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[aHun BMHaxig CTOCYETbCH ranysi opraHivyHol Ximil, 3okpema XiMil reTepouuKkIiYHMX Cnonyk, a
came cnocoby oTpumaHHa nipuao[1,2]tiazeniHoHiB 3aransHoi hopmynu |

ae
X, Y aBnsoTb coboto N, CR2, npnyomy X abo Y mae 6ytu N;
R! siBnsie coboto CHs, CH2Ph;
R? sBnsie coboto H, CHs, ClI;
10 BMOpaHi 3 rpynu, WO BKIHOYAE:
8-6eH3nn-8,9-gurigponipnao[2,3-d][1,2]tia3eniH-5(6H)-oH 7,7-giokena

0

A\
o)

15  8-6eHaunn-4-metun-8,9-aurigponipnaol2,3-d][1,2]tiaseniH-5(6H)-oH 7,7-giokeng

CH; Q

8-meTunn-8,9-gurigponipnao[2,3-d][1,2]tiaseniH-5(6H)-oH 7,7-giokena
20

O

~ s¢°

™ e
N N\

CH,

6-6eH3nn-4-xnopo-5,6-gurigponipnaol3,2-d][1,2]tiaseniH-5(6H)-oH 7,7-giokcna
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AKi MOXYTb OYTM BUKOPUCTaHI sik 6i0NoriYyHO akTUBHI PEYOBUHN.

Cnonyku, Wo 3asaBnsoTbCA, iX BNACTUBOCTI Ta CNOCIO OTpUMaHHS B NiTepaTypi He ONUCaHi.

Bigomi Taki cnocobu oTpumaHHS KOHOeHcoBaHMX 1,2-Tia3eniHoHiIB.

Cnocib OTPUMaHHS 2-(4-R-2-xnopodeHin)-3-(4-xnopodeHin)-5-metnn-4,5-gurigpo-2H-
nipasono[4,3-d][1,2]riazeniH-8(7H)-oH 6,6-giokcnay Wnsixom uyuknisauii etmn 1-(4-R-2-xnopodeHin)-5-
(4-xnopodeHin)-((N-meTuncynsoHamigo)meTnn)-1H-nipason-3-kapbokcunaty B MPUCYTHOCTI NiTiN
rekcameTungmcunasmgy [Patent W0O2015/155566 (2015). Fused pyrazole compounds as CB1R
antagonist and uses thereof/ Mukherjee Sumit, Sharma Rajiv, Mundhe Dhamidhar, Dubash Nauzer;
Piramal Enterprises Limited], sk 306paxeHo Ha cxemi 1.

Cxema 1
Cl ?
N OFEt
CH VAR _0
° o LIHMDS R N /s\(
— o)
—_— >
N\S// NG
O// e, CH,
R=H, CI
cl cl

Heponikom wuboro cnoco®y c 3acTtocyBaHHA ©OaraTocTafiiHOro MeTody CUHTE3y B SIKOMY
BMKOPUCTOBYIOTLCS TOKCUYHI PEYOBMHU, TAKOX OTPUMAHO LiNTbOBUIA NPOAYKT 3 HU3bKUM BUXOZAOM.

Cnoci6 otpuMmaHHs  1-(4-xnopbeHsun)-1,5-gurigpobeHso|c][1,2]TiazeniH-4(3H)-oH  2,2-giokcmay
LWNAXoM B3aemogii Metun 2-(MeTtuncynbgoHinamiHo)deHinauetaty 3 4-xnopoOeH3unnxnopvaom B
NPUCYTHOCTI notawly B anmeTtundopamigi 3 YTBOPEHHSAM MeTun 2-[N-(4-
xnopodeHinmeTun)meTuncynbgoHinamMmiHoldeHinaueraty, SkMiA noTiM nNiggawTb UMKMi3auil  gieto
rigpuay HaTtpito B TeTparigpodypaHi [Patent US4803197 (1989). 2,1-Benzothiazepine-2,2-dioxide-5-
carboxylic acid derivatives / Wasley Jan W.F.; Ciba-Geigy Corporation], sik 306paxeHo Ha cxemi 2.

Cxema 2
o OCH, /@A
“ _CH
o]

K,CO,, DMF
NN
H o : J

Heponikom Uporo cnocoby € CMHTE3 NULLIE OFHIET CMOMYKMN.

Cnocib oTpumaHHsa noxigHux nipono[1,2-d][1,2,4]tiagiaseniHoHiB nNpu B3aemogii noxigHux 1H-
ason-2-kapbokcunaris 3 N-(xnopoomeTun)-N-meTunmeTaHcynboHamigoM B MPUCYTHOCTI OCHOBM 3
YTBOPEHHSIM noxigHux 1-(MeTuncynbgoHin)amiHomeTun-1H-ason-2-kapbokcunaTie Ta umknisauii
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OCTaHHiX npu gii mpem-6yTunaty kanito B TeTparigpodypaHi [V Vasyl Y. Hys, Demyd S. Milokhov,
Olesya B. Volovenko, Irina S. Konovalova, Svitlana V. Shishkina, Yulian M. Volovenko. Synthetic
approach to fused A/.a-sultams with 1,2.4-thiadiazepine framework // Synthesis. - 2020. - Vol. 52, Ne
19. - P. 2857-2869.] sik 306paxeHo Ha cxemi 3.

Cxema 3
o CH,
R® o |
N\ _N___c
s
, = OCH, o~ \o
R
\__NH
R1

R, R?, R® = H, CHs, CF3,; R1+R2 = (CH=CH):

Heponikom ubOro cnocoby cuHTE3y € BUKOPUCTaAHHSA OOMexeHoro kona cybcTpartiB Ta
HEMOXMMBICTb CUHTE3Y NipmMao[1,2]TiazeniHoHiB.

Cnoci6 oTpumaHHsa 1,2-gurigpo-3,2-6eH3oTiaseniH-5(4H)-oH 3,3-giokeungie WwWNaxom B3aemogii 2-
(xnopmeTun)beHsoaTy 3 MeTaHcynbdOHaMigaMyn B NPUCYTHOCTI HATPIl rigpuay B AMMmcTundopamiai 3
yTBOPEHHSIM noxigHux N-6eHauncynbdoHamigiB Ta LUuknisauii ocTaHHiX npu Aii TpeT-0yTunrrTy Kanito
B TeTparigpodypaHi [[ateHT YkpaiHn 118492. 3,2-beH3oTiaseniH-3,3-giokeuan Ta cnocid  ix
oTpumaHHa / Minoxos [.C., Wokon T.B., Xuna O.B., BonoeeHko KO.M.; 3asBHMK Ta BnacHuk KHY
imeHi Tapaca LleByeHka. - Ne a201703340; 3asen. 07.04.2017; ony6n. 25.01.2019, Bron. Ne 2], sk
300pakeHo Ha cxemi 4.

Cxema 4
0
CO,CH,
o)
\ _CH, cl OCH, Q
s
~
n S - t-BuOK o
s
NaH, DMF 0 — 7
R NV THF N/ o
/" CH, \
0 R

Heponikom ubOro cnocoby cuHTE3y € BUKOPUCTAHHA OOMEXeHOro komna cybcTtpaTiB Ta
HEMOXNKMBICTb cuHTEe3y nipuao[1,2]riazeniHoHiB. Heponikom 6eH30[1,2]Tia3eniHOHIB € BIiACYTHICTb
nipuamMHoBoro parmMeHTa, SKUN MoXe 3abe3neunTn [oAaTkoBi (i3MKO-XiMiYHI Ta GionoriyHi
BNacTUBOCTI.

B ocHoBy BUHaxo4y nocTaBneHo 3ajady cTBOpUTU nipuao[1,2]tiaseniHoHIB 3aranbHOi chopmynu |
Ta cnocib ix otpumaHHs. Mipnao[1,2]tiazeniHoHW 3aranbHOi opMynu | MOXyTb BYTU BUKOPUCTaHI K
©0ionoriYHoO aKTUBHI PEYOBMHMU.

MocTaBneHa 3agjava BMPILYETLCA BUMKOPUCTaHHAM cnocoby oTpumaHHsa nipmuao[1,2]tia3eniHoHiB
3aranbHoi oopmynu | 306pakeHoro Ha cxemi 5, Npu AKOMy 34iNCHIOTL eTan (a) Ta etan (6):

Etan (a). 3gincHeHHs cnocoby oTpumaHHs ((MeTuncynbgoHamigo)meTun)retapmun kapbokcmnaTis
3aranbHoOi opMynu 3 WNAXOoM B3aemogii (xnopomeTun)retapun kapbokcunatis 3aranbHoi opmynu
1 3 meTaHcynbgdoHaMigamm 3aransHoi POPMynu 2 B NPUCYTHOCTI OCHOBMW, BUOPaHOI i rigpuais nyxHux
MeTanie abo kapOoHaTiB NyXHMX McTaniH B abCconTM30BaHOMY PO3YUHHKKY, BuBpaHOMy 3
aueToHiTpuny, TetparigpodypaHy abo gumetTundopmamigy sk 306paxeHo Ha cxemi 5.

Etan (6). 3ginicHeHHs1 cnocoby oTpumaHHsa nipuao[1,2]tiazeniHoHiB 3aransHoi popmynu | wnsxom
uuknizauii - ((MmetuncynbdoHamigo)MeTun)retapun kapbokcunartisa  3aranbHoi  dopmynn 3 B
NPUCYTHOCTI OCHOBW, BUOPaHOI 3 riapuaiB Ny>XHUX MeTaniB, ankoronaTiB NykHWX MeTanie abo amigis
NyXHUX MeTanis B abcontoTM3oBaHOMY PO3YMHHUKY, BUOpaHOMY 3 aueToHITpuny, TeTparigpodypaHy
abo gumeTundopmamigy sk 3o6paxxeHo Ha cxemi 5.

Cxema 5
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o
i A_CH 2
3
= Ak RO 2 [ oAk >
\x - X ™ /S <o
0 X N
Hal RS R
1 3 d" CHy I

ae
5 X, Y asnsTb coboto N, CR2, npuvomy X abo Y mae 6ytn N;
R! aBnsie coboto CH3s, CH2Ph;
R2 aBnsie coboto H, CH3, ClI;
Hal siBnsie coboto Cl, Br;
BUOpaHi 3 rpynu, WO BKIHOYAE:
10  8-6eH3un-8,9-gurigponipnao[2,3-d][1,2]tiaseniH-5(6H)-oH 7,7-giokena

S5

4
I~
\N N 0:

[ s

8-6eH3nn-4-metun-8,9-aurigponipnao[2,3-d][1,2]tiaseniH-5(6H)-oH 7,7-giokeng

15

8-meTunn-8,9-gurigponipnaol2,3-d][1,2]tiazeniH-5(6H)-oH 7,7-giokena
8]

SS

/ ~
N\ ©
CH,

= e
\
N

20 6-6eH3nn-4-xnopo-5,6-aurigponipnao[3,2-d][1,2]tiaseniH-5(6H)-oH 7,7-giokcna

CTpykTypa CMHTE30BaHUX CMONyK AOBeAeHa MeTOAaMW CMeKTPOCKOoMii S4epHOro MarHiTHOro
25 pe3oHaHcy (AMP) Ha sgpax H i 13C.
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BuHaxig nigTBepoKyeTbCs HMXKYEHaBeAeHNMU NpUKagamu.

Mpuknag 1-4
MeToauka cuHTesy ((MeTuncynboHamigo)meTun)retapun kapbokcmnaris 3aranbHoi opmynn 3.
B 50 mn abcontoTusoBaHoro gumetundopmamigy BHocaTb rigpug HaTtpito (60 % wiw; 0.2 1, 5
MMOIb, 1 eKBiBaneHT) npu nepemiwyBaHHi. PeakuinHy cymiw oxonogxytoTtb o 10 °C ta gogatoTe no
Kpannsax po3ynMH MeTaHcynbgoHamigy 3aranbHoi copmynun 2 (5 mmornb, 1 eksiBaneHT) B 20 mn
abcontoTmnsoBaHoro anmeTtundgopmamigy. OTpMmaHy CycrneHsio nepemiwytoTb BNpodoBX 15 XBUNUH,

nicns 4oro goJarTb (xnopomeTwun)retTapun kapbokcunaT 3aranbHoi dopmynu 1

(5 mmonb, 1

eKBiBafieHT) Ta KaTaniTU4HY KinbkicTb kanin noguay (43 wmr, 0.25 mmonb, 0.05 ekBiBaneHTa).
OTpuMaHuU po34YMH 3anuuialTb Ha 2 roAMHW 3a KiMHaATHOI TemnepaTtypu. [licns 4oro po3uyuH
BunuBatotb B 200 mn BoaM 3 nbogoM, ekcTparytoTb Tpudi no 50 mn eTtunauetaty. OpraHiyHi
eKkcTpaktu o6'eaHyoTb, NMpoMuBalTh ABidi no 50 mn Boaum i 50 Mn HacMyYeHMM pPO3YMHOM HaTpin
xnopuay. OpraHivyHWA eKCTpaKkT cylaTb Hag 6e3BoAHMM HaTpin cynbdaToM Ta ynapioTb Y BaKyyMi.
OTpumaHi NpoayKTU YNCTSATb NepekpucTanisaLieto.

Mpuknag 1

MeTun 2-((N-6eHsmnmeTnncynboHamigo)MeTun)HikoTuHat

o)
N
=

Heo \
o

3

N \/<j
o
\ _N
S/

KopuuHesuin ocag; Tnn 49-51 °C; Buxig: 3.1 r 1.54 r (4.6 mmonb, 92 %). *H
AMP (500 MI'u, AMCO-ds): 6 = 3.09 (c. 3H), 3.74 (c. 3H). 4.41 (c, 2H), 4.77
(c, 211). 7.17-7.35 (m, 5H), 7.47 (an, J=8.0 'y, 4.8, 1H), 8.18 (a. J=8.0 I'L.
1H), 8.78 (g, J=4.8 'y, 1H).

BC AMP (126 My, OMCO-de): 6=49.4,50.9,52.9, 123.1. 125.5. 127.8,
128.1, 128.3. 128.8, 128.8. 137.1, 139.0, 152.4, 156.8, 166.3. EnemeHTHMIA
aHani3 obuncnerHo anga CisHisN204S: C, 57.47; H, 5.43; N, 8.38; S. 9.59.
3HanpeHo: C, 57.50: H, 5.47; N, 8.39; S, 9.61.

Mpuknapg 2

MeTtun 2-((N-MeTnnmeTuncynbgoHamigo)MeTUM)HIKOTUHAT.

_CH, | Kopuureswuii ocap; Tnn 85-88 °C; Buxig: 1.1r (4.3 mmonb. 85 %); H AMP
N o (500 Ml'y, OMCO-ds): 6 = 2.78 (c. 3H), 2.98 (c, 3H), 3.86 (c, 3H), 4.78 (c, 2H),
| 7.50 (png, J=7.8,4.8Tu. 1 H), 8.20 (g, J=7.8 'y, 1H), 8.76 (. J=4.8 'y. 1H).

N/ 13C AMP (126 MI'u, AMCO-ds): 5=35.0, 36.7. 52.6, 52.9. 122.7, 125.6, 138.3.
o 151.7, 156.1, 166.3. EnemeHTHUN aHani3 obumcneHo gna CioH14N204S: C,

N\ N 46.50; H, 5.46; N, 10.85: S, 12.41. 3HanpaeHo: C, 46.54; H, 5.45; N. 10.80; S,
_S CH, 12.38.
HC™ \\
Mpuknag 3
Etun 2-((N-6eH3nnmeTuncynsdoHamigo)MeTun)-4-MeTUIHIKOTUHAT.

CH, 9 Bexeswuii ocag; Tnn 83-85 °C; Buxig: 1.6 r (4.6 mmonb, 92 %); H AMP

X P (500 MI'y, OMCO-ds): 6=1.15 (71, J-7.1 T'u, 3H), 2.26 (c, 3H). 3.07 (c. 3H).
| o CHs 14.18 (k. J=7.1 T, 2H). 4.34 (c, 2H), 4.43 (c, 211). 7.18-7.35 (m. 7H), 8.52(a,
— J=5.0 lu. 1H).

N 13C AMP(126 MI'y, OMCO-ds): 0 = 14.1, 19.3.49.2.50.5.61.9, 125.0, 127.8.
0\\ N 128.3. 128.7. 129.3. 136.7. 145.7, 150.1. 152.7, 167.2. EneMeHTHUI aHani3
/s/ obuncneHo ansa CisH22N204S: C, 59.65; H, 6.12; N, 7.73; S. 8.85.

H,C \\o 3HanpgeHo: C, 59.72; H, 6.05; N. 7.79; S, 8.80.
Mpuknag 4

MeTun 3-((N-6eH3mnmeTuncynbgoHamigo)MeTun)-4-xnoponikoTuHar.
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o)
N CH Bexeswuii ocag; Tun 121-123 °C; Buxig: 1.71 r (4.7 mmonsb, 93 %); *H AMP
AN o~ ¢ (500 MI'y, AMCO-ds): 6 = 3.02 (c, 3H), 3.89 (c, 2H), 4.32 (c, 2H), 4.68 (c.
211). 7.00-7.13 (m, 5H), 7.38 (. J=5.2 'y, 1H), 8.27 (g, J=5.2 'u. 1H).
= 13C AMP(126 Mlu, OMCO-ds): 6= 37.0, 46.5, 52.2, 53.4, 126.8. 127.4.
o v@ 127.6. 128.2, 128.4, 137.1. 146.0, 149.8, 152.3, 166.4. EnemeHTHMIA aHani3
CI\\ _N obumncneHo ana CisHi17CIN204S: C, 52.10: H, 4.65; Cl, 9.61; N, 7.60; S.
Hsc/s\\ 8.69. 3HanpeHo: C. 52.17; H. 4.71; Cl, 9.53; N, 7.67; S, 8.64.

Mpuknapg 5-8

3aranbHa meToguka cuHTesy nipnao[1,2]tiaseniHoHiB 3aranbHoi dhopmynu |.

B 150 mn abconoTrM3oBaHoro TetparigpodypaHy B atmocdepi aproHy npu - 78 °C BHOCATb NiTin
rckcameTtunamncunasung (LIHMDS) (6 mn, 1 M B TeTparigpodypaHi, 6 MMonb, 3 ekBiBaneHta) npu
nepemiwlyBaHHi Ta JojawTb MO  Kpannsx po3vuH  ((MeTuncynbdoHamigo)MeTun)retapun
kapbokcmnaty 3aranbHoi dopmynn 3 (2 Mmonb, 1 eksiBaneHT) B 15 mMn abconoTn3oBaHOro
TeTparigpodypany. OTpuMaHuin po3dnH 3anuatoTb 3 roauH 3a KIMHaTHOI TeMnepaTypu, BUNMBaKOTb
B 200 mn 1M posunHy NH4Cl. EkcTparytote Tpuui no 50 mn etunauetaty. OpraHiyHi ekcTpaktu
06'egHyl0Tb, NpoMuBaloTb ABiYi Mo 50 Mn HacnyeHuM po3ynHOM HaTpin xnopuay. OpraHiyHun
eKCTpakT cywaTtb Hag 6e3BogHMM HaTpi cynbdaToMm Ta ynaproloTb y Bakyymi. OTpumaHi npoaykTu
O4MLLYIOTE 3@ AONOMOrol nepekpuctanisadii 3 MTBE.

Mpuknag 5
8-beHaunn-8,9-gurigponipnao[2,3-d][1,2]tiaszeniH-5(6H)-oH 7,7-giokcua.
0]
= o KopuuHeswuii ocag; Tnn 112-115 °C; suxia: 0.45 r (1.5 mmonb, 75%));
S// H AMP (500 My, OMCO-ds): 6 = 4.26 (c, 2H), 4.75 (c, 2H), 5.17 (c,
~ / \\O 2H), 7.19 (g, J =6.8 Ty, 2H), 7.24 - 7.41 (m, 3H), 7.53 (ga, J = 7.7,4.8
N N Mu, 1H), 7.97 (pa, J = 7.7, 1.8 'y, 1H), 8.66 (og, J = 4.8, 1.8 'y, 1H).
13C AMP (126 MI'y, AMCO-de): 6 = 50.6,51.9.63.9, 123.5, 127.8, 128.0,
128.6, 133.8, 135.6, 137.7, 151.7, 155.6, 189.3.
EnemeHTHUI aHani3 obuncneHo ans CisH14N203S: C, 59.59; H, 4.67;
N, 9.27; S, 10.61. 3HangeHo: C, 59.55; H, 4.63; N, 9.29; S, 10.65.
Mpuknag 6
8-MeTtun-8,9-aurigponipnao[2,3-d][1,2]tiaseniH-5(6H)-oH 7,7-giokeuna.
0] KopuuHeswuii ocag; Trnn 105-107 °C; suxig: 0.33 r (1.5 mmonb, 74%); *H
AMP (500 MMy, AMCO-de): 6 = 2.49 (c, 3H), 2.78 (c, 3H), 4.79 (c, 2H),
7 5.03 (¢, 2H), 7.56 (op, J = 7.8, 4.5 Ty, 1H), 7.94 (g, J = 7.8 Ty, 1H),
2.0 18.72(n, J=4.5Tu, 1H).
~ /S\\O BC AMP (126 Mly, AMCO-de): 6 = 35.1, 55.2, 63.1, 123.6, 134.3,
N N 137.6, 151.8, 154.1,189.9.
\CH EnemeHTHUNM aHani3 obuncneHo ans CoHi1oN203S: C, 47.78; H, 4.45; N,
3 12.38; S, 14.17. 3nanpgeHo: C, 47.79; H, 4.43; N, 12.40; S, 14.14.
Mpuknag 7

8-beHsnn-4-metun-8,9-gurigponipnao[2,3-d] [1,2]tiaseniH-5(6H)-oH 7,7-giokena.
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g

CsiTno xoBTun ocag; Tnn 155-157 °C; suxig: 0.46 r (1.4 mmonb, 72 %);
IH AMP (500 My, OMCO-ds): & = 2.27 (c, 3H), 4.19 (c, 2H), 4.49 (c.
2H), 5.02 (c, 2H). 7.26 (g, J=7.2 'y, 2H), 7.29-7.59 (m, 4H), 8.49 (g, J-
4.2 Ty, 1H). B3C AMP (126 Ml'u, AMCO-ds): §=19.0,50.3.51.8, 125.8,
127.9. 128.1, 128.7, 135.5. 146.4, 149.8, 151.7, 191.9. EnemMeHTHUN
aHani3 obumcneHo ansa CisHisN203S: C, 60.74; H, 5.10; N, 8.85; S.
10.14. 3HanpeHo: C, 60.71; H, 5.14; N. 8.81; S, 10.17

Mpuknag 8

6-beHaunn-4-xnopo-5,6-gurigponipnao[3,2-d][1,2]tiaseriiH-9(8H)-oH 7.7-giokcua.

o]

/N
s
. / o
N
Cl ;

Kopuunesun ocag; Tnn 161-163 °C; suxia: 0.44 r (1.3 mmonb, 65 %);
IH AMP (500 MI'y, OMCO-ds): 6 = 4.26 (c, 2H), 4.70 (c, 2H). 5.14 (c,
211), 7.19-7.40 (m, 5H), 7.72 (a. J-5.2 T'u, 1H), 8.57 (g, J=5.2 'y. 1 H).
B3C AMP (126 My, AMCO-de): 6 = 43.3, 50.4, 63.5, 126.5. 127.9,
128.0, 128.6, 129.5, 135.5, 143.5, 150.0, 156.0, 188.7. EnemeHTHUNI
aHani3 obumcneHo ansa CisHizCIN203S: C, 53.49; Cl, 10.53; H. 3.89; N,
8.32; S, 9.52. 3HanpeHo: C, 53.45; H. 3.96; Cl, 10.49; N, 8.27; S, 9.58.

SOPMVYJIA BUHAXOLOY

1. Mipngo[1,2]riazeniHoHn 3aranbHoi doopmynn |:

O

1)

\
R1 N

@)

/7 \\

O

ae

X, Y sBnsatoTb coboto N, CR?, npudomy X abo Y mae 6ytn N;

R aBnse coboto CHs, CH2Ph;
R2 asngae coboro H, CHs, ClI;
BMOpaHi 3 rpynu, L0 BKIOYAE:

8-6eH3nn-8,9-gurigponipmuao[2,3-d][1,2]tiaseniH-5(6H)-oHy 7,7-giokeuna:

Q
Xy N\@

8-6eH3nn-4-metun-8,9-aurigponipnao[2,3-d][1,2]tiaseniH-5(6H)-oHy 7,7-giokcna;
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8-MeTvm-8,9-p,mrinponipm,qo[é,3-d][1 ,2]tiazeniH-5(6H)-oHy 7,7-giokena;
8]

SK.
/ e
N\ o

CH,

= -0
\
N

6-6eH3|/|n-4-xnopo-5,6-,u,v|ri,z,:|,ponip|/|,qo[3,2-d][1 ,2]tiaseniH-5(6H)-oHy 7,7-giokcma;

SIK BIOMOriYHO aKTMBHI PEYOBUHM.
2. Cnocib oTpmmMaHHs nipugo[1,2]tiaseniHoHiB 3aranbHoi chopmynu |:
o)

o) o)
1 \\ /CH3
# ak Ry 2 I Ok P
X 2z X S o
N A X \
Hal R ¢ R'
1 3 J “CHy I

18]
ae
X, Y siBnsitoTb coboto N, CR?, npnyomy X abo Y mae 6ytu N;
R! aBnsie coboto CH3s, CH2Ph;
R? aBnsie coboto H, CHs, CI;
Hal siensie co6oto Cl, Br;
BMOpaHi 3 rpynu, WO BKIHOYAE:
8-6eH3nn-8,9-gurigponipmnao(2,3-d][1,2]tiaseniH-5(6H)-oHy 7,7-giokena:

= | Sﬁo

o

/

8-6eH3nn-4-metun-8,9-gurigponipngo[2,3-d][1,2]tiaseniH-5(6H)-oHy 7,7-giokcna;
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8-meTun-8,9-gurigponipnao[2,3-d][1,2]tiazeniH-5(6H)-oHy 7,7-giokcna:
O

SK.
/ e
N\ o

CH,

= -0
\
N

6-6eH3vm-4-xnopo-5,6-,u,v|ri;:|,ponip|/|,qo[3,2-d][1 ,2]tiaseniH-5(6H)-oHy 7,7-giokcma;

3a 9KUM 34INCHIOIOTL Taki eTanu:

oTpuMyIoTb  ((MeTuncynboHamigo)meTun)retTapunkapbokecunati 3aranbHoi opMynu 3  LWISAXOM
B3aemogil (xrnopomeTtun)retapunkapbokcunatie 3aranbHoi dopmynu 1 3 MeTaHcynbdoHamigamu
3aranbHOi hopMynn 2 B NMPUCYTHOCTI OCHOBM, BUOPaHOI 3 rigpuais ny>kHnx metanis abo kapboHaTis
NyXHUX MeTanis B abcontoTn3oBaHOMY PO34YMHHUKY, BUOpPAHOMY 3 aueToHITpuny, TeTparigpodypaHy
abo gumeTtundopmamiay;

OTPUMYIOTb nipnao[1,2]tiazeniHoHN 3arasbHoi dopmynu I LLSIAXOM umknisawii
((meTnncynbdoHaMigo)meTun)retapunkapbokcnnartis 3aranbHoi opMynu 3 B NPUCYTHOCTI OCHOBW,
BMOpaHOi 3 rigpyaiB Ny>XHUX MeTarniB, ankoronaTiB MyXHUX meTanis abo amigiB nyxHWx MeTanis B
abconTn3oBaHOMY  pO3YMHHMKY, BuOpaHOMy 3  aueToHiTpuny, TeTparigpodypaHy abo
anvetundopmamiay.

Komn'totepHa BepcTka |. CkBopLioBa

1O "YkpaiHcbkuin HaUioHanbHWUIA ogic iIHTENeKTyanbHoI BNacHOCTi Ta iHHoBauin", Byn. Amutpa MoaseHka, 1, M. Kuis — 42, 01601



