmH-3-
inJetaHcynbdoHamia

500,2

71

N-[(2S,3R)-2-{[3-(4,6-anmeTuUnnipnanH-2-in)-2-
dbTopdenin]meTnn}-4,4-ancTop-1-(2-rigpokcu-
2-meTnnnponaHoin)niponianH-3-
inJeTaHcynbdoHamia

514,2

72

N-{(2S,3R)-4,4-andpT0op-1-[(2R)-0KCONAH-2-
kapboHin]-2-[(2,3',5'-Tpudcptop[1,1'-6icpeHin]-3-
in)MmeTun]niponiguH-3-inimeTaHcynbdoHamis

519,1

73

N-{(2S,3R)-4,4-gnTop-2-[(2-dpTop[1,1'-
6ideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponianH-3-in}metaHcynsdoHamig

483,2




74

N-{(2S,3R)-4,4-gndpTop-1-[(2R)-0KCONAH-2-
kapOoHin]-2-[(2,2',3-TpudTop[1,1'-6icdbeHin]-3-
in)MmeTtun]niponignH-3-intmeTaHcynbdoHaMmig

519,1

75

N-{(2S,3R)-4,4-gnTop-1-[(2R)-okconaH-2-
kapboHin]-2-[(2,2',5'-TpudTop[1,1'-BicbeHin]-3-
in)metun]niponigmn-3-in}metaHcynbdoHamig

519,1

76

N-[(2S,3R)-4,4-gudpTop-2-[(2-dpTOp[1,1'-
BideHin]-3-in)metun]-1-(1-
rigpokcmumknodyTaH-1-kap6oHin)niponigmH-3-
inJmeTaHcynbdoHamig

483,2

77

N-[(2S,3R)-4,4-gudptop-2-[(2-pTop[1,1'"-
Bidenin]-3-in)metun]-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
inJmeTaHcynbdoHamig

455,2

78

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-[(2-dTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}meTaHcynbgoHamig

479,2

79

N-[(2S,3R)-4,4-andTop-2-[(2-dTOp[1,1'-
GideHin]-3-in)meTtun]-1-(okcetaH-2-
kapOoHin)niponignH-3-injmeTaHcynedoHamig 3
MEHLLUM 4YacoM YTpUMaHHS

469,2

80

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-
KapOoHin)niponignH-3-injmeTaHcynedoHamia 3
GiNbLLIMM YacoM YTPUMaHHS

469,2

82

N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gndTop-1-((2S)-okceTaH-2-
kapboHin)niponiguH-3-injmeTaHcynsdoHamig

487,2

83

N-{(2S,3R)-2-[([1,1'-6idbeHin]-3-in)meTunn]-4,4-
andprop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-injetaHcynsdoHamig

479,2

84

N-{(2S,3R)-2-[(3',5"-andTop[1,1'-6icheHin]-3-
in)metun]-4,4-gndTop-1-[(2R)-okconaH-2-
kapOoHin]niponianH-3-injeTaHcynbgoHamig

515,2




85

N-{(2S,3R)-2-[(2',3"-andTop[1,1'-6icheHin]-3-
in)metun]-4,4-gudpTop-1-[(2R)-okconaH-2-
kapOoHin]niponianH-3-infeTaHcynbgoHamig

515,2

86

N-{(2S,3R)-2-[(2',5"-andTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gudpTop-1-[(2R)-okconaH-2-
kapOoHin]niponianH-3-infeTaHcynbgoHamia

515,2

87

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTan-1-
kapOoHin)-4,4-andTop-2-[(2,3',5'-TpndTop[1,1'-
BicdbeHin]-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-injeTaHcynedoHamig

497,2

89

N-[(2S,3R)-4,4-gndpTtop-2-[(3'-pTop[1,1'-
BiceHin]-3-in)meTun]-1-(2-meTunokconaH-2-
kapboHin)niponiguH-3-injetaHcynegoHamig 3
MEHLLUM 4YacoM YTpUMaHHS

511,2

90

N-[(2S,3R)-4,4-gudptop-2-[(3'-pTOp[1,1'-
OiceHin]-3-in)meTun]-1-(2-meTunokconaH-2-
kapboHin)niponigmH-3-injetaHcynedoHamig 3
GinNbLIMM YacoMm yTpUMaHHSA

511,2

91

N-{(2S,3R)-4,4-gndpTop-1-((2R)-okceTaH-2-
kapboHin)-2-[(2,3',5'-TpudTop[1,1'-6icbeHin]-3-
in)MmeTun]niponiguH-3-inimeTaHcynbdoHamig

505,1

92

N-{(2S,3R)-4,4-gndpTop-1-((2S)-okceTaH-2-
kapboHin)-2-[(2,3",5'-TpudTop[1,1'-6icbeHin]-3-
in)MmeTun]niponiguH-3-inimeTaHcynbdoHamis

505,1

93

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-[(2,3'-andTop[1,1'-6ideHin]-3-
in)meTtun]-4,4-oudTopniponiamH-3-
infeTaHcynbgoHamig,

511,2

94

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-bicbeHin]-3-
in)meTtun]-4,4-oucpTop-1-(2-
MEeTMANPONaHoIN)NiponiamH-3-
inJeTaHcynbgoHamig

487,2




95

rac-N-[(2S,3R,4S)-2-[([1,1'-6icbeHin]-3-
in)meTtun]-4-gpTop-1-(2-rigpokcn-2-
MeTunnponaHoin)niponiguH-3-
inJmeTaHcynbdoHamig

435,2

96

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-
injeTaHcynbgoHamig

493,2

97

N-[(2S,3R)-4,4-gndpTtop-2-[(3'-pTop[1,1'-
BideHin]-3-in)metun]-1-(2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbgoHamig

469,2

98

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icdpeHin]-3-
in)metun]-4,4-gndTop-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
in]meTaHcynboHamig

473,2

99

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-{[2-dTop-3-(6-
MeTUnNipuaunH-2-in)deHinlmetTuniniponignH-3-
in]meTaHcynboHamig

494,2

100

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapbowHin)-4,4-gudTop-2-{[2-dTOp-3-(4-
MeTUnNipuaunH-2-in)deHinlmetTuniniponignH-3-
in]MmeTaHcynbdoHamig

494,2

101

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-{[3-(4,6-gumeTnnnipugmnH-2-in)-2-
dTopdheHin]meTnn}-4,4-audTopniponianH-3-
in]MmeTaHcynbdoHamig

508,2

102

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-{[3-(2,6-gumeTnnnipnanH-4-in)-2-
dpTopdeHin]meTnn}-4,4-audTopniponianH-3-
in]metaHcynbdoHamig

508,2

103

N-[(2S,3R)-1-(6iuukno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudpTop-2-{[2-dTOop-3-(6-
MeToKcunipnaunH-2-in)deHinlmeTun}niponigmH-
3-in]meTaHcynbdoHamia

510,2

104

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-4,4-
andprop-2-{[3-(4-meTunnipnanH-2-
in)deHin]meTun}niponianH-3-
inJetaHcynbdoHamia

480,2

105

N-{(2S,3R)-4,4-gnTop-2-[(2-pTOP[1,1'-
OicdeHin]-3-in)meTun]-1-[(2R)-okconaH-2-
kapboHin]niponiamH-3-injeTaHcynsdoHamia

497,1




106

N-[(2S,3R)-4,4-audptop-2-[(2-dpTop[1,1'-
BideHin]-3-in)metun]-1-(2-
MeTunnponaHoin)niponignH-3-
inJetaHcynboHamig

469,2

107

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-[([1,1'-6iceHin]-3-in)meTnn]-4,4-
andpropniponiguH-3-intetaHcynbgoHamig

475,2

108

N-[(2S,3R)-1-(6iuunkno[1,1,1]neHTan-1-
kapboHin)-4,4-andpTop-2-{[3-(6-meTunnipnanH-
2-in)dpeHin]meTun}iniponignH-3-
inJetaHcynbgoHamig

490,2

109

N-[(2S,3R)-1-(6iuunkno[1,1,1]neHTan-1-
kapboHin)-2-{[3-(4,6-gumeTnnnipnanH-2-
in)cpenin]meTnn}-4,4-gudTopniponiamnH-3-
inJetaHcynbdoHamig

504,2

110

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-{[3-(4-meTnnnipnaunH-
2-in)peHin]meTun}niponignH-3-
inleTaHcynboHamig

490,2

111

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-{[3-(2,6-gumeTunnipnmignH-4-in)-
2-pTopdeHinlmeTun}-4,4-audTopniponignH-3-
in]metaHcynbdoHamig

509,1

112

N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-{[3-(4,6-gumeTnnnipumignH-2-
in)cpenin]meTun}-4,4-gudTopniponianH-3-
inJetaHcynbdoHamig

505,2

113

N-[(2S,3R)-1-(6iuunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-{[3-(6-
MeToKcunipnaunH-2-in)deHinlmeTun}niponigmH-
3-in]eTaHcynbtoHamig

506,2

114

N-[(2S,3R)-4,4-andTop-1-(2-MeTMnnponaHoin)- | «

2-{[3-(4-meTnnnipnaunH-2-
in)deHinlmeTun}niponianH-3-
inJetaHcynbdoHamia

466,2

115

N-[(2S,3R)-2-[([1,1'-6icpeHin]-3-in)meTnn]-4,4-
androp-1-(2-meTunnponaHoin)niponigmH-3-
inJeTaHcynbdoHamia

451,2




116

N-[(2S,3R)-2-[(3',5'-andTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gudpTop-1-(2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

487,2

117

N-[(2S,3R)-4,4-gndptop-1-(2-meTunnponaHoin)-
2-{[3-(6-meTnnnipnaunH-2-
in)deHin]meTun}niponianH-3-
inJetaHcynbgoHamig

466,2

118

N-[(2S,3R)-2-{[3-(4,6-anmeTnnnipngnH-2-
in)dpeHinlmetun}-4,4-gudptop-1-(2-
MeTMANPONaHoin)niponiamH-3-
inleTaHcynbtoHamig

480,2

119

N-[(2S,3R)-2-[([1,1'-6icpeHin]-3-in)meTnn]-4,4-
andTop-1-(2-meTnnnponaHoin)niponiamH-3-
inJmeTaHcynbdoHamig

437,2

120

N-[(2S,3R)-4,4-andpTop-2-[(3'-cdbTop[1,1'-
GideHin]-3-in)metun]-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
in]metaHcynbdoHamig

453,2

121

N-{(2S,3R)-4,4-gndpTop-1-((2R)-okceTaH-2-
kapboHin)-2-[(2,2',3'-TpudTop[1,1'-6icbeHin]-3-
in)MmeTun]niponiguH-3-inimeTaHcynbdoHamig

505,1

122

N-{(2S,3R)-4,4-gndpTop-1-((2R)-okceTaH-2-
kapboHin)-2-[(2,2',5'-TpudTop[1,1'-6icbeHin]-3-
in)MmeTun]niponiguH-3-inimeTaHcynbdoHamig

505,1

123

N-{(2S,3R)-1-(6iymkno[1,1,1]neHTanH-1-
kapboHin)-4,4-gudTop-2-[(2-dpTop[1,1'-
BicbeHin]-3-in)meTun]niponignH-3-
infeTaHcynbgoHamig,

493,3

124

N-[(2S,3R)-4,4-gudpTop-2-[(2-pTop[1,1'-
OicbeHin]-3-in)meTun]-1-(okceTaH-2-
kapboHin)niponignH-3-
inJunknonponaHcynbgoHamig 3 MEHLLUM
4acoM YTPUMaHHsI

495,2

125

N-[(2S,3R)-4,4-gudpTop-2-[(2-pTop[1,1'"-
OicbeHin]-3-in)meTun]-1-(okceTaH-2-
kapOoHin)niponiguh-3-
inJumknonponaHcynbgoHamig 3 6inbwnm
YacoM YTPUMaHHS

495,2




126

N-{(2S,3R)-4,4-gnTop-2-[(2-dpTop[1,1'-
BideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponianH-3-
injunknonponaHcynegoHamia

509,2

127

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
BideHin]-3-in)meTtun]-1-(2-meTunokceTaH-2-
kapboHin)niponigun-3-in]jmetaHcynsdoHamig 3
MEHLUUM YacoM YTPUMAHHS 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-gudpTop-2-[(2-pTOp[1,1'-
GideHin]-3-in)metun]-1-(2-meTunokceTaH-2-
kapboHin)niponignH-3-injmeTaHcynedoHamia 3
GiNbLLIMM YacoM YTPUMAHHS 3 BUKOPUCTAHHAM
BEPX (konoHka : CHIRALPAK IC (4,6 mm B.A.
x250 mmn, 5 MkM). pyxoma

(hasa : rekcan/EtOH/gieTunamin=550/450/1
(06./06./06.))

483,2

129

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-BicpeHin]-3-
in)metun]-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponiamH-3-
injumknonponaHcynbgoHaMmig 3 MEHLWNM
4YacoM yTpMMaHHS

513,2

130

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icheHin]-3-
in)metun]-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponigmH-3-
injumknonponaHcynbgoHamig 3 Ginbwmnm
YaCcoM YTPUMaHHs

5131

131

N-[(2S,3R)-2-[(2',3'-andTop[1,1'-6icheHin]-3-
in)meTtun]-4,4-oucpTop-1-(2-
MeTunnponaHoin)niponignH-3-
in]metaHcynbdoHamig

473,2

132

N-[(2S,3R)-2-[(2',5'-andTop[1,1'-6icheHin]-3-
in)meTtun]-4,4-oucpTop-1-(2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynbdoHamig

473,2

133

N-{(2S,3R)-4,4-andTop-1-((2S)-0oKCETaH-2-
kapboHin)-2-[(2,2',3'-TpudTop[1,1'-6icbeHin]-3-
in)MmeTtun]niponigunH-3-inimeTaHcynbdoHamis

505,1

134

N-{(2S,3R)-4,4-gndT0op-1-((2S)-0KCETaH-2-
kapboHin)-2-[(2,2',5'-TpudTop[1,1'-6icbeHin]-3-
in)MmeTun]niponiguH-3-intmeTaHcynbdoHamis

505,1




135

N'-[(2S,3R)-4,4-gudptop-2-[(2-cpTop[1,1'-
6icbeHin]-3-in)meTtun]-1-(okceTaH-2-
kapboHin)niponiguH-3-in]-N,N-
OUMETUNCIPYaHOi KUCNOTKU diamMig 3 MEHLLINM
YacoM yTPUMaHHsI

498,1

136

rac-N-[(2S,3R)-2-{[2-(3,5-andTopdeHin)-1,3-
Tiazon-4-injmetun}-4,4-gucptop-1-(1-
rigpoKcuumnknobyTaH-1-kapboHin)niponignH-3-
inJmeTaHcynbdoHamig

508,1

137

N'-[(2S,3R)-4,4-gudpTtop-2-[(2-pTop[1,1'-
BicbeHin]-3-in)metun]-1-(okcetaH-2-
kapOoHin)niponiguH-3-in]-N,N-
anmeTuncipyaHoi kucnotu giamig 3 6inbwmm
4acoM YTPUMaHHS

498,1

138

(2S,3R)-3-[(aumeTuncynedamoin)amiHol-4,4-
andTop-2-[(2-pTop[1,1'-6icpeHin]-3-in)meTnn]-
N,N-gumeTunniponignH-1-kapbokcamin,

485,2

139

N'-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-4,4-
androp-2-[(2-pTop[1,1'-6ideHin]-3-
in)metun]niponignn-3-in}-N,N-gumeTuncipyaHoi
KMCNoTu aiamin,

497,2

140

N'-[(2S,3R)-4,4-andpTop-2-[(2-dbTop[1,1'-
6ideHin]-3-in)metun]-1-(2-rigpokcu-2-
mMeTunnponaHoin)niponiamH-3-in]-N,N-
OnmeTuncipyaHoi KucnoTu giamig

500,3

141

N'-{(2S,3R)-1-(umknobytaHkapboHin)-4,4-
andprop-2-[(2-dpTop[1,1'-6icdeHin]-3-
in)metun]niponigmn-3-in}-N,N-gumeTuncipyaHoi
KMUCNoTu giamig,

496,2

142

(2S,3R)-3-[(aumeTnncynbdamoin)amiHol-4,4-
andTop-2-[(2-dpTop[1,1'-6icpeHin]-3-in)meTnn]-
N-MeTokcK-N-meTunniponianH-1-kapbokcamig

501,2

143

N'-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-[(2-dpTop[1,1'-
GideHin]-3-in)metun]niponignH-3-in}-N,N-
OUMETUNCIipYaHol KUCIoTKU diamig

508,2

144

N-{(2S,3R)-1-(umknonponaHkap6oHin)-4,4-
andprop-2-[(2,3',5'-Tpudptop[1,1'-6idheHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig

500,8

145

N'-[(2S,3R)-4,4-gudptop-2-[(2-cpTop[1,1'-
OicdeHin]-3-in)meTun]-1-(1-
rigpoKcuMumnknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTuncip4yaHoi KUCnoTu giamig,

512,2




146

N-{(2S,3R)-4,4-andpTop-1-(2-METUNNPONAHOIN)-
2-[(2,3",5"-TpudpTop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig

505,2

147

N-{(2S,3R)-4,4-gnT0p-1-(2-MeTnnnponaHoin)-
2-[(2,2',5'-TpudpTop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig

505,2

148

N-{(2S,3R)-4,4-gndT0p-1-(2-MeTUNnponaHoin)-
2-[(2,2",3"-TpucpTop[1,1'-6ideHin]-3-
in)metun]niponignn-3-intetTaHcynboHamig

505,2

149

N'-[(2S,3R)-4,4-andpTop-2-[(2-dbTop[1,1'-
BideHin]-3-in)metun]-1-(2-
mMeTunnponaHoin)niponiamH-3-in]-N,N-
OnmeTuncipyaHoi KUCnoTu giamig

484,2

150

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-4,4-
ongpTop-2-{[2-pTop-3-(4-MeTUnNNipngnH-2-
in)cpenin]meTun}niponigmH-3-
in]meTaHcynboHamig

484,2

151

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-2-{[3-
(4,6-gumeTuUnnipuMiguH-2-in)-2-
dTopdheHinImeTnn}-4,4-audTopniponianH-3-
in]metaHcynbdoHamig

499,3

152

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'-
BiceHin]-3-in)meTun]-1-(2-meTunokceTaH-2-
kapOoHin)niponiguH-3-injeTaHcynbgoHamig 3
MEHLLMM YacoMm yTpumaHHs 3a SFC

(konoHka : CHIRALPAK IC (4,6 mm B.8.x150
MM, 5 MKM). pyxoma dasa : giokeng
Byrneuto/(MeOH/gieTunamiH)=1000/1)=750/250
(06./06.))

497,2

153

N-{(2S,3R)-4,4-andpTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,3',5'-TpudTop[1,1'-6icbeHin]-3-
in)meTtun]niponignH-3-
infumknonponaHcynsdoHaMig 3 6inbwmm
4acoM yTPUMaHHsI

531,1

154

N-[(2S,3R)-1-(2,2-gumeTnnnponaHoin)-2-{[3-
(4,6-gumeTunnipuamH-2-in)-2-
dTopheHin]meTnn}-4,4-audTopniponianH-3-
in]meTaHcynbdoHamig

CFsCOOH

498,2

155

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-4,4-
androp-2-{[2-dpTOop-3-(6-MeTUNNIpUaNH-2-
in)dpeHin]meTun}niponianH-3-
in]meTaHcynboHamig

CFsCOOH

484.2




156

N-{(2S,3R)-4,4-gndpTOp-1-(OKCETAH-2-
kapOoHin)-2-[(2,2',5"-Tpudtop[1,1'-6ideHin]-3-
in)meTtun]niponiguH-3-
injunknonponaHcynbgoHamig 3 OinbLnm
YacoM YTPUMaHHS

5311

157

N-{(2S,3R)-4,4-gndpTOp-1-(OKCETaH-2-
kapboHin)-2-[(2,2',5"-Tpudtop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-
injunknonponaHcynb@oHaMig 3 MEHLLUM
YacoM YTPUMaHHsI

531,1

158

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gudpTop-1-(2-MeTUnokceTaH-2-
kapboHin)niponigun-3-in]jmetaHcynsdoHamig 3
BiNbLLIMM YaCcOM YTPUMaHHS

501,2

159

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3'-tpudTop[1,1'-6icpeHin]-3-
in)metmnniponigmH-3-
infumknonponaHcyneoHaMig 3 BinbLmm
4YacoM yTpMMaHHS

531,2

160

N-[(2S,3R)-2-[(3',4'-ancpTop[1,1'-BicbeHin]-3-
in)metun]-4,4-gncTop-1-(2-
MeTMANPONaHoiN)niponiamH-3-
in]meTaHcynboHamig

471,2

161

N-[(2S,3R)-4,4-andTop-2-[(2-dTOp[1,1'-
6ideHin]-3-in)metun]-1-(2-meTunokceTaH-2-
kapboHin)niponiguH-3-injetaHcynegoHamig 3
BinblMM YacoM yTpumaHHs 3a SFC

(konoHka : CHIRALPAK IC (4,6 mm B.8.x150
MMA, 5 MKM), pyxoma pasa : giokeua
Byrneuto/(MeOH/gieTunamiH)=1000/1)=750/250
(06./06.))

497,2

162

N-{(2S,3R)-4,4-oudpTOp-1-(OKCETAH-2-
kapbonin)-2-[(2,3',5'-TpudTop[1,1'-6icbeHin]-3-
in)meTtun]niponignH-3-
injuuknonponaHcynbMoHaMIa 3 MEHLLUM
4acoM yTPUMaHHsI

531,2

163

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-bicbeHin]-3-
in)metun]-4,4-gndpTop-1-(2-
MEeTMANPONaHoIN)NiponiamH-3-
inJumkrnonponaHcynbgoHamig

499,2

164

N-[(2S,3R)-2-[(2,3"-andTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gndTop-1-(2-meTnnokceTaH-2-
kapboHin)niponignH-3-injmeTaHcynbdoHamig 3
MEHLUUM 4YacoM YTpPUMaHHS

501,1

165

N-{(2S,3R)-4,4-gndTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3'-Tpudtop[1,1'-6icheHin]-3-
in)meTtun]niponignH-3-
injunknonponaHcynb@oHaMig 3 MEHLLM
YacoM YTPUMaHHsI

531,1




166

N-{(2S,3R)-4,4-andpT0Op-1-(2-METUNNPONAHOIN)-
2-[(2,3",5"-TpudpTop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-
infunknonponaHcynbgoHamia

517,2

167

N-{(2S,3R)-4,4-gndT0p-1-(2-MeTUNNponaHoin)-
2-[(2,2',5'-TpucpTop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-
injunknonponaHcynegoHamia

5171

168

N-{(2S,3R)-4,4-gndT0Op-1-(2-MeTnnnponaHoin)-
2-[(2,2",3"-TpucpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-
imumknonponaHcynehoHamig

517,2

169

N-[(2S,3R)-2-[(3',5'-anTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponignH-3-
inJunknonponaHcynbgoHamig 3 MEHLLMM
4acoM yTPUMaHHsI

513,1

170

N-[(2S,3R)-2-[(3',5-andTop[1,1'-6icheHin]-3-
in)metun]-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponiamH-3-
injumknonponaHcynbgoHamig 3 Ginbwnm
YaCoM YTPUMaHHSs

513,2

171

N-[(2S,3R)-4,4-andTop-2-[(2-dTOp[1,1'-
6ideHin]-3-in)metun]-1-(2-
MeTunnponaHoin)niponignH-3-
inJumknonponaHcynbgoHamig,

481,2

172

N-[(2S,3R)-2-[(2',5'-anTop[1,1'-BichbeHin]-3-
in)metun]-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponignH-3-injetaHcynedoHamig 3
MEHLLMM 4acoM YTPUMaHHS

501,1

173

N-[(2S,3R)-2-[(2',5'-ancTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponigmH-3-injetaHcynedoHamig 3
GiNbLLIMM YaCOM YTPUMaHHS

501,1

174

N-[(2S,3R)-2-[(2',3"-ancTop[1,1'-6icbeHin]-3-
in)meTtun]-4,4-oudpTop-1-(okceTaH-2-
kapboHin)niponiguH-3-injetaHcynsdoHamig 3
MEHLUUM 4YacoM YTpPUMaHHS

501,2

175

N-[(2S,3R)-2-[(2',3"-ancTop[1,1'-6icpeHin]-3-
in)meTtun]-4,4-oudpTop-1-(oKkceTaH-2-
kapBoHin)niponiguH-3-injeTaHcynsdoHamig 3
BinbLINM YacoM YyTPUMaHHSA

501,2




176

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-4,4-
andprop-2-{[2-dpTOop-3-(4-MeTUNNipUaNH-2-
in)deHin]meTun}niponianH-3-
inJeTaHcynbdoHamia

498,2

177

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-4,4-
androp-2-{[2-dpTOop-3-(6-MeTUNNIpUONH-2-
in)dpeHin]meTun}niponianH-3-
inJetaHcynbgoHamig

498,2

178

N-[(2S,3R)-1-(2,2-gumeTunnponanoin)-2-{[3-
(4,6-gumeTunnipMamH-2-in)-2-
dTopheHin]meTnn}-4,4-audTopniponianH-3-
inleTaHcynbtoHamig

512,2

179

N-[(2S,3R)-1-(2,2-gumeTunnponaHoin)-2-{[3-
(4,6-gumeTnnnipuMignH-2-in)-2-
dTopbeHin]meTnn}-4,4-audTopniponianH-3-
inleTaHcynboHamig

513,3

180

N-[(2S,3R)-2-[([1,1'-6icpeHin]-3-in)meTnn]-4,4-
andTop-1-(okceTaH-2-kapboHin)niponignH-3-
injumknonponaHcynbgoHaMmig 3 MEHLWNM
4YacoM yTpUMaHHS

477,2

181

N-[(2S,3R)-2-[([1,1'-6icpeHin]-3-in)meTnn]-4,4-
andTop-1-(okceTaH-2-kapboHin)niponignH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
YaCcoM YTPUMaHHs

477,2

182

N-{(2S,3R)-4,4-gndT0p-1-(2-MeTnnnponaHoin)-
2-[(2,3",5"-TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignu-3-in}meTaHcynbgoHamig

489,2

183

N-{(2S,3R)-4,4-andpTop-1-(2-MeTUNNpOnaHoin)-
2-[(2,2',3"-Tpudptop[1,1'-6icbeHin]-3-
in)MmeTtun]niponigunH-3-intmeTaHcynbdoHamig

4911

184

N-{(2S,3R)-4,4-audpTop-1-(2-MeTUNNponaHoin)-
2-[(2,2',5'-Tpudptop[1,1'-6icbeHin]-3-
in)MmeTun]niponiguH-3-intmeTaHcynbdoHamis

491,2

185

N-{(2S,3R)-2-[(2,2'-andTop[1,1'-6icheHin]-3-
in)metun]-4,4-gndTop-1-[(2R)-okconaH-2-
kapOoHin]niponignH-3-infeTaHcynbgoHamig

515,2




186

N-[(2S,3R)-2-[(2,2'-andTop[1,1'-BicheHin]-3-
in)metun]-4,4-gudpTop-1-(2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbgoHamig

487,2

187

N-[(2S,3R)-2-[(2,2'-andTop[1,1'-BicpeHin]-3-
in)meTtun]-4,4-gudpTop-1-(oKceTaH-2-
kapOoHin)niponiguH-3-injeTaHcynbgoHamig 3
MEHLUUM 4YacoM YTpUMaHHS

501,2

188

N-[(2S,3R)-2-[(2,2'-ancTop[1,1'-BichbeHrin]-3-
in)meTtun]-4,4-oudpTop-1-(oKceTaH-2-
kapboHin)niponignH-3-injetaHcynbdoHamig 3
BiNbLLIMM YaCOM YTPUMaHHS

501,1

189

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icpeHin]-3-
in)metun]-4,4-gndTop-1-(2-meTnnokceTaH-2-
kapboHin)niponignH-3-injetaHcynegoHamig 3
GiNbLLIMM YacoM YTPUMaHHS

515,2

190

N-[(2S,3R)-2-[(2,2'-ancpTop[1,1'-BicheHrin]-3-
in)metun]-4,4-agndTop-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
inJumknonponaHcynbdoHamig

499,2

191

N-[(2S,3R)-2-[(2,2'-andTop[1,1'-6icpeHin]-3-
in)meTtun]-4,4-oudpTop-1-(okceTaH-2-
kapboHin)niponignH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
4acoM YTPUMaHHS

513,2

192

N-[(2S,3R)-2-[(2,2'-ancpTop[1,1'-BicbeHin]-3-
in)metun]-4,4-gndTop-1-(okceTaH-2-
kapboHin)niponiamH-3-
inJumkrnonponaHcynbgoHamig 3 MeHLUM
YaCcoM YTPUMaHHS

513,2

193

N-{(2S,3R)-4,4-andpTop-2-[(2-pTOp[1,1'-
6ideHin]-3-in)metun]-1-[(2S)-okconan-2-
kapboHin]niponignH-3-in}meTtaHcynsdoHamig

483,2

194

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-bicbeHin]-3-
in)metun]-4,4-oudTop-1-(2-meTunokceTaH-2-
kapOoHin)niponignH-3-injetaHcynegoHamig 3
MEHLLMM YacOM yTPUMaAHHS

5151




195

rac-N-{(2S,3R, 4R)-4-dpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)-4-metun-2-[(2,3',5'-
TpudTop[1,1'-6ideHin]-3-in)meTun]niponianH-3-
in}meTaHcynbdoHamig

503,2

196

N-[(2S,3R)-2-[(3'-xnop-2-dpTop[1,1'-6ideHin]-3-
in)metun]-4,4-gudpTop-1-(2-
MeTunnponaHoin)niponignH-3-
inJmeTaHcynbdoHamig

489,2

197

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-[(2,2',3'-Tpudptop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}metaHcynbgoHamig

515,2

198

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapbowin)-4,4-gudTop-2-[(2,2',5'-Tpudptop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}meTaHcynbgoHamig

515,2

199

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-[(2,2'-andTop[1,1'-6ideHin]-3-
in)metnn]-4,4-gudTopniponianH-3-
in}eTaHcynbgoHamig

511,2

200

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4,4-gudTop-2-[(2,2',5'-Tpudptop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
injeTaHcynbdoHamig

529,0

201

N-{(2S,3R)-1-(umknonponaHkap6oHin)-4,4-
androp-2-[(2,2',5'-Tpudptop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig

503,1

202

N-{(2S,3R)-1-(umknonponaHkapboHin)-2-[(2,3'-
andTop[1,1'-6icdeHin]-3-in)meTnn]-4,4-
andpropniponiguH-3-injetaHcynbgoHamig

485,1

203

N-{(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapbownin)-4,4-gudTop-2-[(2,2',3'-Tpudptop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
infeTaHcynbgoHamig,

529,1

204

N-{(2S,3R)-1-(unknonponaHkap0oHin)-4,4-
andprop-2-[(2,2',3'-Tpudptop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig

503,2




205

N-{(2S,3R)-1-(uuknonponaHkapboHin)-4,4-
andprop-2-[(2-dpTop[1,1'-6icdbeHin]-3-
in)MmeTtun]niponiguH-3-in}etaHcynbgoHamig

467,2

206

N'-[(2S,3R)-4,4-gudpTtop-2-[(2-pTop[1,1'-
BideHin]-3-in)metun]-1-(3-rigpokcun-2,2-

anmeTunnponaHoin)niponiguH-3-in]-N,N-
OUMeTUNCipYaHol KUCoTu giamig

514,2

207

N-[(2S,3R,4S)-2-[(2,3-andTop[1,1'-6ideHin]-3-
in)meTtun]-4-dpTop-1-(2-rigpokcn-2-
MeTMANPONaHoin)niponiamH-3-
inJetaHcynbgoHamig

485,2

208

N-[(2S,3R,4S)-2-[(2,3-andTop[1,1-6ideHin]-3- |

in)metun]-4-dprop-1-(1-rigpokcnumknobyrtaH-1-
kapboHin)niponiguH-3-injeTaHcynsdoHamig

497,1

209

N-[(2S,3R,4S)-2-[(2,3-andTop[1,1'-6ideHin]-3-
in)metun]-4-gptop-1-(2-
MeTMANPONaHoiN)NiponiamH-3-
inleTaHcynbtoHamig

469,2

210

(2S,3R,4S)-2-[(2,3'-andTop[1,1'-6icdbeHin]-3-
in)metun]-3-[(eTaHcynbdoHin)amiHo]-4-dpTop-
N,N-gumeTtunniponiguH-1-kapbokcamig,

470,2

211

N-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-2-
[(2,3-gudbTop[1,1'-6idbeHin]-3-in)meTunn]-4-
dTopniponianH-3-infeTaHcynboHamig

482,2

212

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-
[(2,3-gudbTop[1,1'-6icbeHin]-3-in)meTunn]-4-
hTopniponianH-3-inteTaHcynboHamia

467,2

213

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-
kapbowHin)-2-[(2,3-andTop[1,1'-6ideHin]-3-
in)meTtun]-4-coTopniponignH-3-
injeTaHcynbgoHamig

493,2

214

N-{(2S,3R,4S)-2-[(2,3'-andTop[1,1'-6icdeHin]-
3-in)metnn]-4-dpT1op-1-[(2R)-okconaH-2-
kap6oHin]niponianH-3-injetaHcynbdoHamig

497,3




215

N-{(2S,3R,4S)-2-[(2,3'-gudptop[1,1'-6icdeHin]-
3-in)metnn]-4-dpTop-1-[(2S)-okconaH-2-
kapb6oHin]niponianH-3-in}etaHcynbdoHamia

497,3

216

N-[(2S,3R,4S)-2-[(2,3'-audTop[1,1'-6ideHin]-
3-in)meTtnn]-4-dpTop-1-(oKceTaH-2-
kapO6oHin)niponignH-3-injetaHcynbdoHamig 3
MEHLUUM YacoM YyTPUMaHHS

483,2

217

N-[(2S,3R,4S)-2-[(2,3'-gudbTop[1,1'-6ideHin]-
3-in)meTtnn]-4-dpTop-1-(OKCeTaH-2-
kapO6oHin)niponignH-3-injetaHcynbgoHamig 3
GiNbLIMM YacoM yTPUMaHHS

483,2

218

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-BideHin]-3-
in)metnn]-1-(3,3-gudpTopumnknobyraH-1-
kapboHin)-4,4-gudTopniponiguH-3-
in]JeTaHcynbdoHamig

533,3

219

N-{(2S,3R)-1-(3,3-andTopaseTngmH-1-
kapboHin)-2-[(2,3'-andTtop[1,1'-6ideHin]-3-
in)metunn]-4,4-gudtopniponignH-3-
infeTaHcynbgoHamig

536.,4

220

N-{(2S,3R,4S)-4-dTOp-1-(2-rigpokcm-2-
mMeTunnponaHoin)-2-[(2,3",5'-TpudTop[1,1'-
6icpeHin]-3-in)meTnn]niponignH-3-
infeTaHcynbdoHamia

503,4

221

N-{(2S,3R,4S)-4-dT0Op-1-(2-rigpokcm-2-
mMeTunnponaHoin)-2-[(2,2',5'-tpudTop[1,1'-
BidpeHin]-3-in)meTnn]niponignH-3-
infeTaHcynbdoHamia

503,4

222

N-{(2S,3R,4S)-4-dpTop-1-(2-rigpokcu-2-
mMeTunnponaHoin)-2-[(2,2',3'-tpucTtop[1,1'-
OidpeHin]-3-in)meTun]niponignH-3-
infeTaHcynbgoHamig

503,4

223

N-{(2S,3R)-1-(ymknobytaHkapboHin)-4,4-
andprop-2-[(2-cpTop[1,1'-6idbeHin]-3-
in)metun]niponiguH-3-injetaHcynsgoHamig

481,4

224

rac-N-{(2S,3R,4S)-4-dpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)-4-meTtun-2-[(2,3',5'-
TpudTop[1,1'-6icdbeHin]-3-in)meTun]niponianH-
3-in}meTaHcynbgoHamig

503,4




225

N-[(2S,3R)-2-[(2,3"-andT0op[1,1'-BicheHin]-3-
in)metun]-4,4-angprop-1-((1r,3S)-3-
dpTOopuUMKNObyTaH-1-kapOoHin)niponignH-3-
inleTaHcynbdoHamig

515,2

226

N-[(2S,3R)-2-[(2,3'-agndTop[1,1'-BidoeHin]-3-
in)metun]-4,4-angprop-1-((1s,3R)-3-
dpTOopuUMKNOOyTaH-1-kapOoHin)niponignH-3-
injeTaHcynbgoHamig,

515,2

227

(2S,3R)-3-[(eTaHcynbgdoHin)amiHo]-4,4-
angpTop-2-[(2-cbTop[1,1'-6idpeHin]-3-
in)metun]-N,N-gumeTunniponignH-1-
kapbokcamig

470,4

228

N-{(2S,3R)-1-(a3eTnanH-1-kap6boHin)-4,4-
angpTop-2-[(2-cbTop[1,1'-6idpeHin]-3-
in)metTun]niponigmH-3-intetaHcynbdoHamig

482,4

229

N-[(2S,3R,4S)-4-pTOp-2-[(2-PpTOP[1,1'-
GicpeHin]-3-in)metnn]-1-(2-rigpokcn-2-
MeTunnponaHoin)niponiguH-3-
injeTaHcynbgoHamig,

467,4

230

N-[(2S,3R,4S)-2-[(2,2'-audTop[1,1'-6ideHin]-
3-in)meTtnn]-4-dpTop-1-(2-rigpokcun-2-
MeTunnponaHoin)niponianH-3-
injeTaHcynsdoHamig

485,5

231

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-2-[(2,3'-andTtop[1,1'-6ideHin]-3-
in)metunn]-4-cptopniponianH-3-
intmeTaHcynbdoHamig

479,4

232

N-[(2S,3R,4S)-2-[(2,3"-andTop[1,1'-OidbeHin]-
3-in)meTtnn]-4-dpTop-1-(2-
MeTunnponaHoin)niponignH-3-
inlMeTaHcynbthoHamia

455,4

233

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-
[(2,3"-andpTop[1,1'-6icheHin]-3-in)meTnn]-4-
dpTopniponignH-3-in}meTaHcynboHamig

453,4

234

(2S,3R)-3-[(eTaHcynbgdoHIN)amiHo]-4,4-
anpTop-2-[(2-cbTop[1,1'-6idpeHnin]-3-
in)metun]-N-meTtokcn-N-meTunniponianH-1-
kapbokcamig

486,4




235

N-[(2S,3R,4S)-2-[(2,3"-andTop[1,1'-BideHin]-
3-in)meTtnn]-4-dpTop-1-(2-rigpokcmn-2-
MeTunnponaHoin)niponignH-3-
inlmeTaHcynbhoHamia

471,4

236

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dTop-2-[(2,3',5'-TpndTop[1,1'-BicveHin]-3-
in)metTun]niponigmH-3-intetaHcynbdoHamig

485,4

237

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dTop-2-[(2,2',3'-TpndTop[1,1'-BicveHin]-3-
in)metun]niponignH-3-intetaHcynbdoHamig

485,4

238

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dTop-2-[(2,2',5'-TpndTOp[1,1'-6icheHin]-3-
in)metun]niponigmH-3-intetaHcynbdoHamig

485,4

239

N-{(2S,3R,4S)-1-(unknonponaHkapOoHin)-4-
dTOp-2-[(2-dpTOP[1,1'-6icheHin]-3-
in)metTnn]niponigmH-3-injetTaHcynbgoHamig

449,4

240

N-{(2S,3R,4S)-4-pTOp-1-(2-rigpokcn-2-
mMeTunnponaHoin)-2-[(2,3',5-tpucTtop[1,1'-
6icpeHin]-3-in)meTnn]niponignH-3-
in}meTaHcynbgoHamig

489,3

241

N-{(2S,3R,4S)-4-dTOp-1-(2-rigpokcm-2-
mMeTunnponaHoin)-2-[(2,2',3'-tpucTtop[1,1'-
GicpeHin]-3-in)meTnn]niponignH-3-
in}meTtaHcynbgoHamig

489,4

242

N-{(2S,3R,4S)-4-pTOp-1-(2-rigpokcn-2-
mMeTunnponaHoin)-2-[(2,2',5'-tpucpTtop[1,1'-
6icpeHin]-3-in)meTnn]niponignH-3-
in}meTaHcynbgoHamig

489,4

243

N-[(2S,3R,4S)-4-pTOp-2-[(2-pTOP[1,1'-
6idpenin]-3-in)metnn]-1-(2-rigpokcn-2-
MeTunnponaHoin)niponianH-3-
inlMeTaHcynbthoHamia

453,4

244

N-[(2S,3R,4S)-2-[(2,2'-andTop[1,1'-OidbeHin]-
3-in)metnn]-4-cpTop-1-(2-rigpokcn-2-
MeTunnponaHoin)niponiguH-3-
in]MmeTaHcynboHamig

471,4




245

N-[(2S,3R)-2-[(3'-xnop-2,5'-gudTop[1,1'-
OideHrin]-3-in)metnn]-1-
(umknonponaHkap6boHin)-4,4-
andTopniponignH-3-injmetaHcynbgoHamig

503,1

246

N-[(2S,3R)-4,4-gudTop-2-{[2-dTOpP-3-(6-
MeTunnipnguH-2-in)derinimeTun}-1-(1-
MeTUNUMKnonponaH-1-kapOoHin)niponignH-3-
injeTaHcynbgoHamig,

496,2

247

N-[(2S,3R)-4,4-andpTtop-2-{[2-dTOP-3-(4-
MeTuUnnipnaunH-2-in)deHin]veTun}-1-(1-
MeTunumknonponaH-1-kapboHin)niponignH-3-
in]JeTaHcynbdoHamig

496,1

248

N-[(2S,3R)-2-[(3'-xnop-2,5'-gnTop[1,1'-
Gicpenin]-3-in)metnn]-1-
(umknonponaHkapboHin)-4,4-
andTopniponignH-3-injetaHcynbgoHamig

519,1

249

N-[(2S,3R)-2-[(3'-xnop-2,2'-andTop[1,1'-
Bidpenin]-3-in)metnn]-1-
(umknonponaHkapboHin)-4,4-
andTopniponignH-3-injetaHcynbgoHamig

519,1

250

N-[(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6icbeHin]-
3-in)metnn]-1-(umknonponaHkapboHin)-4,4-
AndTopniponignH-3-injmetaHcynsgoHamig

487,1

251

N-[(2S,3R)-2-[(5'-xnop-2,2'-andTop[1,1'-
Bidpenin]-3-in)metnn]-1-
(umknonponaHkapboHin)-4,4-
AndTopniponignH-3-injeTaHcynbdoHamig

519,1

252

N-[(2S,3R)-2-[(5'-xnop-2,2'-andTop[1,1'-
Gidpenin]-3-in)meTnn]-1-
(umknonponaHkap6boHin)-4,4-
AndTopniponignH-3-injmetaHcynsgoHamig

505,1

253

N-[(2S,3R)-2-[(3'-xnop-2,2'-agucpTtop[1,1'-
6icpeHin]-3-in)metunn]-1-
(umknonponaHkap6oHin)-4,4-
audTopniponignH-3-injMetaHcynbgoHamig

505,1

254

N-[(2S,3R)-2-[(3'-xnop-2-dTop[1,1'-6icbeHin]-
3-in)meTnn]-1-(ymknonponaHkap6oHin)-4,4-
audTopniponignH-3-injetaHcynbgoHamig

501,1




255

N-[(2S,3R)-2-{[3-(4,6-aumeTunnipumignH-2-
in)-2-cdotopderin)metun}-4,4-gucptop-1-(1-
MeTuUnuMKnonponaH-1-kapOoHin)niponignH-3-
inleTaHcynbdoHamig

511,2

256

etun (2S,3R)-2-[(2,3"-andTop[1,1'-6ideHin]-
3-in)meTtnn]-3-[(eTaHcynbdoHin)amiHo]-4,4-
andpTopniponignH-1-kapbokeunar

487,2

257

N-{(2S,3R)-1-byTtaHoin-2-[(2,3"-andTop[1,1'-
BidbeHin]-3-in)metnn]-4,4-gudptopniponianH-
3-in}eTaHcynbdoHamig

487,4

258

N-{(2S,3R)-1-(2-uiaH0-2-MeTMNNponaHoin)-2-
[(2,3-gudpTop[1,1'-6icbeHin]-3-in)meTnnl-4,4-
andpropniponiguH-3-injetaHcynsdoHamig

510,2

259

N-[(2S,3R)-2-[(3'-xnop-2-cdTop[1,1'-OideHin]-
3-in)metnn]-4,4-gudptop-1-(okceTaH-2-
kapboHin)niponianH-3-in]MeTaHcynbgoHamig
3 MEHLUMM 4acoM YyTPUMaHHS

503,4

260

N-[(2S,3R)-2-[(3'-xnop-2-cdTop[1,1'-BideHin]-
3-in)metnn]-4,4-andtop-1-(okceTaH-2-
kapboHin)niponianH-3-in]MeTaHcynbgoHamig
3 BiNbLUMM YacoM yTPUMaHHS

503,4

261

N-[(2S,3R)-2-[(5'-xnop-2,2'-andTop[1,1'-
6icpeHin]-3-in)metnn]-4,4-gntop-1-
(okceTaH-2-kapboHin)niponignH-3-
inlMeTaHcynboHaMia 3 MEHLINM YacoM
YTPUMaHHS

521,3

262

N-[(2S,3R)-2-[(5'-xnop-2,2'-andTop[1,1'-
6idpenin]-3-in)metnn]-4,4-gnptop-1-
(okceTaH-2-kapboHin)niponiganH-3-
in)lMetaHcynbdoHamig 3 6inbUM Yacom
YyTPUMaHHS

521,3

263

N-[(2S,3R)-2-[(3'-xnop-2,2'-aucpTtop[1,1'-
6icpeHin]-3-in)metnn]-4,4-gncrtop-1-
(okceTaH-2-kapboHin)niponignH-3-
inlMeTaHcynboHaMig 3 MeHLUM 4acoMm
YTPUMaHHS

521,3

264

N-[(2S,3R)-2-[(3'-xnop-2,2'-andTop[1,1'-
OidbeHrin]-3-in)metnn]-4,4-gudtop-1-
(okceTaH-2-kapboHin)niponignH-3-
inlMmetaHcynbdoHamig 3 GinbLUM Yacom
YTPUMaHHS

521,3




265

N-[(2S,3R)-2-[(3'-xnop-2,5"-andTop[1,1'-
BicbeHin]-3-in)metnn]-4,4-gucptop-1-
(okceTaH-2-kapboHin)niponiganH-3-
inlMmeTtaHcynboHaMia 3 MEHLINM YacoM
YyTPUMaHHSA

521,3

266

N-[(2S,3R)-2-[(3'-xnop-2,5'-gudTop[1,1'-
OidbeHin]-3-in)metnn]-4,4-gudtop-1-
(okceTaH-2-kapboHin)-niponignH-3-
inlMetaHcynbdoHamig 3 6inbnM Yacom
yTPUMaHHS

521,3

267

N-[(2S,3R)-2-[(3'-xnop-2-cdTop[1,1'-OidpeHin]-
3-in)metnn]-4,4-gudptop-1-(okceTaH-2-
kapboHin)niponianH-3-in]JeTaHcynbdoHamig 3
MEHLUMM YacOM YyTPUMaHHS

o

517.,4

268

N-[(2S,3R)-2-[(3'-xnop-2-cdTop[1,1'-OideHin]-
3-in)metnn]-4,4-gudptop-1-(okceTaH-2-
kapboHin)niponianH-3-in]JeTaHcynbdoHamig 3
GiNbLWIMM YacoM yTpPUMaHHS

Q

517.,4

269

rac-N-[(2S,3R)-2-{[2-(3,5-agudTopdpeHin)-1,3-
Tiaszon-4-inlmetun}-4,4-gudpTop-1-(2-
rigpoKcn-2-meTmunnponaHoin)niponignH-3-
injeTaHcynsdoHamig

510,2

270

rac-N-[(2S,3R)-2-{[2-(3,5-audTopdeHin)-1,3-
Tiaszon-4-inlmetun}-4,4-gudpTop-1-(1-
rigpokcuumnknobyTaH-1-kapboHin)niponiguH-
3-in]etaHcynbdoHamif

522,1

271

rac-N-{(2S,3R, 4R)-4-¢dT10p-1-(2-rigpokcun-2-
mMeTunnponaHoin)-4-metun-2-[(2,3',5'-
Tpudtop[1,1'-6icdbeHin]-3-in)meTun]niponianH-
3-in}eTaHcynbdoHamig

517,2

272

N-{(2S,3R)-4,4-gndpTop-1-(1-
rigpokcunuuknobyrtaH-1-kapbonin)-2-[(2,3',5'-
TpudTop[1,1'-6icdbeHin]-3-in)meTun]niponianH-
3-in}eTaHcynbdoHamig

531,2

273

N-[(2S,3R)-2-[(2,3'-gudTop[1,1'-BidheHin]-3-
in)metun]-4,4-androp-1-(1-
rigpokcuumnknobyTaH-1-kapboHin)niponiguH-
3-in]eTaHcynboHamig

515,2




274

N-{(2S,3R)-4,4-gndTop-1-(1-
rigpokcunuuknobyrtaH-1-kapboHrin)-2-[(2,2',3'-
TpudTop[1,1'-6icdbeHin]-3-in)meTmn]niponianH-
3-in}eTaHcynbdoHamig

533,2

275

N-[(2S,3R)-4,4-andTop-2-[(2-dpTOP-3'-
metun[1,1'-6icpenin]-3-in)meTun]-1-(1-
rigpokcnuunknobyTtaH-1-kapboHin)niponiguH-
3-in]eTaHcynboHamig

511,2

276

N-[(2S,3R)-2-[(2,2'-gndTop-3'-MeTnn[1,1'-
6icpenin]-3-in)metnn]-4,4-gncptop-1-(1-
rigpokcuumnknobyTaH-1-kapboHin)niponiguH-
3-inJetaHcynbdoHamig

529,2

277

N-[(2S,3R)-4,4-gncTop-2-[(2-pTOp-3'-
meTtun[1,1'-6icdenin]-3-in)metun]-1-(okceTaH-
2-kapboHin)niponignH-3-injeTaHcynbdoHamig
3 MEHLIMM 4acoM YTPUMaHHS

497,2

278

N-[(2S,3R)-2-[(2,2'-gndpTop-3'-MeTuN[1,1'-
6icpenin]-3-in)metnn]-4,4-gndptop-1-
(okceTaH-2-kapboHin)niponignH-3-
inleTaHcynboHamig 3 MEHLLMM YacoMm
YTPUMaHHS

515,2

279

N-[(2S,3R)-4,4-pndTop-2-[(2-pTOp-3'-
meTtun[1,1'-6ideHin]-3-in)metun]-1-(okceTaH-
2-kapboHin)niponianH-3-injeTaHcynbdoHamig
3 BiNbLINM YacoM yTpUMaHHS

497,2

280

N-[(2S,3R)-2-[(2,2'-gudpTOp-3'-MmeTun(1,1'-
6idpenin]-3-in)metnn]-4,4-gnptop-1-
(okceTaH-2-kapboHin)niponiganH-3-
inletaHcynbdoHamig 3 6inbwmnm yacom
YTPUMaHHS

515,2

281

N-[(2S,3R)-2-{[3-(4,6-aumeTnnnipngmH-2-in)-
2-pTopdeHin]meTtun}-4,4-gudpTop-1-(1-
MeTunumknonponaH-1-kapboHin)niponignH-3-
inleTaHcynbdoHamig

510,2

282

(2S,3R)-3-[(eTaHCcynbdOHIN)amiHO]-4,4-
angpTop-N,N-anmeTnn-2-[(2,3',5'-
TpudTop[1,1'-6icdbeHin]-3-in)meTun]niponianH-
1-kap6okcamig,

506,2




283

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-4,4-
andgpTop-2-[(2,3',5'-TpudTop[1,1'-6ideHin]-3-
in)metun]niponiguH-3-intetaHcynbgoHamig

518,2

284

(2S,3R)-3-[(eTaHcynbgoHIN)amiHo]-4,4-
andpTop-2-[(2-dpTop-3'-meTun[1,1'-6ideHin]-3-
in)metun]-N,N-gumeTunniponignH-1-
kapbokcamig

484,2

285

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-4,4-
andpTop-2-[(2-dpTop-3'-meTun[1,1'-6ideHin]-3-
in)metTnn]niponignH-3-injetTaHcynbgoHamia

496,2

286

(2S,3R)-2-[(2,3'-andTop[1,1'-6icpeHrin]-3-
in)metunn]-3-[(eTaHcynbgoHin)amiHo]-4,4-
andTop-N,N-gumeTtunniponignH-1-
kapbokcamig

488,2

287

N-{(2S,3R)-1-(azeTnanH-1-kapboHin)-2-[(2,3'-
andprop[1,1'-6icdenin]-3-in)metnnl-4,4-
andptopniponiguH-3-injetaHcynbdoHamig

500,2

288

(2S,3R)-3-[(eTaHcynbgoHin)amiHo]-4,4-
andprop-N,N-gumeTtunn-2-[(2,2',3'-
Tpudptop[1,1'-6icbeHin]-3-in)meTmn]niponianH-
1-kap6okcamig,

506,2

289

N-{(2S,3R)-1-(azeTnanH-1-kapoboHin)-4,4-
angpTop-2-[(2,2',3'-TpudTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-injetaHcynsgoHamig

518,1

290

(2S,3R)-2-[(2,2'-gncpTop-3'-meTnn[1,1'-
OideHrin]-3-in)metnn]-3-
[(eTaHcynbgoOHIN)amiHo]-4,4-gudTop-N,N-
anmetunniponiguH-1-kapbokcamig

502,2

291

N-{(2S,3R)-1-(azeTnanH-1-kapboHin)-2-[(2,2'-
andgprop-3'-metun[1,1'-6icpenin]-3-in)meTun]-
4,4-pudpTopniponignH-3-intetaHcynbgoHamig

514,1




292

N-{(2S,3R,4S)-4-dpTOp-1-(2-
mMeTunnponaHoin)-2-[(2,2',5'-tpudTop[1,1'-
BicbeHin]-3-in)meTun]niponignH-3-
in}eTaHcynbdoHamia

487,2

293

N-[(2S,3R,4S)-4-pTOp-2-[(2-PpTOP[1,1'-
Bidpenin]-3-in)meTnn]-1-(2-
MeTunnponaHoin)niponignH-3-
inleTaHcynbdoHamig

451,3

294

(2S,3R,4S)-3-[(eTaHCcynbgoHin)amiHo]-4-
dTop-N,N-gumeTnn-2-[(2,2',5'-tpndptop[1,1'-
GicpeHin]-3-in)meTnn]niponignH-1-
kapbokcamig

488,2

295

(2S,3R,4S)-3-[(eTaHCcynbdOHIN)amiHo]-4-
dTop-2-[(2-pTOp[1,1'-6idbeHnin]-3-in)meTun]-
N,N-gumeTunniponignH-1-kapbokcamig

452,2

296

N-{(2S,3R,4S)-4-dpTOp-1-(2-
mMeTunnponaHoin)-2-[(2,3",5'-TpudTop[1,1'-
GicpeHin]-3-in)meTnn]niponignH-3-
infeTaHcynbdoHamig

487,2

297

N-{(2S,3R,4S)-4-pTOp-1-(2-
mMeTunnponaHoin)-2-[(2,2',3'-tpucpTtop[1,1'-
BidpeHin]-3-in)meTnn]niponignH-3-
infeTaHcynbdoHamig

487,2

298

N-[(2S,3R,4S)-2-[(3'-xnop-2-¢Top[1,1'-
6icpeHin]-3-in)metnn]-4-cTop-1-(2-
MeTunnponaHoin)niponignH-3-
injeTaHcynbgoHamig,

485,2

299

N-[(2S,3R,4S)-4-pTOp-2-[(3'-pTOP[1,1'-
6idpenin]-3-in)metnn]-1-(2-rigpokcn-2-
MeTunnponaHoin)niponiguH-3-
injeTaHcynbgoHamig,

467,2

300

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kap6oHin)-2-[(2,2',5'-TpudgTop[1,1'-OicbeHin]-

3-in)meTtun]niponignH-3-in}etaHcynbgoHamig

3 MEHLWUNM 4YaCcoOM yTpUMaHHA

501,2




301

N-{(2S,3R,4S)-4-dTOp-1-(OKCETAH-2-
kapb6oHin)-2-[(2,2',5'-TpudgTop[1,1'-0ideHin]-
3-in)meTtun]niponignH-3-in}etaHcynbgoHamig
3 BiNbLINM YacoM yTpUMaHHS

501,1

302

N-[(2S,3R,4S)-4-cbTOp-2-[(2-hTOP[1,1'-
Bidpenin]-3-in)metnn]-1-((2R)-okceTaH-2-
kapO6oHin)niponiguH-3-in]etaHcynbdoHamig

465,2

303

N-[(2S,3R,4S)-4-cpTOp-2-[(2-bTOP[1,1'-
Bipenin]-3-in)meTnn]-1-((2S)-okcetaH-2-
kapboHin)niponianH-3-in]jeTaHcynbdoHamig

465,2

304

N-{(2S,3R,4S)-4-pTop-1-(OKCETAH-2-
kapboHin)-2-[(2,3',5'-tpudptop[1,1'-6icdeHin]-
3-in)metnn]niponigmH-3-intetaHcynbdoHamig
3 MEHLUMM 4acoM YTPUMaHHS

501,2

305

N-{(2S,3R,4S)-4-pTop-1-(OKCETAH-2-
kapboHin)-2-[(2,3',5'-Tpudptop[1,1'-6icdeHin]-
3-in)meTun]niponiguH-3-in}etaHcynsgoHamig
3 BiNbWINM YacoM yTPUMaHHS

501,1

306

N-{(2S,3R,4S)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4-dpTop-2-[(2,2',5'-TpudTop[1,1'-
6icpeHin]-3-in)meTnn]niponignH-3-
infeTaHcynbdoHamia

511,2

307

N-{(2S,3R,4S)-4-pTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3'-Tpudptop[1,1'-6icdeHin]-
3-in)metunn]niponignH-3-intetaHcynbdoHamig
3 MEHLUMM 4YacoM YTPUMaHHS

501,1

308

N-{(2S,3R,4S)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-4-dpTop-2-[(2-dpTOp[1,1'-BicpeHin]-
3-in)metunn]niponigmH-3-intetaHcynbgoHamig

475,3

309

N-{(2S,3R,4S)-4-dTOp-1-(OKCETAH-2-
kapb6oHin)-2-[(2,2',3'-TpudgTop[1,1'-0icheHin]-
3-in)meTtun]niponignH-3-in}etaHcynbdoHamig
3 BiNbLUMM YacoM yTPUMaHHS

501,1




310

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dpTop-2-[(3'-pTOpP[1,1'-6idheHin]-3-
in)metun]niponiguH-3-intetaHcynbgoHamig

449,0

311

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dpTop-2-[(2,3',5'-TpndTop[1,1'-OicpeHin]-3-
in)metun]niponiguH-3-intMetaHcynbdoHamig

468,9

312

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dpTOop-2-[(2,2',3"-TpUdTop[1,1'-6ideHin]-3-
in)meTunniponignu-3-in}mMeTaHcynbdoHamig

471,0

313

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dTop-2-[(2,2',5'-TpudpTop[1,1'-6icheHin]-3-
in)meTunniponignu-3-in}meTaHcynbgoHamig

471,0

314

N-{(2S,3R,4S)-4-¢TOp-1-(2-MeTUNNPONaHOIn)-
2-[(2,2',3"-Tpudptop[1,1'-bicbeHin]-3-
in)metun]niponignu-3-in}meTaHcynbgoHamig

473,0

315

N-{(2S,3R,4S)-4-pTOp-1-(2-MeTUNNPONaHoIn)-
2-[(2,2",5"-Tpudptop[1,1'-BicbeHin]-3-
in)metun]niponignu-3-in}meTaHcynbdoHamig

473,0

316

N-{(2S,3R,4S)-4-pTOp-1-(2-MeTUNNPONaHoin)-
2-[(2,3",5"-TpudpTop[1,1'-6ideHin]-3-
in)meTun]niponignu-3-in}meTaHcynbdoHamig

473,0

317

N-[(2S,3R,4S)-4-pTop-2-[(2-dbTOp[1,1'-
GideHin]-3-in)metun]-1-(2-
MeTunnponaHoin)niponignH-3-
in]metaHcynbdoHamig

437,1

318

N-[(2S,3R,4S)-2-[(2,3-andTop[1,1'-6ideHin]-3-
in)meTtun]-4-dpTop-1-(oKceTaH-2-
kapboHin)niponiguH-3-in]jmetaHcynsgoHamig 3
BinbLINM YacoM YyTPUMaHHSA

469,0




319

N-{(2S,3R,4S)-4-pTOp-1-(OKCETaH-2-KapOOoHin)-
2-[(2,3",5"-TpudpTop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intmeTaHcynbdoHamig 3
GiNbLLIMM YacoM YTPUMaHHS

484,8

320

N-{(2S,3R,4S)-4-pTOp-1-(OKCETaH-2-KapOOHIn)-
2-[(2,2',3"-TpucpTop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intMeTaHcynbdoHamig 3
GiNbLLIMM YacoM YTPUMaHHS

486,9

321

N-{(2S,3R,4S)-4-¢TOp-1-(OKCETaH-2-KapBoHin)-
2-[(2,2",5"-Tpudptop[1,1'-BicpeHin]-3-
in)metun]niponignH-3-in}mMetaHcynsdoHamia 3
BinNbLUMM YacoMm yTPUMaHHS

486.,9

322

N-[(2S,3R,4S)-2-[(3'-xnop-2-cpTop[1,1'-
BideHin]-3-in)metun]-4-cpTop-1-(okceTaH-2-
kapboHin)niponignH-3-injmeTaHcynsdoHamia 3
GinNbLUMM YacoMm yTPUMaHHS

484.9

323

N-[(2S,3R,4S)-2-[(2,3-andTop[1,1'-6ideHin]-3-
in)meTtun]-4-cbTop-1-(okceTaH-2-
kapOoHin)niponiguH-3-injmeTaHcynedoHamig 3
MEHLLUM 4YacoM YTpUMaHHS

469,0

324

N-{(2S,3R,4S)-4-¢TOp-1-(OKCETaH-2-KapOoHin)-
2-[(2,3",5"-Tpudptop[1,1'-6icpeHin]-3-
in)metun]niponigmH-3-in}mMetaHcynbdoHamig 3
MEHLLUM YacoM YTPUMaHHS

486.,9

325

N-{(2S,3R,4S)-4-cTOp-1-(OKCETaH-2-KapOOHIN)-
2-[(2,2',3"-Tpudptop[1,1'-6icbeHin]-3-
in)meTtun]niponiguH-3-inimeTaHcynbdoHamis 3
MEHLUUM 4YacoM YyTpUMaHHS

486,9

326

N-{(2S,3R,4S)-4-cTOp-1-(OKCETAH-2-KapPOOHIN)-
2-[(2,2',5'-Tpudptop[1,1'-6icbeHin]-3-
in)meTtun]niponiguH-3-inimeTaHcynbdoHamis 3
MEHLLMM 4acoM YTPUMaHHS

486,9




327

N-[(2S,3R,4S)-4-dpTop-2-[(2-pTOP[1,1'-
6icbeHin]-3-in)meTtun]-1-(okceTaH-2-
kapboHin)niponigun-3-in]jmetaHcynsdoHamig
otpumanun 3 N-[(2S,3R,4S)-2-[(3-xnop-2-
dpTopdeHin)meTun-4-dpTop-1-(okceTaH-2-
kapOoHin)niponiguh-3-in]jmetaHcynbgoHamig 3
MEHLLMM YacoMm yTpumaHHs 3a BEPX
(konoHka:L-Kononka2 ODS (3,0 mm B.4. x50
MM, 3 MKM), pyxoma ¢pasa:Boga/aueToHITpun
(Bkntoyaroum 0,05%TP0)

451,0

328

N-[(2S,3R,4S)-2-[(3'-xnop-2-pTop[1,1'-
BicpeHin]-3-in)meTun]-4-cprtop-1-(okcetaH-2-
kapboHin)niponigun-3-in]jmetaHcynsoHamig 3
MEHLLMM YacoM YTPUMaHHS

484.9

329

(2S,3R,4S)-3-[(eTaHCcynbdoHIN)amiHo]-4-dhTop-
N,N-anmeTtunn-2-[(2,3',5'-tpudptop[1,1'-6icpeHin]-
3-in)MmeTuniniponignH-1-kapbokcamig

488,0

330

(2S,3R,4S)-3-[(eTaHCcynbdoOHIN)amiHo]-4-dTop-
N,N-anmeTtnn-2-[(2,2',3'-tpudptop[1,1'-6icpeHin]-
3-in)meTuniniponignH-1-kapbokcamig

488,0

331

(2S,3R,4S)-2-[(2,2'-andTop[1,1'-6ichbeHin]-3-
in)meTtun]-3-[(eTaHcynbgoHin)amiHo]-4-pTop-
N,N-gumeTunniponignH-1-kapbokcamin

470,0

332

(2S,3R,4S)-2-[(3'-xnop-2-dpTop[1,1'-6icheHin]-3-
in)meTtun]-3-[(eTaHcynbgoHin)amiHo]-4-pTop-
N,N-gumeTunniponignH-1-kapbokcamin,

485,9

333

(2S,3R,4S)-3-[(eTaHcynbdoHIN)amiHo]-4-hTop-
2-[(2-dpTop-3'-meTun[1,1'-6ideHin]-3-in)metun]-
N,N-gumeTunniponignH-1-kapbokcamin

466,0

334

(2S,3R,4S)-4-dpTop-2-[(2-bTOpP[1,1'-6icheHin]-3-
in)meTtun]-3-[(MeTaHcynbdoHin)amiHo]-N,N-
anmeTunniponiaunH-1-kapbokcamig

438,1

335

(2S,3R,4S)-2-[(2,3'-andTop[1,1'-6ideHin]-3-
in)meTtun]-4-dpTop-3-[(MeTaHcynbdOoHIN)amiHo]-
N,N-gumeTunniponignH-1-kapbokcamig,

456,0




336

(2S,3R,4S)-4-bTOp-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-gumeTunn-2-
[(2,3',5'-TpndpTOp[1,1'-BichbeHin]-3-
in)meTtun]niponiguH-1-kapbokcamig

4740

337

(2S,3R,4S)-4-dbTop-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-gumeTunn-2-
[(2,2',3-TpndpTOp[1,1'-BicheHin]-3-
in)meTtun]niponiguH-1-kapbokcamig

474,0

338

(2S,3R,4S)-4-pTop-3-
[(meTaHcynbdoHiIn)amiHo]-N,N-gumeTunn-2-
[(2,2',5-TpudbTOp[1,1'-GidpeHin]-3-
in)metmn]niponignH-1-kapbokcamig

4740

339

(2S,3R,45)-2-[(2,2'-andpTop[1,1'-6ideHin]-3-
in)metun]-4-gptop-3-[(MeTaHcynbdoHin)amiHo]-
N,N-gumeTunniponignH-1-kapbokcamin,

456,0

340

(2S,3R,4S)-4-bT0Op-2-[(2-pTOP-3'-MEeTMN[1,1'-
Bidenin]-3-in)metunn)-3-
[(meTaHcynbdoHiIN)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

452,0

341

(2S,3R,4S)-2-[(3'-xnop-2-dpTop[1,1'-6idpeHin]-3-
in)metun]-4-dprop-3-[(MeTaHCynbdOHin)amiHo]-
N,N-gumeTunniponiguH-1-kapbokcamig,

4719

342

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-
[(2,2-gudbTop[1,1'-6icbeHin]-3-in)meTunn]-4-
dropniponiguH-3-intMeTaHcynsoHamig

452,9

343

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dTop-2-[(2-dTOp[1,1'-6icbeHin]-3-
in)MmeTtun]niponiguH-3-intmeTaHcynbdoHamig

435,1

344

(2S,3R,4S)-2-[(2,3-andpTop[1,1'-6ideHin]-3-
in)metun]-3-[(ammeTuncynspamoin)amiHo]-4-
dpTop-N,N-gumeTunniponiguH-1-kapbokcamig,

485,0




345

N-[(2S,3R,4S)-2-[(3'-xnop-2,5"-gudptop[1,1'-
6icdbeHin]-3-in)meTun]-4-dpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

516,8

346

N-[(2S,3R,4S)-2-[(3'-xnop-2-gpTop[1,1'-
BicpeHin]-3-in)meTun]-4-cbtop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

501,0

347

N-[(2S,3R,4S)-2-[(3'-xnop-2,2"-gudptop[1,1'-
6icdbeHin]-3-in)meTun]-4-dpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
inleTaHcynboHamig

518,9

348

N-[(2S,3R,4S)-2-[(5-xnop-2,2"-andTop[1,1'-
GideHin]-3-in)metun]-4-pTop-1-(2-rigpokcu-2-
MeTMANPONaHoiN)niponiamH-3-
inJetaHcynbgoHamig

518,9

349

N-{(2S,3R)-4,4-gndTop-1-(3-pTopumknobyTaH-
1-kapboHin)-2-[(2,2',3'-Tpudptop[1,1'-6idpeHin]-
3-in)meTuniniponignH-3-infetaHcynbdoHamig 3
BiNbLLIMM YaCcOM YTPUMaHHS

532,9

350

N-{(2S,3R,4S)-1-(unknobyTaHkapboHin)-4-
dpTOp-2-[(3'-hTOP[1,1'-bicheHin]-3-
in)meTtun]niponiguH-3-intetaHcynbgoHamig

463,0

351

N-{(2S,3R)-4,4-gndTop-1-(3-pTopumknobyTaH-
1-kapboHin)-2-[(2,2',3'-Tpudptop[1,1'-6icpeHin]-
3-in)meTuniniponignH-3-infetaHcynbdoHamig 3
MEHLLMM 4acoM YTPUMaHHS

532,9

352

N-{(2S,3R)-2-[(2',5"-andTOop[1,1'-6icbeHin]-3-
in)metun]-4,4-gndTop-1-[(2R)-okconaH-2-
kapOoHin]niponiamH-3-in}metaHcynbgoHamig

501,2

353

rac-N-[(2S,3R)-2-{[2-(3,5-audTopcbeHin)-1,3-
Tiason-4-injmetvnn}-4,4-gndtop-1-(2-rigpokcu-
2-meTunnponaHoin)niponiguH-3-
in]metaHcynbdoHamig

496,1

354

N-{(2S,3R)-2-[(2',3'-andpTop[1,1'-BicpeHin]-3-
in)metnn]-4,4-gndTop-1-[(2R)-okconaH-2-
kapOoHin]niponiamH-3-in}metaHcynbgoHamig,

501,2




355

N-{(2S,3R)-4,4-gndTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3'-Tpudtop[1,1'-6icheHin]-3-
in)metun]niponignh-3-injetTaHcynsgoHamig
oTpumaHun 3 N-[(2S,3R)-2-[(3-xnop-2-
dpTopdeHin)meTun]-4,4-andTop-1-(OKceTaH-2-
kapOoHin)niponiguh-3-injeTaHcynbgoHamig 3
MEHLLMM YacoMm yTpumaHHs 3a BEPX
(konoHka:L-Kononka2 ODS (3,0 mm B.4. x50
MM, 3 MKM), pyxoma ¢pasa:Boga/aueToHiTpun
(Bkntoyaroum 0,05%TP0)

519,1

356

N-{(2S,3R)-4,4-gndpTop-1-(OKCETaH-2-
kapboHin)-2-[(2,2',5'-Tpudptop[1,1'-6icbeHin]-3-
in)metun]niponignh-3-injetTaHcynsgoHamig
oTpumaHun 3 N-[(2S,3R)-2-[(3-xnop-2-
dTopbeHin)meTun]-4,4-andTop-1-(oKkceTaH-2-
kapboHin)niponiguH-3-injetaHcynedoHamigy 3
MEHLLMM 4acOM YTPUMAaHHS 3 BUKOPUCTAHHSIM
BEPX (konoHka:L-KonoHka2 ODS (3,0 mm B.A.
x 50 MM, 3 MKM), pyxoma
dasa:Boaa/aueToHiTpMN (BKMOYa0UM
0,05%T®0)

519,2

357

N-[(2S,3R)-4,4-gudptop-2-[(3'-dpTOp[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponiamH-3-
inJunknonponaHcynbgoHamig 3 MEHLLMM
YacoM yTpUMaHHsI

495,2

358

N-[(2S,3R)-4,4-gndpTtop-2-[(3'-pTop[1,1'-
GideHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponignH-3-
injumknonponaHcynbgoHamig 3 Ginbwnm
4acoM YTPUMaHHsI

495,2

359

rac-N-{(2S,3R,4S)-4-¢pT0Op-1-(2-rigpokcu-2-
mMeTunnponaHoin)-4-metun-2-[(2,3',5'-
TpudTop[1,1'-6ideHin]-3-in)meTun]niponianH-3-
injfeTaHcynbdoHamig

517,3

360

N-[(2S,3R,4S)-2-[(2,2'-andTop[1,1'-GicheHin]-3-
in)metun]-4-gprop-1-(2-
MEeTMANPONaHoIN)NiponiamH-3-
in]metaHcynbdoHamig

455,2

361

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-4-ctop-2-[(2,2',3'-TpnudpTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}metaHcynbgoHamig

497,2

362

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-4-dpTop-2-[(2-cdTop[1,1'-6icdbeHin]-3-
in)MmeTtun]niponignH-3-intmeTaHcynbdoHaMmig

461,2




363

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTan-1-
kapOoHin)-4-cdTop-2-[(2,2',5'-TpndTop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
in}metaHcynbdoHamig

497,2

364

N-[(2S,3R,4S)-4-dTop-2-[(3'-pTOop[1,1'-
bicdeHin]-3-in)meTun]-1-(1-
rigpokcuumknobyTaH-1-kapboHin)niponignH-3-
inJeTaHcynbdoHamia

479,2

365

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTan-1-
kapboHin)-4-cpTop-2-[(2,3",5'-TpndpTop[1,1'-
BicdbeHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig

511,2

366

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTaH-1-
kapboHin)-4-dtop-2-[(2,2',3'-TpnudpTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig

5111

367

N-[(2S,3R,4S)-2-[(2,2'-audTop[1,1'-6ideHin]-3-
in)metun]-4-gTop-1-(okceTaH-2-
kapboHin)niponignH-3-injetaHcynegoHamig 3
GiNbLLIMM YacoM YTPUMaHHS

483,2

368

N-[(2S,3R,4S)-2-[(3'-xnop-2-cpTop[1,1'-
GideHin]-3-in)metun]-4-cpTop-1-(okceTaH-2-
kapOoHin)niponignH-3-injetaHcynegoHamig 3
GiNbLLIMM YacoM YTPUMaHHS

499,2

369

N-[(2S,3R,4S)-2-[(2,3-andTop[1,1'-6ideHin]-3-
in)meTtun]-4-cTop-1-(2-rigpokcn-2-
MeTunnponaHoin)niponignH-3-
inJurknonponaHcynbgoHamig

497,2

370

N-{(2S,3R,4S)-4-pTOp-1-(2-rigpokcu-2-
meTunnponaHoin)-2-[(2,3',5'-TpudpTtop[1,1'-
BicbeHin]-3-in)meTun]niponignH-3-
imumknonponaHcynehoHaMig

515,2

371

N-{(2S,3R,4S)-4-pTOp-1-(2-rigpokcun-2-
meTunnponaHoin)-2-[(2,2',3'-tpudpTtop[1,1'-
BicbeHin]-3-in)meTun]niponignH-3-
imumknonponaHcynehoHaMig

515,1

372

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-
[(2,3'-gudpTop[1,1'-6icbeHin]-3-in)meTnn]-4-
dTopniponianH-3-
injuuknonponaHcynbgoHamig

479,2




373

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dpTOop-2-[(2,3',5'-TpUdpTop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-
infunknonponaHcynbgoHaMmia

497,2

374

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTanH-1-
kapboHin)-4-cpTop-2-[(2,3',5'-TpndpTop[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
in}metaHcynbdoHamig

497,2

375

N-{(2S,3R)-4,4-gncTop-1-((1r,3S)-3-
dropuunknobytan-1-kapboHin)-2-[(2,3',5'-
TpudTop[1,1'-6ideHin]-3-in)meTun]niponianH-3-
in}eTaHcynbgoHamig

533,2

376

N-{(2S,3R)-4,4-gucpTop-1-((1r,3S)-3-
dTopuunknobyTtan-1-kapboHin)-2-[(2,2',5'-
TpudTop[1,1'-6ideHin]-3-in)meTun]niponianH-3-
in}eTaHcynbgoHamig

533,2

377

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dpTOop-2-[(2,2',3'-TpUdTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-
imumknonponaHcynehoHamig

497,2

378

N-[(2S,3R)-4,4-andTop-2-[(2-dTOp[1,1'-
6ideHin]-3-in)metun]-1-((1r,3S)-3-
dTopuunknobyTtan-1-kapboHin)niponiguH-3-
inJetaHcynbdoHamig

497,2

379

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dpTOop-2-[(2,2',5'-TpUdTOp[1,1'-6ideHin]-3-
in)metun]niponigmH-3-
inumknonponaHcynbhoHamig

497,2

380

N-{(2S,3R)-4,4-gncTop-1-((1s,3R)-3-
dpTopuUMKnobyTaH-1-kapboHin)-2-[(2,3',5'-
TpudpTop[1,1'-6ideHrin]-3-in)meTun]niponignH-3-
injeTaHcynbgoHamig

533,2

381

N-{(2S,3R)-4,4-ancdTop-1-((1s,3R)-3-
dTopuunknobyTtan-1-kapboHin)-2-[(2,2',5'-
TpudpTtop[1,1'-6icpeHin]-3-in)meTnn]niponiamH-3-
injeTaHcynbgoHamig

533,2

382

N-[(2S,3R,4S)-2-[(2,3'-andTop[1,1'-6icheHin]-3-
in)metun]-4-cpTop-1-(2-
MeTunnponaHoin)niponignH-3-
inJunknonponaHcynbgoHaMig

481,2




383

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'"-
Gidenin]-3-in)metun]-1-((1s,3R)-3-
dpTOpPUMKNOOYTaH-1-kapboHin)niponianH-3-
inJeTaHcynbdoHamia

499,2

384

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTan-1-
kapboHin)-2-[(2,3"-andpTop[1,1'-6icdeHin]-3-
in)meTtun]-4-cbTopniponignH-3-
infunknonponaHcynbgoHaMmia

505,2

385

N-[(2S,3R,4S)-2-[(2,3'-andTop[1,1'-GicbeHin]-3-
in)metun]-4-gpTop-1-(okceTaH-2-
kapboHin)niponigmH-3-
inJunknonponaHcynbgoHamig 3 MEHLLMM
YacoM yTPUMaHHsI

4951

386

N-[(2S,3R,4S)-2-[(2,3'-andTop[1,1'-6icheHin]-3-
in)metun]-4-gTop-1-(okceTaH-2-
kapboHin)niponiamH-3-
inJumknonponaHcynbgoHamig 3 GinbLwnm
YacoM yTPUMaHHsI

495,2

387

(2S,3R,4S)-3-
[(umknonponaHcynbgoHin)amiHol-2-[(2,3'-
andTop[1,1'-6icdeHin]-3-in)meTnn]-4-dpTop-N,N-
anmeTunniponignH-1-kapbokcamig

482,2

388

N-[(2S,3R,4S)-2-[(3'-xnop-2-cpTop[1,1'-
BideHin]-3-in)metun]-4-pTop-1-(2-rigpokcu-2-
MeTMANPONaHoiN)NiponiamH-3-
in]JmetaHcynbdoHamig

487,1

389

N-[(2S,3R,4S)-2-[(3'-xnop-2,2'-gudptop[1,1'-
BideHin]-3-in)metun]-4-pTop-1-(2-rigpokcu-2-
MEeTMANPONaHoIN)NiponiamH-3-
in]metaHcynbdoHamig

505,1

390

N-[(2S,3R,4S)-2-[(5'-xnop-2,2"-audpTop[1,1'-
GideHin]-3-in)metun]-4-cprtop-1-(2-rigpokcu-2-
MEeTMANPONaHoIN)NiponiamH-3-
in]metaHcynbdoHamig

505,1

391

N-[(2S,3R,4S)-2-[(3'-xnop-2,5"-audptop[1,1'-
GideHin]-3-in)metun]-4-cpTop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
inJmeTaHcynbdoHaMig

505,1




392

N-[(2S,3R)-2-[(2,3"-andTop[1,1'-bicbeHin]-3-
in)metun]-4,4-gugpTop-1-(3-pTopumKiodbyTaH-
1-kapboHin)niponianH-3-injMeTaHcynbgoHaMmIa
3 BiNbLIMM YacoM YTPUMaHHS

501,2

393

N-[(2S,3R)-2-[(2,3'-andTop[1,1'-BicpeHin]-3-
in)metun]-4,4-gudpTop-1-(3-dpropumknodbyTaH-
1-kap6oHin)niponianH-3-injMeTaHcynboHamig
3 MEHLUMM 4YaCoM YTPUMaHHS

501,2

394

N-[(2S,3R)-2-[(2,3'-ancTop-5'-meTun(1,1'-
BideHin]-3-in)metun]-4,4-angpTop-1-(1-
rigpokcmumknobyTaH-1-kap6oHin)niponigmH-3-
inleTaHcynboHamig

529,1

395

N-[(2S,3R,4S)-2-[([1,1"-6ideHin]-3-in)meTunn]-1-
(umknonponaHkapboHin)-4-dTopniponignH-3-
inJetaHcynbdoHamig

431,1

396

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-
[(3',5'-oudpTop[1,1'-6idheHin]-3-in)meTnn]-4-
cdropniponiguH-3-inteTaHcyneoHamig

467,0

397

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-
[(2',3"-gudpTop[1,1'-6ideHin]-3-in)meTunn]-4-
dropniponiguH-3-inteTaHcyneoHamig

467,0

398

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-
[(2',5"-andbTop[1,1'-6ideHin]-3-in)meTunn]-4-
dpTopniponignH-3-infeTaHcynbgoHamig

467,0

399

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dTop-2-[(2'-dTOp[1,1'-6idbeHin]-3-
in)meTtun]niponiguH-3-intetaHcynbgoHamig

4491

400

N-[(2S,3R,4S)-4-dpTop-2-[(3'-pTOp[1,1'-
GideHin]-3-in)metun]-1-(2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbgoHamia

4511




401

N-{(2S,3R,4S)-1-(6iumkno[1,1,1]neHTan-1-
kap0OoHin)-4-cdTop-2-[(3'-dTop[1,1'-6ideHin]-3-
in)MmeTtun]niponignH-3-intetaHcynbgoHamig

475,0

402

N-{(2S,3R,4S)-4-pTOp-2-[(3'-pTOP[1,1'-
BicdbeHin]-3-in)meTun]-1-[(2S)-okconaH-2-
KapOoHin]niponianH-3-injeTaHcynbgoHamia

479,0

403

N-{(2S,3R,4S)-4-pTOp-2-[(3'-pTOP[1,1'-
BideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-injetaHcynsdoHamig

479,0

404

(2S,3R,4S)-3-[(eTaHCcynbdoOHIN)amiHo]-4-dTop-
2-[(3'-dpTop[1,1'-6idhbeHin]-3-in)meTnn]-N,N-
anmeTunniponigunH-1-kapbokcamig

452,0

405

N-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-4-
dTop-2-[(3'-dTop[1,1'-6icbeHin]-3-
in)metun]niponignn-3-injetTaHcynbdoHamig

464,0

406

N-[(2S,3R,4S)-4-pTop-2-[(3'-pTOp[1,1'-
GideHin]-3-in)meTtun]-1-(okcetaH-2-
kapOoHin)niponignH-3-injetaHcynegoHamig 3
GiNbLLIMM YacoM YTPUMaHHS

465,0

407

N-[(2S,3R,4S)-4-dTop-2-[(3'-pTOP[1,1'-
BideHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponignH-3-injetaHcynedoHamig 3
MEHLLMM 4acoM YTPUMaHHS

465,0

408

(2S,3R,4S)-2-[(2,2'-andTop-3'-meTun[1,1'-
OiceHin]-3-in)meTun]-3-
[(eTaHcynbdoHiIN)amiHo]-4-cbTop-N,N-
anmeTunniponigunH-1-kapbokcamig

484,0

409

(2S,3R,4S)-2-[(2,4'-andTop-3'-meTun[1,1'-
OiceHin]-3-in)meTun]-3-
[(eTaHcynbdoHiIN)amiHo]-4-cbTop-N,N-
anmeTunniponigunH-1-kapbokcamig

484,0

410

(2S,3R,4S)-2-[(2,3-andpTop-5'-meTnn[1,1'-
BicpeHin]-3-in)meTun)]-3-
[(eTaHcynbdoHIN)amiHo]-4-cpTop-N,N-
anmeTunnniponignH-1-kapbokcamig,

484,0




411

(2S,3R,4S)-2-[(2,2'-andTop-5'-MeTun[1,1'-
OicdeHin]-3-in)meTun]-3-
[(eTaHcynbdoHiIN)amiHo]-4-cbTop-N,N-
anmeTunnniponignH-1-kapbokcamig,

484,0

412

(2S,3R,4S)-2-[(2,4'-andTop[1,1'-BicheHin]-3-
in)meTtun]-3-[(eTaHcynboHin)amiHo]-4-cpTop-
N,N-gumeTunniponiguH-1-kapbokcamig,

470,0

413

N-{(2S,3R,4S)-4-pTOp-2-[(2-pTOP[1,1'-
BideHin]-3-in)metun]-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-injetaHcynedoHamig

479,0

414

N-{(2S,3R,4S)-4-cpT10Op-1-[(2R)-0KCONAH-2-
kap6oHin]-2-[(2,3',5'-TpudTop[1,1'-6icdbeHin]-3-
in)meTtunniponignu-3-inetaHcynbgoHamig

515,0

415

N-{(2S,3R,4S)-4-cpT10Op-1-[(2R)-0KCONAH-2-
kapboHin]-2-[(2,2',3'-Tpudptop[1,1'-6idpeHin]-3-
in)metun]niponignh-3-intetTaHcynsoHamig

515,0

416

N-{(2S,3R,4S)-4-cpT1Op-1-[(2R)-0KCONAH-2-
kapboHin]-2-[(2,2',5'-Tpudptop[1,1'-6idpeHin]-3-
in)metun]niponignH-3-intetaHcynboHamig

515,0

417

N-{(2S,3R,4S)-4-cpTOp-2-[(2-PTOP-3'-
metun[1,1'-BicdeHin]-3-in)metnn]-1-[(2R)-
oKkconaH-2-kapboHin]niponiguH-3-
injeTaHcynbdoHamig

493,0

418

N-{(2S,3R,4S)-2-[(2,2"-andpTOp-3'-MeTun[1,1'-
GideHin]-3-in)metun]-4-cprtop-1-[(2R)-okconaH-
2-kapOoHin]niponignh-3-in}eTaHcynbdoHamig

511,0

419

N-{(2S,3R,4S)-2-[(2,3"-andpTOp-5"-MeTunN[1,1'-
GideHin]-3-in)metun]-4-cprtop-1-[(2R)-okconaH-
2-kapOoHin]niponignh-3-in}eTaHcynbgoHamig

511,0

420

N-{(2S,3R,4S)-2-[(2,2"-gnpTop-5'-meTun[1,1'-
BicpeHin]-3-in)meTun]-4-cbtop-1-[(2R)-okconaH-
2-kapboHin]niponiguH-3-in}eTaHcynbgoHamig

511,0




421

N-[(2S,3R,4S)-2-[(2,2'-andTop[1,1'-6icheHin]-3-
in)meTtun]-4-dpTop-1-(okceTaH-2-
kapOoHin)niponiguH-3-injeTaHcynbgoHamig 3
MEHLLUM 4YacoM YTpUMaHHS

483,0

422

N-[(2S,3R,4S)-2-[(3'-xnop-2-pTop[1,1'-
BicpeHin]-3-in)meTun]-4-cptop-1-(okcetaH-2-
kapOoHin)niponiguH-3-injeTaHcynbgoHamig 3
MEHLUUM 4YacoM YTpUMaHHS

498,9

423

N-[(2S,3R,4S)-2-[(3'-xnop-2,2"-aucptop[1,1'-
BicpeHin]-3-in)meTun]-4-cprtop-1-(okcetaH-2-
kapboHin)niponiguH-3-injeTaHcynsgoHamia
otpumanun 3 N-[(2S,3R,4S)-2-[(3-xnop-2-
dbropdeHin)meTnn]-4-pTop-1-(okceTaH-2-
kapboHin)niponiguH-3-injetaHcynedoHamia 3
MEHLUUM 4YacoM YTPUMaHHS 3 BUKOPUCTAHHAM
BEPX (konoHka : L-Konoxka2 ODS (3,0 mm
B.A. x50 mmn, 3 MKM). pyxoma

chasa : Boga/aueToHITpun (BKIOYa4m

0,05 %T®0)

516,9

424

N-{(2S,3R)-4,4-gncdpTop-1-(1-
rigpokcmumnknobyTtan-1-kapbonin)-2-[(2,2',3'-
TpudTop[1,1'-6ideHin]-3-in)meTun]niponianH-3-
inumknonponaHcynbhoHamig

544.,9

425

(2S,3R)-3-[(umnknonponaHcynbdOHiN)amiHo]-
4,4-andpTop-2-[(2-cpTop-3'-meTun[1,1'-6icdpeHin]-
3-in)metun]-N,N-gumeTtunniponiguH-1-
kapbokcamig

496,0

426

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-4,4-
androp-2-[(2-pTop-3'-meTun[1,1'-6icdpeHin]-3-
in)meTtun]niponignH-3-
injuuknonponaHcyneoHamia

508,0

427

N'-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-1-(1-
rigpokcmumknoOyTaH-1-kap6oHin)niponigmH-3-
in]-N,N-gumeTtuncip4yaHoi KucnoTu giamig,

526,0

428

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp-3'-
meTun[1,1'-BicdeHin]-3-in)meTnn]-1-(okceTaH-2-
kapboHin)niponigmH-3-
inJunknonponaHcynbgoHamig 3 MEHLLUM
YaCoM YTPUMaHHS

509,0

429

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp-3'-
meTun[1,1'-BicdeHin]-3-in)meTnn]-1-(okceTaH-2-
kapboHin)niponignH-3-
injumknonponaHcynbgoHamig 3 Ginbmnm
YaCcoOM YTPUMaHHsI

509,0

430

N-[(2S,3R)-4,4-gudptop-2-[(2-cpTOpP-3'-
meTun[1,1'-6ipeHin]-3-in)metmn]-1-(1-
rigpoKcuMumnknobyTaH-1-kapboHin)niponignH-3-
inJunknonponaHcynbgoHaMig

523,0




431

N-{(2S,3R)-4,4-gncTop-1-((1r,3S)-3-
dropuunknobytan-1-kapboHin)-2-[(2,3',5'-
TpudTop[1,1'-6ideHin]-3-in)meTun]niponianH-3-
in}MeTaHcynbdoHaMmig

518,8

432

N'-[(2S,3R)-4,4-gudptop-2-[(2-dpTOp-3'-
meTun[1,1'-6icpeHin]-3-in)meTtun]-1-(okcetaH-2-
kapOoHin)niponiguH-3-in]-N,N-
OUMeTUNCIipYaHoi KUCNOTKU diaMig 3 MEHLLNM
4acoM YTPMMaHHS

512,0

433

N-{(2S,3R)-4,4-anTop-1-((1s,3R)-3-
dropuunknobyran-1-kapboHin)-2-[(2,3',5'-
TpudTop[1,1'-6ideHin]-3-in)meTun]niponianH-3-
in}metaHcynbgoHamig

518,9

434

N'-[(2S,3R)-4,4-andpTop-2-[(2-dpTOp-3'-
metun[1,1'-BicdeHin]-3-in)meTnn]-1-(okceTaH-2-
kapboHin)niponigmn-3-in]-N,N-
OnmeTuncipyaHoi kucnotu giamig 3 6inbLimm
YacoM YTpUMaHHS

512,0

435

N-{(2S,3R)-4,4-andpTop-1-(3-pTOpPUMKNOOYTaH-
1-kap6oHin)-2-[(2,2',3'-TpudpTop[1,1'-6icheHin]-
3-in)meTun]niponignH-3-in}MeTaHcynbdoHamig
3 BiNbLIMM YacoM YTPUMaHHS

518,8

436

N-{(2S,3R)-4,4-gndT0op-1-(3-hTOpUMKIOOYTaH-
1-kap6oHin)-2-[(2,2',3'-Tpudptop[1,1'-6icheHin]-
3-in)meTuniniponignH-3-injMeTaHcynboHamig
3 MEHLUUM 4acOM YTPUMaHHS

518,9

437

N-{(2S,3R)-4,4-gndTop-1-(3-pTopumknobyTaH-
1-kapboHin)-2-[(2,2',5'-Tpudptop[1,1'-6icdpeHin]-
3-in)meTuniniponignH-3-injMeTaHcynboHamig
3 BiNbLIMM YacoM YTPUMaHHS

518,8

438

N'-{(2S,3R)-4,4-andpTop-1-(1-
rigpokcmumnknodyTan-1-kapboHin)-2-[(2,2',3'-
TpudpTtop[1,1'-6icpeHin]-3-in)meTnn]niponianH-3-
in}-N,N-anmeTunncipyaHoi kucnotu giamig

5479

439

N-{(2S,3R)-4,4-gncT0op-1-(3-hTOpUMKIOOYTaH-
1-kap6oHin)-2-[(2,2',5'-TpudpTop[1,1'-6icheHin]-
3-in)meTun]niponigunH-3-injMeTaHcynboHamig
3 MEHLUUM 4aCcOM YTPUMaHHS

518,9

440

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'"-
OicdbeHin]-3-in)meTun]-1-(3-dpropumknobyraH-1-
kapOoHin)niponiguh-3-in]jMmetaHcynbgoHamig 3
BinbLINM YacoM YyTPUMaHHSA

482,9




441

N-[(2S,3R)-4,4-gudptop-2-[(2-dpTop[1,1'"-
bicdbeHin]-3-in)meTtun]-1-(3-dpropumknobyraH-1-
kapOoHin)niponiguh-3-in]MmetaHcynbgoHamig 3
MEHLUUM 4YacoM YTpUMaHHS

4829

442

(2S,3R)-3-[(aumeTuncynedamoin)amiHol-4,4-
androp-2-[(2-dpTop-3'-meTun[1,1'-6icpeHin]-3-
in)meTtun]-N,N-gumeTunniponiganH-1-
Kapbokcamig

499,0

443

N'-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-4,4-
andprop-2-[(2-dpTop-3'-meTun[1,1'-bicpeHin]-3-
in)metun]niponignH-3-in}-N,N-aumetunncipyaHoi
KMUCNoTu giamig

511,0

444

N-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-2-[(2,3'-
andTop-5'-meTunn[1,1'-6icpeHin]-3-in)metnn]-
4,4-gndbTopniponiguH-3-injetaHcynsgoHamig

514,0

445

N-[(2S,3R)-2-[(2,3'-anTop-5'-MmeTun(1,1'-
BideHin]-3-in)metun]-4,4-gudTop-1-(okceTan-
2-kapboHin)niponignH-3-injetaHcynbdoHamig, 3
BiNbLLIMM YaCcOM YTPUMaHHS

515,0

446

N-[(2S,3R)-2-[(2,3-audTop-5'-meTun[1,1'-
GideHin]-3-in)metun]-4,4-andTop-1-(okceTaH-
2-kap6oHin)niponiguH-3-injeTaHcynbdoHamig, 3
MEHLLMM YacoM YyTPUMaHHS

515,0

447

(2S,3R)-2-[(2,3'-andTop-5'-meTmn[1,1'-
BideHin]-3-in)metunn)-3-
[(eTaHcynbdoOHIN)amiHo]-4,4-andTop-N,N-
anmeTunniponigunH-1-kapbokcamig

501,9

448

N-[(2S,3R)-4,4-gndpTtop-2-[(2-dpTop-3',5'-
anmetun[1,1'-6ideHin]-3-in)metun]-1-(1-
rigpokcmumknoOyTaH-1-kap6oHin)niponigmH-3-
inJeTaHcynbdoHamia

525,0

449

N-[(2S,3R,4S)-2-[(3'-xnop-2,5"-audptop[1,1'-
GideHin]-3-in)metun]-4-cpTop-1-(okceTaH-2-
kapboHin)niponiguH-3-injeTaHcynsdoHamig
otpumaHnun 3 N-[(2S,3R,4S)-2-[(3-xnop-2-
dpTopdheHin)meTnn]-4-cpTop-1-(okceTaH-2-
kapboHin)niponignH-3-injetaHcynedoHamig 3
MEHLUUM YacoOM YTPUMAHHS 3 BUKOPUCTAHHAM
BEPX (konoHka : L-KonoHka2 ODS (3,0 mm
B.A4. x50 mmn, 3 MKM), pyxoma

hasa : Boga/aueToHITpun (BKNoYaroum

0,05 %T®0)

517,0




450

N-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-4-
pTOop-2-[(2,3',5'-TpudhbTop[1,1'-6ideHin]-3-
in)metun]niponignh-3-injetTaHcynsgoHamig

500,2

451

N-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-4-
dTOp-2-[(2-cpTOP-3'-MeTUN[1,1'-6icheHin]-3-
in)metun]niponignh-3-injetTaHcynsoHamia

478,3

452

N-[(2S,3R,4S)-4-pTop-2-[(2-hTOpP-3'-
meTtun[1,1'-6icpeHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponiguH-3-injeTaHcynsgoHamig 3
MEHLLMM YacOM YTPUMaAHHS

479,2

453

N-{(2S,3R)-2-[(2,3'-andTop[1,1'-GicheHin]-3-
in)metnn]-4,4-gndTop-1-[(2R)-okconaH-2-
kapboHin]niponignH-3-injetaHcynsdoHamig

515,2

454

N-{(2S,3R)-4,4-gndpTop-1-[(2R)-okconaH-2-
kapboHin]-2-[(2,3',5'-Tpudptop[1,1'-6idpeHin]-3-
in)metun]niponignh-3-intetTaHcynsoHamig

533,2

455

N-{(2S,3R)-4,4-gnTop-1-[(2R)-0okCONaH-2-
kapboHin]-2-[(2,2',3'-Tpudptop[1,1'-6idpeHin]-3-
in)meTtun]niponiguH-3-intetaHcynbgoHamig

533,2

456

N-{(2S,3R)-4,4-gndpTop-1-[(2R)-okconaH-2-
kap6oHin]-2-[(2,2',5'-TpudTop[1,1'-6icdbeHin]-3-
in)meTtun]niponiguH-3-intetaHcynbgoHamig

533,2

457

N-{(2S,3R)-2-{[3'-(andpTopmeTnn)-2-cptop[1,1'-
BideHin]-3-injmetnn}-4,4-gucptop-1-[(2R)-
oKconaH-2-kapboHin]niponiguH-3-
infeTaHcynbgoHamig,

547,2

458

N'-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-4-
dTop-2-[(2,3',5'-TpnudpTop[1,1'-6ideHin]-3-
in)metun]niponiguH-3-in}-N,N-anmeTunncipyaHol
KMUCNoTu aiamig,

515,2

459

(2S,3R,4S)-3-[(aumeTnncynbdamoin)amiHo]-4-
dTop-2-[(2-pTOop-3'-MeTnn[1,1'-6icpeHin]-3-
in)metun]-N,N-gumeTnnniponigmH-1-
kapbokcamig

481,3




460

N-[(2S,3R,4S)-2-[(2,2'-andTOop-3'-MeTnn[1,1'-
BicpeHin]-3-in)meTun]-4-cprtop-1-(okcetaH-2-
kapboHin)niponigun-3-injeTaHcynbgoHamig 3
MEHLUUM 4YacoM YTpUMaHHS

497,2

461

N-[(2S,3R,4S)-2-[(2,3'-andTop-5'-meTnn[1,1'-
BicpeHin]-3-in)meTun]-4-dptop-1-(okcetaH-2-
kapboHin)niponiguH-3-injeTaHcynsgoHamig 3
MEHLLMM HYacoOM yTPUMaHHS

497,2

462

N'-[(2S,3R,4S)-4-dTop-2-[(2-dTOp-3'-
meTtun[1,1'-6icpeHin]-3-in)metmn]-1-(1-
rigpokcuumknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTuncipyaHoi Kucnotu giamig

508,2

463

N'-{(2S,3R,4S)-1-(a3eTnanH-1-kapboHin)-4-
dpTOp-2-[(2-bTOp-3'-MeTun[1,1'-6ideHin]-3-
in)metun]niponignu-3-in}-N,N-gumeTuncipyaHoi
KMCNoTK aiamin,

493,3

464

N-[(2S,3R,4S)-2-[(2,2'-gndTOp-5-MeTnn[1,1'-
GideHin]-3-in)metun]-4-pTop-1-(okceTaH-2-
kapboHin)niponignH-3-injetaHcynegoHamig 3
MEHLLUM 4YacoM YTpUMaHHS

497,2

465

N-[(2S,3R)-4,4-andTop-2-[(2-dpTOP-3'-
meTun[1,1'-6icdeHin]-3-in)metun]-1-(2-rigpokcu-
2-meTnnnponaHoin)niponianH-3-
inJetaHcynbdoHamia

499,2

466

N-[(2S,3R)-2-[(2,4'-ancpTOp-3'-MeTun[1,1'-
GideHin]-3-in)metun]-4,4-angpTop-1-(2-
rigpokcu-2-MmeTunnponaHoin)niponigmH-3-
inJetaHcynbdoHamia

517,1

467

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETaH-2-
kapbonin)-2-[(2,3",4'-tpncTop[1,1'-6icpeHin]-3-
in)metun]niponigmH-3-injetaHcynbgoHamig 3
GiNbLLIMM YaCOM YTPUMaHHS

517,2

468

N-{(2S,3R)-4,4-andpTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,3',4'-TpudTop[1,1'-6icbeHin]-3-
in)meTtun]niponiguH-3-in}etaHcynbgoHamia 3
MEHLLMM 4acoM YTPUMaHHS

519,2

469

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETAH-2-
kapbonin)-2-[(2,2',4',5'-teTpacpTop[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig, 3 6inbmnm yacom
YTPUMaHHS

535,1

470

N-{(2S,3R)-4,4-ondpTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3",4'-teTpacTop[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
injetaHcynbgoHamig 3 MEHLLUM YacoMm
yTPUMaHHS

537,1




471

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETAH-2-
kapboHin)-2-[(2,2',3",4'-teTpacTop[1,1'-
BiceHin]-3-in)meTun]niponignH-3-
in}eTaHcynboHamig 3 6inbwmnm yacom
yTpPUMaHHS

537,1

472

N-[(2S,3R)-2-[(2,4'-andpTop-3'-meTnn[1,1'-
BicdbeHin]-3-in)meTtun]-4,4-gudtop-1-(okcetaH-
2-kapboHin)niponianH-3-injeTaHcynbgoHamig 3
GiNbLLIMM YacoM YTPUMaHHS

515,2

473

N-{(2S,3R)-4,4-gndpTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,3',4',5'-teTpacTop[1,1'"-
BiceHin]-3-in)meTun]niponignH-3-
in}eTaHcynboHamig 3 6inbwmnm yacom
YyTpPUMaHHS

535,1

474

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETaH-2-
kapbowin)-2-[(2,2',4'-tpndTop-3'-metun[1,1'-
GideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig, 3 6inbnm yacom
YTPUMaHHS

533,2

475

N-{(2S,3R)-4,4-gndTOp-1-(OKCETAH-2-
kapbonin)-2-[(2,3',4',5'-tetpacTop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynbgoHamig 3 MEHLLUM YacoMm
yTpUMaHHS

535,2

476

N-[(2S,3R)-2-[(2,4'-audTop-3'-MeTun[1,1'-
GideHin]-3-in)metun]-4,4-andTop-1-(okceTaH-
2-kap6oHin)niponiguH-3-injeTaHcynbdoHamig, 3
MEHLLUM 4YacoM YTpUMaHHS

515,2

477

N-{(2S,3R)-4,4-gndpTOp-1-(OKCETAH-2-
kapbonin)-2-[(2,2',4',5'-teTpadTop[1,1'-
BideHin]-3-in)metun]niponignH-3-
in}eTaHcynboHamig 3 MEHLLUM YacoMm
YyTpPUMaHHS

537,2

478

N-{(2S,3R)-4,4-audpTOp-1-(OKCETAH-2-
kapboHin)-2-[(2,2',4'-TpucTop-3'-metun[1,1'-
GideHin]-3-in)meTun]niponignH-3-
injeTaHcynbgoHaMmig 3 MEHLINM YacoMm
YTPUMaHHSI

533,2

479

N-{(2S,3R,4S)-4-pTOp-1-(OKCETaH-2-KapOOHin)-
2-[(2,3",5"-Tpudptop[1,1'-6icbeHin]-3-
in)metun]niponigmH-3-
injunknonponaHcynb@OHaMIg 3 MEHLLUM
YacoM yTPUMaHHsI

513,2

480

N-{(2S,3R,4S)-4-cTOp-1-(OKCETaH-2-KapOOHIn)-
2-[(2,2',3"-Tpudptop[1,1'-6icbeHin]-3-
in)meTtun]niponignH-3-
injuuknonponaHcynbMoHaMIa 3 MEHLLUM
YacoM YTPUMaHHS

513,2




481

N-{(2S,3R,4S)-4-tdbTOp-1-(0OKCETaH-2-KapBoHin)-
2-[(2,2',5'-TpucpTop[1,1'-6ideHin]-3-
in)meTtun]niponignH-3-
injunknonponaHcynb@oHaMig 3 MEHLLUM
YacoM YTPUMaHHsI

513,2

482

N-[(2S,3R,4S)-4-dTop-2-[(2-dTOpP[1,1'-
OicdbeHin]-3-in)meTun]-1-(okceTaH-2-
kapOoHin)niponiguH-3-
inJunknonponaHcynbgoHamig 3 MEHLLMM
YacoM YTPUMaHHsI

477,2

483

N-[(2S,3R,4S)-2-[(2,2'-andTop[1,1'-6ideHin]-3-
in)meTtun]-4-dpTop-1-(oKkceTaH-2-
kapOoHin)niponiguH-3-
injumknonponaHcynbgoHamig oTpumMaHu 3 N-
[(2S,3R,4S)-2-[(3-xnop-2-pTopdeHin)meTnnl-
4-pTOop-1-(oKkceTaH-2-kapBoHin)niponiamH-3-
injumknonponaHcynbgoHamig 3 MEeHLWNM
Yacom yTpmmaHHs 3a BEPX (konoHka : L-
KonoHka2 ODS (3,0 mm B.g. x50 mmn, 3

MKM). pyxoma dpasa : Boga/aueToHiTpun
(skntoyvatoum 0,05 %TPO)

495,2

484

N-[(2S,3R,4S)-4-pTop-2-[(2-TOP-3'-
metun[1,1'-6icdeHin]-3-in)meTnn]-1-(okceTaH-2-
kapboHin)niponignH-3-
injumknonponaHcynbgoHaMmig 3 MEHLWNM
4acoM yTpUMaHHS

491,2

485

N-[(2S,3R,4S)-2-[(3'-xnop-2-¢pTOop[1,1'-
GideHin]-3-in)metun]-4-cpTop-1-(okceTaH-2-
kapboHin)niponiamH-3-
inJumkrnonponaHcynbgoHamig 3 MeHLUM
YaCcoM YTPUMaHHs

5111

486

N-[(2S,3R,4S)-2-[(2,3'-andTop-5'-meTnn[1,1'-
BideHin]-3-in)metun]-4-cpTop-1-(okceTaH-2-
kapboHin)niponigmH-3-
inJurknonponaHcynbgoHamig 3 MeHLW KM
YacoM yTPUMaHHsI

509,2

487

N-[(2S,3R,4S)-2-[(2,2'-andpTop-3'-meTun[1,1'-
GideHin]-3-in)metun]-4-cpTop-1-(okceTaH-2-
kapboHin)niponignH-3-
inJunknonponaHcynbgoHamig 3 MEHLLUM
4acoM YTPUMaHHS

509,2

488

N-[(2S,3R,4S)-2-[(2,2'-andpTop-5'-meTunn[1,1'-
BicdbeHin]-3-in)meTun]-4-dptop-1-(okcetaH-2-
kapboHin)niponignH-3-
inJunknonponaHcynbgoHamig 3 MeHLLUM
YaCoM YTPUMaHHS

509,2

489

N-[(2S,3R,4S)-4-¢Top-2-[(2-pTOp-3"-

meTun[1,1'-6icpeHin]-3-in)meTtun]-1-(okcetaH-2- ’

kapOoHin)niponiguH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
YacoM YTPUMaHHS

491,2




490

N-[(2S,3R,4S)-2-[(2,2'-andpTop-3'-meTnn[1,1'-
OicdbeHin]-3-in)meTun]-4-dpTop-1-(okcetaH-2-
kapOoHin)niponiguH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
YacoM YTPUMaHHsI

509,2

491

N-[(2S,3R,4S)-2-[(2,3-andTop-5'-meTmn[1,1'-
OicdbeHin]-3-in)meTun]-4-dptop-1-(okcetaH-2-
kapOoHin)niponiguH-3-
inJumknonponaHcynbgoHamig 3 Ginbwnm
4acoM YTPUMaHHsI

509,2

492

N-[(2S,3R,4S)-2-[(2,2'-andTop-5'-meTmn[1,1'-
BicdbeHin]-3-in)meTun]-4-dptop-1-(okcetaH-2-
kapOoHin)niponiguH-3-
injumknonponaHcynbgoHamig 3 Ginbwnm
4acoM yTpUMaHHS

509,1

493

N-{(2S,3R,4S)-4-¢TOp-1-(OKCETaH-2-KapBoHin)-
2-[(2,3',5"-Tpudptop[1,1'-6icpeHin]-3-
in)metunniponigmH-3-
infumknonponaHcynedoHaMig 3 GinbLwmm
YacoM yTPUMaHHs

5131

494

N-{(2S,3R,4S)-4-¢TOp-1-(OKCETaH-2-KapOOoHin)-
2-[(2,2",3"-TpudpTop[1,1'-6ideHin]-3-
in)metun]niponignH-3-
infumknonponaHcynedoHaMig 3 GinbLwmm
YacoM yTPUMaHHsI

513,1

495

N-{(2S,3R,4S)-4-¢pTOp-1-(OKCETaH-2-KapOoHin)-
2-[(2,2",5'-Tpudptop[1,1'-BicbeHin]-3-
in)metun]niponigmH-3-
injumknonponaHcyneoHaMig 3 BinbLmm
4YacoM yTpMMaHHS

513,2

496

N-[(2S,3R,4S)-4-dTop-2-[(2-pTOP[1,1'-
GideHin]-3-in)meTtun]-1-(okcetaH-2-
kapboHin)niponignH-3-
injumknonponaHcynbgoHamig 3 Ginbnm
4acoM YTPUMaHHsI

477,2

497

N-[(2S,3R,4S)-2-[(3'-xnop-2-cpTop[1,1'-
GideHin]-3-in)metun]-4-cpTop-1-(okceTaH-2-
kapboHin)niponigmH-3-
inJumknonponaHcynbgoHamig 3 Ginbwmm
YaCoM YTPUMaHHS

511,1

498

N-[(2S,3R,4S)-4-dpTop-2-[(2-dbTOpP-3'-
metun[1,1'-6icdeHin]-3-in)meTnn]-1-(okceTaH-2-
kapboHin)niponignH-3-injetaHcynegoHamig 3
GiNbLLIMM YacoM YTPUMaAHHS

479,2

499

N-[(2S,3R,4S)-2-[(2,2'-andTop-3'-MeTnn[1,1'-
BicpeHin]-3-in)meTun]-4-dptop-1-(okcetaH-2-
kapBoHin)niponiguH-3-injeTaHcynsdoHamig 3
GiNbLLIMM YaCcoOM YTPUMaHHS

497,2




500

N-[(2S,3R,4S)-2-[(2,4'-andTOop-3'-MeTnn[1,1'-
BicpeHin]-3-in)meTun]-4-dptop-1-(okceTaH-2-
kapboHin)niponiguH-3-injeTaHcynsgoHamia
otpumaHun 3 N-[(2S,3R,4S)-2-[3-xnop-2-
dpTopdeHin)meTnn]-4-dbTop-1-(okceTaH-2-
kapOoHin)niponiguH-3-injeTaHcynbgoHamig 3
OinbwKnm Yacom yTpumMaHHs 3a BEPX
(koroHka : L-KonoHka2 ODS (3,0 mm B.4. x50
MMIT, 3 MKM). pyxoma

hasa : Boga/aueToHITpun (BKNoYarum

0,05 %T®0)

497,2

501

N-[(2S,3R,4S)-2-[(2,3-andTop-5'-meTmn[1,1'-
OicdbeHin]-3-in)meTun]-4-dptop-1-(okcetaH-2-
kapOoHin)niponiguH-3-injeTaHcynbgoHamig 3
GiNbLLIMM YacoM YTPUMaHHS

497,2

502

N-[(2S,3R,4S)-2-[(2,2'-gndTOp-5-MeTun[1,1'-
GideHin]-3-in)metun]-4-pTop-1-(okceTaH-2-
kapboHin)niponigmH-3-injetaHcynbdoHamig 3
BiNbLLIMM YaCOM YTPUMaHHS

497,2

503

N-[(2S,3R)-2-{[3"-(amdpTOop™mMeTUn)-2-dptop[1,1'-
BideHin]-3-injmetnn}-4,4-gudTop-1-(okceTan-

2-kapOoHin)niponigunH-3-injeTaHcynbdoHamig, 3
GiNbLLIMM YacoM YTPUMaHHS

533,1

504

N-[(2S,3R)-2-{[3"-(amdpTOop™mMeTUn)-2-dptop[1,1'-
BideHin]-3-injmetnn}-4,4-audTop-1-(okceTan-

2-kap6oHin)niponignH-3-injetaHcynbdoHamig, 3
MEHLUUM YacoM YTPUMaHHS

533,2

505

N-[(2S,3R)-2-{[3"-(amdpTOopMmMeTUn)-2-dptop[1,1'-
BideHin]-3-injmetnn}-4,4-andpTop-1-(3-
dTopuunknobyTtan-1-kapboHin)niponiguH-3-
inJeTaHcynbdoHamig 3 GinbWMM YacoMm
YTPUMaHHS

-

547,2

506

N-[(2S,3R)-2-{[3'-(amdpTOop™mMeTUn)-2-cptop[1,1'-
Bidenin]-3-injmetnn}-4,4-gndptop-1-(3-
dpTOopUMKNOOYyTaH-1-kapboHin)niponiganH-3-
inJeTaHcynbdoHaMia 3 MEHLUUM YacoMm
YyTPUMaHHSA

547,2

507

N-[(2S,3R)-2-{[3'-(amdpTOopmMeTUn)-2-cptop[1,1'-
BideHin]-3-injmetnn}-4,4-gndptop-1-(2-
MeTunnponaHoin)niponignH-3-
inJetaHcynbdoHamia

519,2

508

N-[(2S,3R)-1-(umnknonponaHkapboHin)-2-{[3'-
(andptopmeTun)-2-dprop[1,1'-6icbeHin]-3-
in]metnn}-4,4-oudTopniponiamH-3-
inJeTaHcynbdoHamia

517,1




509

N-[(2S,3R)-1-(6iuukno[1,1,1]neHTan-1-
kapboHin)-2-{[3'-(audTopmeTnn)-2-cdpTop[1,1'-
BiceHin]-3-in]meTtun}-4,4-gudptopniponiguH-3-
inJeTaHcynbdoHamia

543,2

510

N-{(2S,3R)-1-(6iumkno[1,1,1]neHTan-1-
kapboHin)-4,4-andTop-2-[(2-dhTop-3'-
meTokcu[1,1'-6icbeHin]-3-in)meTun]niponianH-3-
in}eTaHcynbgoHamig

523,2

511

N-[(2S,3R)-4,4-gudptop-2-[(2-cpTOp-3'-
meTokcu[1,1'-Bicbenin]-3-in)metun]-1-(2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

499,1

512

N-{(2S,3R)-1-(umknonponaHkap6boHin)-4,4-
androp-2-[(2-dpTop-3'-meToken[1,1'-6ideHin]-3-
in)meTunniponignh-3-inetaHcynbgoHamig

497,2

513

N-[(2S,3R)-4,4-andTop-2-[(2-dpTOP-3'-
meTtokcu[1,1'-6ideHin]-3-in)metnn]-1-(1-
rigpokcuumknobyTaH-1-kap6oHin)niponigmH-3-
inJetaHcynbdoHamig

527,2

514

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-4-
dpTOp-2-[(2-bTOp-3'-MeTun[1,1'-6ideHin]-3-
in)meTtunniponignu-3-inetaHcynbgoHamig

463,2

515

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-
[(2,3'-gudpTop-5'-meTnn[1,1'-6icdeHin]-3-
in)meTun]-4-coTopniponignH-3-
in}eTaHcynbgoHamig

481,2

516

N-[(2S,3R,4S)-2-[(3'-xnop-2-dpT0op[1,1'-
6ideHin]-3-in)metun]-1-
(umknonponaHkapboHin)-4-gTopniponiguH-3
inJetaHcynbdoHamig

483,2

517

N-[(2S,3R,4S)-2-[(3'-xnop-2,5"-audptop[1,1'-
Bidenin]-3-in)metunn]-1-
(umknonponaHkapboHin)-4-gTopniponiguH-3
inJeTaHcynbdoHamia

501,1

518

N-{(2S,3R,4S)-1-(unknonponaHkapboHin)-2-
[(2,2'-gudbTop[1,1'-6icbeHin]-3-in)meTunn]-4-
dpTopniponignH-3-infeTaHcynbgoHamig

467,1

519

N-{(2S,3R,4S)-1-(uuknonponaHkapboHin)-2-
[(2,2'-gudpTop-3'-meTnn[1,1'-6icdeHin]-3-
in)meTtun]-4-coTopniponignH-3-
injeTaHcynbgoHamig,

481,1




520

N-[(2S,3R,4S)-2-[(3'-xnop-2,2"-gudptop[1,1'-
OicdeHin]-3-in)meTun]-1-
(umknonponaHkapboHin)-4-dTopniponiguH-3-
inJeTaHcynbdoHamia

501,1

521

(2S,3R)-3-[(unknonponaHcynbdOHin)amiHo]-2-
[(2,2'-oudpTop-3'-meTnn[1,1'-6icdeHin]-3-
in)meTtun]-4,4-gudpTop-N,N-gumeTunniponignH-
1-kapbokcamig

514,2

522

(2S,3R)-3-[(umknonponaHcynbdOoHin)amiHo]-2-
[(2,3"-gudpTop-5'-meTnn[1,1'-6icdeHin]-3-
in)meTtun]-4,4-gudpTop-N,N-gumeTunniponignH-
1-kapbokcamig

514,2

523

(2S,3R)-3-[(umknonponaHcynbdOHin)amiHo]-2-
[(2,3-andTop[1,1'-6idbeHin]-3-in)meTnn]-4,4-
ondgpTop-N,N-gumeTunniponignH-1-
Kapbokcamig

500,2

524

(2S,3R)-3-[(umnknonponaHcynbdOHiN)aMiHo]-
4.,4-ancptop-N,N-gumeTtmn-2-[(2,3',5'-
TpudTop[1,1'-6ideHin]-3-in)meTun]niponianH-1-
kapbokcamig

518,2

525

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-4,4-
andTop-2-[(2,3',5'-TpudTop[1,1'-6icbeHin]-3-
in)meTtun]niponignH-3-
injuuknonponaHcynboHamia

530,1

526

(2S,3R)-2-[(2,3"-andTop-5'-meTnn[1,1'-
BideHin]-3-in)metunn)-3-
[(ammeTnncynbdamoin)amiHol-4,4-gndTop-
N,N-gumeTunniponiguH-1-kapbokcamig,

517,2

527

N-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-2-[(2,2'-
andTop-3'-meTtunn[1,1'-6icpeHin]-3-in)metnn]-
4,4-andptopniponignH-3-
injuuknonponaHcyneoHamia

526,1

528

(2S,3R)-2-[(2,3'-audTop[1,1'-bicpeHin]-3-
in)meTtun]-3-[(aumeTuncynsgamoin)amidol-4,4-
ondpTop-N,N-gumeTunniponignH-1-
kapbokcamin

503,2

529

N-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-2-[(2,3'-
andTop-5'-meTtunn[1,1'-6icpeHin]-3-in)metnn]-
4,4-pndptopniponiguH-3-
injuuknonponaHcynbgoHamig

526,2




530

N-{(2S,3R)-2-[(2,2'-andTOp-3'-MeTnn[1,1'-
OicdbeHin]-3-in)meTtun]-4,4-gudptop-1-[(2R)-
OKceTaH-2-kapOoHin]niponigmH-3-
infunknonponaHcynbgoHamia

527,2

531

(2S,3R)-2-[(2,2'-andTop-3'-meTnn[1,1'-
OicdeHin]-3-in)meTun]-3-
[(ammeTnncynedamoin)amiHo]-4,4-oudpTop-
N,N-anmeTtmnniponiguH-1-kapbokcamig

517,2

532

(2S,3R)-3-[(aumeTuncynbdamoin)amiHo]-4,4-
andrtop-N,N-gumeTnn-2-[(2,3',5'-tpnctop[1,1'-
OicbeHin]-3-in)meTun]niponianH-1-kapbokcamia

521,2

533

N-{(2S,3R)-2-[(2,3"-ancpTop-5'-meTnn[1,1'-
GideHin]-3-in)metun]-4,4-andptop-1-[(2R)-
okceTaH-2-kapboHin]niponignH-3-
inumknonponaHcynehoHamig

527,1

534

N-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-2-[(2,3'-
andTop[1,1'-BicdeHin]-3-in)metun]-4,4-
ondTopniponianH-3-
imumknonponaHcynehoHamig

512,2

535

N-[(2S,3R,4S)-2-{[3'-(audpTopmeTNN)-2-
d1op[1,1'-6icbeHin]-3-injmeTun}-4-pTop-1-
(okceTaH-2-kapboHin)niponigmH-3-
inJetaHcynbdoHamig oTpumaHui 3 N-
[(2S,3R,4S)-2-[(3-xnop-2-dpTopdeHin)meTunn]-
4-pTop-1-(oKkceTaH-2-kapboHin)niponianH-3-
inJeTaHcynbdoHaMmif 3 MEHLUUM YacoMm
yTpUMaHHs 3 BUkopuctaHHam BEPX

(konoHka : L-KonoHka2 ODS (3,0 mm B.4. x50
MM, 3 MKM), pyxoma

chasa : Boga/aueToHITpun (BKNOYa4m

0,05 %T®0O)

515,1

536

N-[(2S,3R,4S)-4-pTop-2-[(2-dTOP-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-1-(1-
rigpokcmumknoOyTaH-1-kap6oHin)niponigmH-3-
inJeTaHcynbdoHamia

493,2

537

N-[(2S,3R,4S)-4-pTop-2-[(2-bTOpP-3'-
metun[1,1'-6icdeHin]-3-in)metnn]-1-(1-
rigpokcmumnknodyTaH-1-kap6boHin)niponi-anH-3-
inJurknonponaHcynbgoHamig

505,3

538

(2S,3R,4S)-3-[(umknonponaHcynbgOoHin)-
amiHo]-4-cTop-2-[(2-pTop-3'-meTnn[1,1'-
BiceHin]-3-in)meTun]-N,N-aumetTnnniponigmH-
1-kapbokcamig

478,2

539

N'-{(2S,3R)-2-[(2,2'-andTop-3'-meTnn[1,1'-
BicpeHin]-3-in)meTtun]-4,4-gudptop-1-[(2R)-
okceTaH-2-kapboHin]niponiamH-3-in}-N,N-
OuMeTuUncip4yaHol KUCnoTu gdiamig

530,2




540

N'-{(2S,3R)-2-[(2,3"-andTop-5'-meTnn[1,1'-
OicdbeHin]-3-in)meTtun]-4,4-gudptop-1-[(2R)-
oKceTaH-2-kap0OoHin]niponianH-3-in}-N,N-
OuMeTuUncipYaHol KUCnoTu gdiamig

530,2

541

N'-{(2S,3R)-2-[(2,3"-andTop[1,1'-6icbeHin]-3-
in)metun]-4,4-gudTop-1-[(2R)-okceTaH-2-
kapOoHin]niponiamH-3-in}-N,N-
OUMEeTUNCipYaHoi KUCnoTK aiamig

516,2

542

N'-{(2S,3R)-4,4-andTop-1-[(2R)-0KCETAH-2-
kapOoHin]-2-[(2,3',5'-TpudTop[1,1'-6icdbeHin]-3-
in)metun]niponiguH-3-in}-N,N-anmeTnncipyaHoi
KMCNoTu aiamin,

534,1

543

N-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-4-
dTop-2-[(2-pTOop-3'-MeTnn[1,1'-6icpeHin]-3-
in)metun]niponigmH-3-
imumknonponaHcynehoHamia

490,1

544

N-{(2S,3R,4S)-1-(a3eTnaunH-1-kapboHin)-4-
dTop-2-[(2,3',5'-TpudpTop[1,1'-6icheHin]-3-
in)metun]niponignH-3-
imumknonponaHcynehoHamig

512,2

545

N'-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-2-[(2,2'-
andTop-3'-meTtunn[1,1'-6idpenin]-3-in)metnn]-
4,4-pucptopniponiguH-3-in}-N,N-
OnMeTUncipyaHoi KUCnoTn giamig

529,2

546

N'-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-2-[(2,3'-
andTop-5'-meTtunn[1,1'-6icpeHin]-3-in)metnn]-
4,4-pudptopniponiguH-3-in}-N,N-
OnMeTUncipyaHoi KUCnoTn giamig

529,2

547

N'-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-2-[(2,3'-
andTop[1,1'-6icdeHin]-3-in)metnn]-4,4-
andTopniponianH-3-in}-N,N-gumeTtuncipyaHoi
KMCNOTK giamig,

515,2

548

N'-{(2S,3R)-1-(a3eTnamnH-1-kapboHin)-4,4-
andTop-2-[(2,3',5'-TpudTop[1,1'-6icbeHin]-3-
in)metun]niponignu-3-in}-N,N-gumeTuncipyaHoi
KMCNOTK giamig,

533,2

549

N-[(2S,3R)-2-{[3'-(andTopMeTOKCH)-2-
dTop[1,1'-6icbeHin]-3-injmeTnn}-4,4-gudtop-1-
(2-meTunnponaHoin)niponiamH-3-
inJeTaHcynbgoHamig

535,1

550

N-[(2S,3R)-1-(umknonponaHkapboHin)-2-{[3'-
(andptopmeTokcu)-2-cptop[1,1'-BicpeHin]-3-
in]metnn}-4,4-oudTopniponiamH-3-
inJeTaHcynbdoHamia

533,2




N-[(2S,3R)-1-(GiLmkno[1,1,1]neHTaH-1- 1.0
kapboHin)-2-{[3'-(audTopmeTokcu)-2-cbtop[1,1'- .
BiceHin]-3-in]meTtun}-4,4-gudpTopniponiguH-3-
inJeTaHcynbgoHamia

551 o 559,2

N-[(2S,3R)-2-{[3'-(andTopmeTOKCK)-2-
dTop[1,1'-6ideHin]-3-injmeTun}-4,4-gncptop-1-
(1-rigpokcuumknobyTan-1-kapboHin)niponiguH-
3-injeTaHcynbdoHamig

552 563,1

N-[(2S,3R)-2-[(3'-xnop-2,4"-guchtop[1,1'-
BideHin]-3-in)metun]-4,4-andtop-1-((2S)-
oKceTaH-2-kapboHin)niponignH-3-
inJeTaHcynbdoHamia

553 535,0

N-{(2S,3R)-2-[(3"-xnop-2,4"-andptop[1,1'-
GideHin]-3-in)metun]-4,4-andptop-1-[(2R)-
OKceTaH-2-kapOoHin]niponigmH-3-
in}eTaHcynbgoHamig

554 5351

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETAH-2-
kapboHin)-2-[(2,2',4'-tpncTop-5'-metun[1,1'-
555 |6ideHin]-3-in)metun]niponignH-3-
in}eTaHcynboHamig 3 6inbwmnm yacom
yTpPUMaHHS

533,1

N-{(2S,3R)-4,4-gndT0Op-1-(OKCETaH-2-
kapbonin)-2-[(2,2',4'-TpndTop-5'-meTun[1,1'-
556 |6ideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig 3 MEHLLUM YacoMm
yTPUMaHHS

533,1

N-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-2-[(4'-
557 |6pom-2,3'-andtop[1,1'-6icbeHin]-3-in)meTun]-
4,4-gudbTopniponiguH-3-injmeTtaHcynbdoHamig

564,0

N-{(2S,3R)-4,4-onpTop-1-(3-dpTopumknobyraH-|
1-kap6oHin)-2-[(2-dTop-3'-meTokeu[1,1'-
558 |6ideHin]-3-in)meTun]niponignH-3-
in}eTaHcynbgoHamig, 3 6inbwnm yacom
YTPUMaHHS

529,1

N-{(2S,3R)-4,4-onupTop-1-(3-dpTOpumknobyTaH-| .
1-kap6oHin)-2-[(2-dTop-3'-meTokeu[1,1'-
559 |6ideHin]-3-in)metun]niponignH-3-
injeTaHcynbgoHamig 3 MEHLINM 4YacoMm
YTPUMaHHS

529,1

N'-{(2S,3R)-1-(a3eTnanH-1-kapboHin)-2-[(3-
xnop-2-propdeHin)meTtun]-4,4-
andpropniponigunH-3-in}-N,N-aumeTuncipyaHoi
KMUCNoTu aiamig,

560 4551

rac-N-[(2S,3R)-2-{[6-(3,5-
andropdeHrin)nipuaun-2-injvwetnn}-4,4-
561 | gudptop-1-(2-rigpokcu-2-
MeTunnponaHoin)niponignH-3-
in]meTaHcynboHamig

490,1




562

rac-N-[(2S,3R)-2-{[6-(3,5-
andpropdeHin)nipuaun-2-injvwetnn}-4,4-
andTop-1-(1-rigpokcmumknobyraH-1-
kapOoHin)niponiguh-3-in]metaHcynbgoHamig

502,1

563

N-{(2S,3R)-2-[(2,2"-andpTOp-3'-MeTun[1,1'-
BideHin]-3-in)metun]-4,4-gudtop-1-[(2S)-
oKkceTaH-2-kapboHin]niponigmH-3-
injunknonponaHcyneoHamia

527,1

564

N-{(2S,3R)-2-[(2,3"-andpTOp-5"-MeTun[1,1'-
BideHin]-3-in)metun]-4,4-gudtop-1-[(2S)-
okceTaH-2-kapboHin]niponignH-3-
inumknonponaHcynbhoHamig

527,1

565

N'-[(2S,3R)-2-[(2,3'-andTop[1,1'-6icheHin]-3-
in)metun]-4,4-ogndpTop-1-(1-
rigpokcmumknobyTaH-1-kap6oHin)niponigmH-3-
in]-N,N-gumeTuncipyaHoi Kncnotu giamig

530,1

566

N'-[(2S,3R)-2-[(4'-6pom-2,3'-gudpTop[1,1'-
6idenin]-3-in)metun]-4,4-angpTop-1-(1-
rigpokcuumknobyTaH-1-kap6oHin)niponigmH-3-
in]-N,N-gumeTuncipyaHoi Kncnotu giamig

608,0

567

N-[(2SR, 3RS)-2-{[6-(3,5-
andropdeHrin)nipuaun-2-injwetnn}-4,4-
andTop-1-(okceTaH-2-kapboHin)niponignH-3-
in]meTaHcynbdoHamig

488,1

568

rac-N-[(2S,3R)-1-(6iunkno[1,1,1]neHTaH-1-
kapboHin)-2-{[6-(3,5-andTopdeHin)nipnamH-2-
in]meTtun}-4,4-gudTopniponianH-3-
in]metaHcynbdoHamig

498,2

569

[(2SR, 3RS)-2-{[6-(3,5-audTOpbeHin)nipuanH-
2-injmetun}-4,4-gudtop-1-(okceTaH-2-
kapboHin)niponiguH-3-injmeTaHcynsdoHamig

488,1

570

N-{(2S,3R)-2-[(5'-xnop-2,2',4'-Tpuchtop[1,1'-
GideHin]-3-in)metun]-4,4-andptop-1-[(2R)-
okceTaH-2-kapboHin]niponignH-3-
injeTaHcynbgoHamig,

553,1




571

N-{(2S,3R)-2-[(3'-xnop-2,2',4'-Tpucptop[1,1'-
BicdbeHin]-3-in)meTtun]-4,4-gudptop-1-[(2R)-
OKceTaH-2-kapOoHin]niponignH-3-
infeTaHcynbgoHamig

553,0

572

rac-N-[(2S,3R)-2-{[6-(3,5-
andpropdeHrin)nipnann-2-injvwetnn}-4,4-
androp-1-(2-rigpoken-2-
MeTunnponaHoin)niponignH-3-
inJeTaHcynbdoHamia

504,1

573

rac-N-[(2S,3R)-2-{[6-(3,5-
andropdeHrin)nipnann-2-injvwetnn}-4,4-
andTop-1-(2-meTnnnponaHoin)niponiamH-3-
inJetaHcynbgoHamig

488,1

574

rac-N-[(2S,3R)-1-(6iunkno[1,1,1]neHTan-1-
kapboHin)-2-{[6-(3,5-andTopdeHin)nipnamH-2-
in]meTtun}-4,4-gudTopniponianH-3-
inleTaHcynbtoHamig

512,1

575

N'-{(2S,3R)-2-[(2,2"-ancTOp-3'-MeTun[1,1'-
BideHin]-3-in)metun]-4,4-gudtop-1-[(2S)-
okceTaH-2-kapboHin]niponignH-3-in}-N,N-
OnMMeTUnNcipyaHoi KUCNoTn giamig

530,2

576

N'-{(2S,3R)-2-[(2,3"-andpTop-5'-meTnn[1,1'-
GideHin]-3-in)metun]-4,4-gudtop-1-[(2S)-
okceTaH-2-kapboHin]niponignH-3-in}-N,N-
OUMeTUNCipYaHol KUCoTu giamig

530,1

577

N'-{(2S,3R)-2-[(2,3"-andTop[1,1'-GicbeHin]-3-
in)meTtun]-4,4-oudpTop-1-[(2S)-okceTaH-2-
kapboHin]niponignH-3-in}-N,N-
OuMeTuUncipYaHol KUCnoTu giamig

516,1

578

N'-{(2S,3R)-4,4-gnTop-1-[(2S)-0KCETAH-2-
kapboHin]-2-[(2,3',5'-TpudTop[1,1'-BicdbeHin]-3-
in)metun]niponigmu-3-in}-N,N-gumeTuncipyaHoi
KMCNOTK giamig,

534,1

579

N-{(2S,3R)-4,4-andpTop-1-(2-rigpokcun-2-
MeTunnponaHoin)-2-[(2,2',4'-tTpugtop-3'-
meTun[1,1'-6icdeHin]-3-in)meTun]niponignn-3-
injeTaHcynbgoHamig

535,1

580

rac-N-[(2S,3R)-2-{[6-(3,5-
andpropdeHrin)nipugnn-2-injvwetnn}-4,4-
andTop-1-(1-rigpokcmumknobyran-1-
kapboHin)niponiguH-3-injeTaHcynsdoHamia

516,1




581

N-[(2SR, 3RS)-2-{[6-(3,5-
andpropdeHin)nipuaun-2-injvwetnn}-4,4-
androp-1-(okceTaH-2-kapboHin)niponianH-3-
inJeTaHcynbdoHamia

502,1

582

N-[(2SR, 3RS)-2-{[6-(3,5-
andpropdeHrin)nipnann-2-injvetnn}-4,4-
androp-1-(okcetaH-2-kapboHin)niponianH-3-
inJeTaHcynbgoHamia

502,1

583

N'-[(2S,3R)-2-[(4'-6pom-2-pTop-3'-meTnn[1,1'-
bicdbeHin]-3-in)meTtun]-4,4-gudptop-1-(1-
rigpokcmumknobyTaH-1-kap6oHin)niponigmH-3-
in]-N,N-gumeTuncip4yaHoi KucnoTu giamig

602,1

584

rac-N-[(2S,3R,4S)-2-{[2-(3,5-audTopdeHin)-
1,3-tiazon-4-in]jmetun}-4-gpTop-1-(2-rigpokcun-2-
MeTMANPONaHoin)niponiamH-3-
inJmeTaHcynbdoHamig

478,1

585

rac-N-[(2S,3R,4S)-1-(unknobyraHkapboHin)-2-
{[2-(3,5-andpTOopheHin)-1,3-Tiazon-4-injmeTun}-
4-dpropniponignH-3-injmetaHcynsdoHamig

474,1

586

rac-(2S,3R,4S)-2-{[2-(3,5-audTopdeHin)-1,3-
Tiason-4-injmetunn}-4-ptop-3-
[(meTaHcynbdoHIN)amiHo]-N,N-
anmeTunniponigunH-1-kapbokcamig

463,1

587

rac-N-[(2S,3R,4S)-2-{[2-(3,5-audTopdeHin)-
1,3-Tiazon-4-inlmeTtun}-4-cptop-1-(1-
rigpokcmumknoOyTaH-1-kap6oHin)niponigmH-3-
in]meTaHcynbdoHamig

490,0

588

N-[(2S,3R)-2-[(2,3'-ancTop[1,1'-bicbeHin]-3-
in)metun]-4,4-gndTop-1-
(TpumeTunrigpasuHkapOoHin)niponiguH-3-
inJetaHcynboHamig

517,0

589

N'-[(2S,3R)-1-(aseTnanH-1-kapboHin)-4,4-
andgprop-2-{[2-dpTOop-3-(6-MeTUNNIpUgNH-2-
in)dpeHin)meTtuniniponignH-3-in]-N,N-
OuMeTuUncip4yaHol KUCnoTu gdiamig

512,0




590

(2S,3R)-3-[(aumeTuncynbdamoin)amiHo]-4,4-
androp-2-{[2-dpTOop-3-(6-MeTUNNIpUONH-2-
in)deHin]metun}-N,N-aumeTunniponigmH-1-
kapbokcamig

500,0

501

N'-[(2S,3R)-4,4-andptop-2-{[2-dTOp-3-(6-
MeTunnipuaunH-2-in)deHinimetun}-1-(1-
rigpokcuumknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTuncip4yaHoi KucnoTu giamig

527,0

592

N-[(2S,3R)-4,4-andTop-2-{[2-dpTOp-3-(6-
MeTunnipuaunH-2-in)peHinimetun}-1-(1-
rigpoKcuumnknobyTaH-1-kapboHin)niponignH-3-
inJunknonponaHcysboHaMig

523,9

593

N-[(2S,3R)-1-(azeTngunH-1-kapOoHin)-4,4-
ongpTop-2-{[2-pTop-3-(6-MeTUNNipNanH-2-
in)cpenin]meTun}niponigmH-3-
inJunknonponaHcyboHamig

509,0

594

(2S,3R)-3-[(umnknonponaHcynbdOHi)aMiHo]-
4,4-gndpTop-2-{[2-dpTOp-3-(6-MEeTUNNIPUANH-2-
in)cpenin]metnn}-N,N-gumeTnnniponignH-1-
kapbokcamig

497,0

595

(2S,3R)-3-[(aumeTuncynedamoin)amiHol-4,4-
andprop-2-{[2-dpTOp-3-(6-MeTUNNIPUGNH-2-
in)deHin)metun}-N,N-aumetTnnniponigmH-1-
kapbokcamig

HCI

500,2

596

(2S,3R)-3-[(aumeTuncynsdamoin)amiHol-4,4-
andprop-2-{[2-dpTop-3-(5-MeTunnipugasunH-3-
in)deHin)meTtun}-N,N-aumeTunniponigmH-1-
kapbokcamig

501,2

597

N'-[(2S,3R)-1-(azeTnanH-1-kapboHin)-4,4-
ongpTop-2-{[2-pTop-3-(5-MeTUnnipngasunH-3-
in)cpenin]meTun}niponigmu-3-in]-N,N-
OnMMeTUncipyaHoi KUcnoTu giamig

513,2

598

N'-[(2S,3R)-4,4-gudptop-2-{[2-dTOp-3-(5-
MeTunnipmaasun-3-in)deHinjmetun}-1-(1-
rigpokcmumknobyTaH-1-kap6oHin)niponigmH-3-
in]-N,N-gumeTuncip4yaHoi Kucnotu giamig

528,2

599

N-[(2S,3R)-2-[(2,3'-ancTop[1,1'-bicbeHin]-3-
in)metun]-4,4-gndTop-1-
(TpumeTunrigpasuHkapOoHin)niponiguH-3-
inJeTaHcynbgoHamig

HCI

517,2

600

N'-[(2S,3R)-2-{[3-(6-eTunnipngnH-2-in)-2-
dpTopdeHin]meTnn}-4,4-anctop-1-(1-
rigpoKcuMumnknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTuncip4yaHoi KUCnoTu giamig,

540,9




601

N'-[(2S,3R)-4,4-gudptop-2-{[2-dpTOp-3-(5-pTOP-
6-meTunnipuaunH-2-in)deHinjmetun}-1-(1-
rigpoKcuumknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTtuncip4yaHoi KUCrnoTu giamig

5449

602

N'-[(2S,3R)-4,4-gndptop-2-{[2-dTOp-3-(3-PTOP-
6-meTunnipuaunH-2-in)deHinjmetun}-1-(1-
rigpoKcuumnknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTuncip4yaHoi KucnoTtu giamig

5449

603

N'-[(2S,3R)-4,4-andptop-2-{[2-dTOp-3-(2-
meTun-1,3-Tiason-4-in)derin)metnn}-1-(1-
rigpokcuumknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTuncipyaHoi Kncnotu giamig

532,9

604

N'-[(2S,3R)-4,4-gudptop-2-({2-dpTop-3-[6-
(TpudbTopMETUN)NIPUAMH-2-in]deHin}meTnn)-1-
(1-rigpokcuumknobyTaH-1-kapboHin)niponignH-
3-in]-N,N-gumeTtumncip4aHoi KucnoTu giamig,

580,9

605

N'-[(2S,3R)-2-({3-[6-(andTopmMeTUN)NipnanH-2-
in]-2-propdeninimetnn)-4,4-gndpTop-1-(1-
rigpokcmumknodyTaH-1-kap6oHin)niponigmH-3-
in]-N,N-gumeTuncip4yaHoi KucnoTu giamig

562,9

606

N'-[(2S,3R)-2-{[3-(4,6-anmeTunnipnanH-2-in)-2-
dropdeHin]metun}-4,4-gudgptop-1-(1-
rigpokcuumknoOyTaH-1-kap6oHin)niponigmH-3-
in]-N,N-gumeTuncip4yaHoi KucnoTu giamig,

540,9

607

etnn 2-[3-({(2S,3R)-1-(TpeT-6yTOKCUKapPOOHIN)-

3-[(aumeTuncynedamoin)amiHo]-4,4-
andTopniponianH-2-inimeTun)-2-dpTopdeHinl-
1,3-okcason-4-kapbokcmunat

577,2

608

N'-[(2S,3R)-2-[(3-xnop-2-cdTopdeHin)meTunn)-
4,4-gndpTop-1-(1-rigpokcnmumnknobyTan-1-
kapboHin)niponignn-3-in]-N,N-
OUMeTUNCipYaHoi KUCNoTK diamig

468,1

609

N'-[(2S,3R)-4,4-gudptop-2-({2-dpTop-3-[4-
(rigpokcnmeTnn)-1,3-okcason-2-
in]deHin}meTunn)-1-(1-rigpokcmMunknobyTan-1-
kapboHin)niponignH-3-in]-N,N-
OUMeTUnNcipYaHol KUCnoTu giamig

532,9

610

N'-[(2S,3R)-4,4-gudptop-2-{[2-dTOp-3-(4-
meTun-1,3-okcason-2-in)deHinjmetun}-1-(1-
rigpokcmumknoOyTaH-1-kap6oHin)niponigmH-3-
in]-N,N-gumeTtuncip4yaHoi KucnoTu giamig

517,2

611

N'-[(2S,3R)-2-{[3-(5-xnop-2-meTun-1,3-tiason-
4-in)-2-propdenin]vetnn}-4,4-audpTop-1-(1-
rigpoKcuMumnknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTtuncip4yaHoi KUCnoTu giamig,

567,1




N'-[(2S,3R)-4,4-gudptop-2-{[2-dTOp-3-(2-
mMeTun-1,3-okcason-4-in)derinmeTnn}-1-(1-
rigpokcuumknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTuncip4yaHoi KucnoTtu giamig

612 517,2

N'-[(2S,3R)-2-{[3-(5-xnop-2-meTun-1,3-
okcason-4-in)-2-pTopdeHinlmeTnn}-4,4-
613 | ancptop-1-(1-rinppokcmumknobytaH-1-
kapboHin)niponigun-3-in]-N,N-
OuMeTuUncipYaHol KUCnoTu giamig

551,1

N'-[(2S,3R)-2-{[3-(4-eTnn-6-meTUNNipManH-2-
in)-2-propderin]metnn}-4,4-aucpTop-1-(1-
rigpoKcuMumnknobyTaH-1-kapboHin)niponignH-3-
in]-N,N-gumeTtuncip4yaHoi KucnoTu giamig,

614 555,1

N-{(2S,3R)-2-[(3'-xnop-2,4',5'-tpudptop[1,1'-
BideHin]-3-in)metun]-4,4-gudptop-1-[(2R)-
okceTaH-2-kapboHin]niponignH-3-
in}eTaHcynbgoHamig

615 553,0

[3-({(2S,3R)-3-[(N,N-
anmMetuncynedamoin)aminol-4,4-gugptop-1-(1-
rigpokcmumknobyTaH-1-kap6oHin)niponigmH-2-
in}metun)-2-cTopdeHin]6opoHoBa kMcnoTa

616 480,16

Tabnvua 1-21

EkcnepumeHTanbHun  lMpuknag 1: OpgepxaHHs  KMiTUHKU, $iKa CTabinNnbHO eKCcrnpecye MoACbKUN
opekcuHoBui peuentop Tuny 2 (hOX2R)

Ons ogepXaHHA KIOHY KMiTMHW, WO CTabinbHO eKCnpecye MOACHKUA OPEKCMHOBUI peuenTtop Tuny 2,
kOHK nioacbkoro opekcMHoBOro peuentopa Tuny 2 BBoaunu B nnasmigHun Bektop pcDNA3.1 (+)
(Invitrogen), Ta knoHyBanu nnasmigHy OHK ons ekcnpecii niogcbkoro OpekcMHOBOro peuentopa Tuny 2
(pcDNA3.1 (+)/hOX2R). MnasmigHy OHK sBogunu B knituHy CHO-dhfr meTogom enekTponopadii, Ta KnoHu
KMiTUH, SKi eKCnpecyloTb MIOACBKMA OPEKCUHOBUA peuenTtop Tuny 2 6ynu OoTpuMaHi MeTogoM CepinHMX
po3BeAeHb 3 BUKOPUCTaHHSAM PE3NCTEHTHOCTI A0 nikapcbkoro 3acoby G418 sk cenekTMBHOroO Mapkepy.

EkcnepumeHTansHun MNMpuknag 2: BuMiptoBaHHSA aroHiCTUYHOT aKTUBHOCTI OPEKCMHOBOMO peLenTopy Tuny
2.

Knitunn CHO, wo npuMycoBO ekcnpecyloTb noacebkni peuentop OX2, BUCIBaOTb Yy KOXHY JTYHKY
YOpPHOro nnaHweTty 3 npo3opum AHoM Ha 384 nyHku (BD Falcon) 3 7500 kniTuH/NyHKa Ta KynbTUBYIOTb
NpoTAroM oAHoro AHs B iHkybaTopi 5 % CO2 npu 37 °C. CHO MMicnst BuaaneHHst cepefoBuLLa 3 KNiTMHHOMO
nnaHweTa AofaBanv aHanitudHunm Oydep A, wo Mmictutb iHaukaTop 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 npo6eHeunay (DOJINDO
Chemical)) B kinbkocTi 30 mkn/nyHka. MNMnaHweT ButpumyBanu npotarom 30 xB y iHky6aTopi 5 % CO:2 npu
37 °C, Ta noTiMm BWUTpPUMYBanu nNpu KiMHaTHIn Temnepatypi npotarom 30 xB. [JocnigKyBaHy CMOMyKY,
ofepxXaHy LUNSXOM po3BeAeHHst aHaniTuyHum bydepom B (HBSS, 20 M HEPES, 0,1 % BSA), gogasanu
no 10 mkn/nyHka, Ta 3HadeHHsa dnyopecueHuii BumiptoBan FDSSUCELL (Hamamatsu Photonics KK) koxHy
ceKkyHady npoTsarom 1 xB, @ NOTiM KOXHi ABi cekyHan npotarom 1 xB 40 cek. AkTuBHICTb (%) gocnigXyBaHoi
CMONyKM po3paxoByBamnuv, BUXOAAYM 3 TOro, WO 3MiHA 3HA4YeHHs doriyopecueHuii npu gogasaHHi MCO
3aMmiCTb AocnigKyBaHOi cnonyku ctaHoBuna 0 % iHribyBaHHS, Ta 3MiHa 3Ha4YyeHHs rnyopecueHUil Komnm
opekcuH A (moacekun) (PEPTIDE INSTITUTE, INC.) gpogasanu B KiHUeEBI koHUeHTpauii 10 HM ctaHoBuna
100 % iHribyBaHHA. AKTUBHICTb KOXHOI CMONYyKN B KOHUEeHTpauii 3 MkM 6ynu nokasaHi B Tabnuui 2. Ak 4iTko
BMAHO 3 pesynbTaTiB, Crnonyka 3a MpeacTaBreHnMM BUMHAXodoM, fiKk Byrno nokasaHo, Mae aroHICTUYHY
aKTUBHICTb LLOAO MOACHKOro OPEKCUHOBOrO peLienTopa Tuna 2.

Tabnuus 2-1




HocnigxysBaHa cnonyka

akTmBHicTb 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 akTmBHicTb aroHicta OX2R (3 mMkm, %)
81 95
87 93
88 98
91 94
92 99
93 98
94 99
97 90
98 91
105 99
106 97
116 86
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

Tabnuuga 2-3
HocnigxyBaHa cnonyka akTmBHiCcTb aroHicta OX2R (3 MkM, %)
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
Tabnuuga 2-4
HocnigxysaHa crnonyka akTuBHicTb aroHicta OX2R (3 MkM, %)

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
291 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
HocnigxyBaHa cnonyka AkTuBHiCTb aroHicta OX2R (3 mMkm, %)
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
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
HocnigxysaHa cnonyka AkTMBHiCTb 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

HocnigxysaHa cnonyka

AkTunBHicTb aroHicta OX2R (3 Mkm, %)

436 92
437 84
438 95
439 93
440 94
441 93
442 96
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




Tabnuus 2-8

HocnigxysaHa cnonyka

AkTunBHicTb aroHicta OX2R (3 MkMm, %)

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
503 89
Tabnuus 2-9
HocnigxysaHa 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
Tabnuuga 2-10
HocnigxyBaHa cnonyka AkTuBHiCcTb 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
551 93
552 94

ExkcnepumeHTanbHuin npuknag 3: OuiHka cTabinbHOCTi B Mikpocomax NMoanHu

Mikpocomu nediHkn nogmHn 6ynun npuabani y Xenotech, LLC (Lenexa, KS). Cymiw gnsa iHkyGyBaHHSA
cknaganacst 3 mikpocom B 50 mmonb/n KH2PO4-K2HPO4 docdaTtHoro 6ydepa (pH 7,4) Ta 1 mkmons/n
pocnigkysaHoi crnonyku. KoHueHTpauis MikpocomanbHoro npoteiHa cTtaHoBuna 0,2 wmr/mn. NADPH-
reHepytody cuctemy (5 mmonbs/n MgClz, 5 Mmonb/n rntoko3o-6-gocdaty, 0,5 mmons/n 6eta-NADP+ ta 1,5
OAMHMLL/MI TTHOKO30-6-chocdaTtaerigporeHasun) gogasanu 4o CyMili Ans iHKyOyBaHHS 3 NOMOBUHOK 00'emy
peakuinHoi cyMiwi Ans iHibiauii depmeHTaTnBHOI peakuii. Peakuito 3ynuHanu vyepes 15 ta 30 xBunuH nicns
noyaTky peakuii LWAsSXoM 3MillyBaHHS  peakuinHol  Cymiwi 3  aueToHITpunom, 3 noganbluvm
ueHTpudpyrysanHam npu 2500 obeptax Ha xBunuHy npotarom 10 xB. CynepHaTaHT miggaBanu aHanisy
PX/MC/MC. KoHcTaHTa WwBMAKOCTi MeTaboniamy po3paxoByBanach sk Haxun rpadiky KOHLEeHTpauis - vac.
BHyTpiwHin meTaboniyHum knipeHc in vitro 6yB po3paxoBaHM LUNAXOM MOAiNy MOYaTKOBOiI KOHCTaHTU
LWBMAKOCTI MeTaboniamy Ha MikpocoMarnbHUA MpoTeiH B CyMiwi Ans iHkyOyBaHHA. PesynbTatm €
npeacTtasneHMMu B Tabnuui 3.

Tabnuusa 3
HocnigxysaHa cnonyka KnipeHc (Mkn/xB./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

EkcnepumeHTanbHuin npuknag 4: OuiHka edhekTiB NOCUMMEHHA HECNaHHSA Y IBAHCbKNX Makak

Edektn nocumneHHa HecnaHHA OuiHIBanuM LUMSAXOM BUMIpHOBaHHSA enekTpoeHuedanorpamu (EEG),
enektpomiorpamu (EMG) Ta enektpookynorpamu (EO) y siBaHCbkMx Makak. 1ig i3ognypaHoBo aHecTesier
(1-5 %, Pfizer Japan Inc., Tokyo, Japan), camusim siBaHCbkux Makak (Bikom 3-5 pokis, Hamri Co., Ltd.,
Ibaraki, Japan) imnnaHTytoTbCs pagio-tenemeTpuyHnx nepepasadi (TL10M3-D70-EEE, Data Sciences
International Inc., MN, USA). Enektpoan EEI npukpinntoBanu go depena EEI y Tim'aHin 30Hi. Enektpoan
EMG imnnaHTyBanu B CNMHHI WKWIAHI M'a3n. lMicns onepauii, KOXHin Makaui gaeanu nediumnin (100 000
ofvHMUbL/ ronoea, B.M. (BHYTpilHbOM'A30B0), Meiji Seika Pharma Co., Ltd., Tokyo, Japan), 6ynpeHopdiH
(0,02 mr/kr, B.M., Otsuka Pharmaceutical Co., Ltd., Tokyo, Japan) Ta npeaHi3onoH (1 mr/kr, n.w. (migwkipHo),
Kyoritsu Seiyaku Co., Ltd., Tokyo, Japan) wogHs npoTarom ogHOro TwxkHs. [licnsa Toro, Ak LWoHanmeHLwe
npoTaroMm 1-micsyHOro nepiody BiAHOBMEHHA B OOMALLHIX KMiTKax, Maenu MpuMBYanuca OO0 3HAXOOXKEHHS
Kamepi, po3TalloBaHOI B 3BYKOHEMNPOHUKHOMY, €NEeKTPUYHO eKpaHoBaHin kimHaTi. CurHanu EEG ta EMG
Oynu 3anucaHi 3 BUKOPWUCTaHHAM TeneMeTpuyHoi cuctemu (nporpamHoro 3abesnedeHHs Dataquest ART,
Data Sciences International Inc., MN, USA), Ta curHanu aHanidyBanu 3 BWKOPUCTAHHAM MNPOrpamHoro
3abesneveHHs SleepSign (Kissei Comtec Co., Ltd., Nagano, Japan). lNicnsa nigTBepmikeHHA AOBroro CrnaHHs
B €KCMepUMEHTarbHIW KiMHaTi, TBApVH BUKOPWUCTOBYBanM A58 NepeBipku NpobyoKyrovoro eqeKTy Cnonyk.

MepopanbHo pocnimkyBaHi cnonykn (3 abdo 10 wmr/kr) cycneHgysanu B 0,5 % MeTMnUentonos3Homy
BOLHOMY pO34mHi, abo Hocin (TobTo, 0,5 % MeTUNUENoNo3HMA BOOHWIA PO34MH) BBOAWMAM NepoparnbHO (M.0.)
Makakam 3a gaTtuukoM 4acy 12 (ZT12) B o6'emi 5 mn/kr macu Tina B nepexpecHin cxemi amsanHy abo
nonepegHii cxemi gnsanmHy (n=1-4). EEG ta EMG 3anucu 3gincHioBanu npoTtaroM 4 rod. nicnsa BBeAEHHS
cnonyku. Yac, nposegeHui B CTaHi HecnaHHA NpPoTAarom 4 roauH nicnsa BeeAeHHs (% Big NiKyBaHHS HOCIEM)
pospaxoByBanu 3 BUkopucTaHHaM SleepSign. PesynbTtatn npeactasneHi B Tabnuui 4.

MapeHTepanbHi gocnigxkyBaHi cnonykn (0,1 abo 0,3 Mr/Kr) po3uMHANM B 3MILLAHOMY PO34MHI, AKWN
Mictutb 5 % OMCO, 5 % Cremophor EL, 20 % MNMEM400 ta 70 % soluplus (1 % (mac./06.)), abo Hoci (TobTo,
3MillaHun pPo3ymH, kM Mictutb 5 % OMCO, 5 % Cremophor EL, 20 % MEM400 ta 70 % soluplus (1 %
(mac./06.))) BBogunu nigwkipHo (n.w.) masnam npu ZT12 B o6'emi 0,5 mn/kr macu Tina B nonepeaHin cxemi
amsanHy (n=1-2). EEG ta EMG 3anucu 3gincHioBanu npotdarom 4 rof. nicnsg BBedeHHs cnonyku. Yac,
npoBefeHUn B CTaHi HecnaHHs, npoTarom 4 roauvH nicna BBedeHHs (% Big NiKyBaHHA HOCIEM)
po3paxoByBanu 3 BUKOPUCTaHHAM SleepSign. Pe3ynbTatu € npeacrasneHumuy B Tabnuui 5.

Tabnuusa 4
Yac, npoBegeHunn B CTaHi HECNaHHSA
Mpuknan Ne flosa (wr/kr) (% Big IJD'IiKyBaHHFI 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, npoBeaeHui B CTaHi HECNaHHA
Mpuknan Ne flosa (mr/kr) (% Biz nikyBaHHs 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, gocnigXyBaHi CNOfykM 3a NpeAcTaBfieHMM BUHAXOO4O0M
30inbLlyBanu yac, NpoBeAeHUn B CTaHi HECMaHHS, B MOPIBHSAHHI 3 FPYMno B sSIBAHCBKMX Makak, siky NikyBanu
HOCiEM. IHLIMMK crioBaMu, aHi Cnonyku, Sk 6yno nokasaHo, € e(PeKTMBHMMM 4118 TEPANEBTUYHOIO NiKyBaHHSA

Hapkonencii.
Mpuknag npenapaty 1 (ogepxaHHsa Kancynm)
1) cnonyka 3 MNpuknaga 1 30 mr
2) kpucTanivyHa uentonosa 10 mr
3) naktosa 19 mr
4) marHito cteapaTt 1 w™mr
BCbOro 60 mr

1), 2), 3) Ta 4) 3miWwWyOTb Ta 3aMoOBHIOWTbL B
XKenaTuHOBY Kancyny.
Mpuknag npenaparty 2 (ogepaHHsa TabneTku)

1) cnonyka 3 NMpuknaga 1 30r
2) naktosa 50r
3) KyKypya3aHUIA KpoxmMarnb 15r
4) kanbuito
44 r
kapbokcumeTunuenonosa
5) marnito cTteapar 1r
140 r

1000 TabneTtok
3aranom

BaranbHy kinbkicte 1), 2), 3) Ta 30 r 4) 3miwyOTb 3 BOAOI, BUCYLWYKOTb B BaKyymi Ta NpOCiBalOTb.
MpocisHni nopolok 3miwyoTe 3 14 1 - 4) Ta 1 1 - 5), Ta cymiw NpecyloTb 3 BUKOPUCTaHHAM TabneTKoBoi
MaLnHKU. Takum YmHom, oTpumytoTe 1000 TabneTok, ski mictaTe 30 Mr cnonyku 3 Mpuknaga 1 Ha TabneTky.

Mpomucnosa npuaaTHICTb

Cnonyka 3a npeAcTaBfieHMM BMHAaxXO4OM Mae€ aroHiCTUYHY aKTMBHICTb LLOAO OPEKCMHOBOro pelentopa
TUNYy 2, Ta € NPUNRHATHOIO SK areHT Ans NpodinakTyku abo nikyBaHHSA HapKonencii.

[aHa 3asBka rpyHTyeTbCA Ha naTeHTin 3assui No. 2019-015488, noganin 31 ciyHg, 2019 B AnoHii, 3micT
AKUX € BKINIOYEHVMY B MOBHOMY 00CA3i B AaHUI JOKYMEHT.



