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TETEPOLIMKJII3ALIII HA OCHOBI ETHJI
1-APWJI-4-(BPOMALETUJ/I)-5-METUJI-1H-ITIPA30.J1-
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Kawuosi caosa: nipason; 1-apuanipaszoau; cemepoyukaizayii; miazon; imidasof1,2-aJnipuduH;
imidaso[2,1-b][1,3]mia3on; [1,2,4]mpuaszono[3,4-b][1,3,4]miadiazun

Femepouuknizauismu emun 1-apun-4-(6pomauemur)-5-memun-1H-nipason-3-kapbokcunamie 3 miobeH3amioom,
(6-memunnipuduH-2-inn)mioce4o8uHor abo 2yaHidumioce4o08UHOK, 2-aMiHOMPUOUHOM, 2-aMiHomia3osnom ma
4-amiHo-5-apurn(eemapun)-2,4-duzidpo-3H-1,2,4-mpuason-3-mioHamu cuHme3oeaHo emun 1-apun-5-memun-4-
(2-R-1,3-mia3on-4-in)-1H-nipason-3-kapbokcunamu, emusn 1-apun-4-(imidaso[1,2-ajnipuduH-2-in)-5-memun-1H-
nipason-3-kapbokcunamu, emun 1-apurn-4-(imidaso[2,1-bj[1,3]Jmia3on-6-in)-5-memur-1H-nipason-3-kapbokcuna-
mu ma emun 1-apun-4-{3-apun(zemapun)-7H-[1,2,4]Jmpua3ono[3,4-b][1,3,4]miadia3uH-6-in)}-5-memurn-1H-nipa3on-
3-kapbokcunamu 8idrnosioHo.

HETEROCYCLISATION ON THE BASIS OF ETHYL 1-ARYL-4-(BROMOACETYL)-5-METHYL-1H-PYRAZO-
LE-3-CARBOXYLATES

M.A.Potopnyk, V.S.Matiychuk, M.D.Obushak

Key words: pyrazole; 1-arylpyrazoles; heterocyclisations; thiazole; imidazo[1,2-a]pyridine; imidazo[2,1-b][1,3]
thiazole; [1,2,4]triazolo[3,4-b][1,3,4]thiadiazine

Ethyl 1-aryl-5-methyl-4-(2-R-1,3-thiazol-4-yl)-1H-pyrazole-3-carboxylates, ethyl 1-aryl-4-(imidazo[1,2-ajpyridin-2-
yl)-5-methyl-1H-pyrazole-3-carboxylates, ethyl 1-aryl-4-(imidazo[2,1-b][1,3]thiazol-6-yl)-5-methyl-1H-pyrazole-3-
carboxylates, ethyl 1-aryl-4-{3-aryl(hetaryl)-7H-[1,2,4]triazolo[3,4-b][1,3,4]thiadiazin-6-yl}-5-methyl-1H-pyrazole-
3-carboxylate have been synthesized by heterocyclisations of ethyl 1-aryl-4-(bromoacetyl)-5-methyl-1H-pyrazo-
le-3-carboxylates with thiobenzamide, 1-(6-methylpyridin-2-yl)thiourea or 1-carbamidoyithiourea, pyridin-2-ami-
ne, 1,3-thiazol-2-amine and 4-amino-5-aryl(hetaryl)-2,4-dihydro-3H-1,2,4-triazole-3-thiones, respectively.

FETEPOUUKITU3ALINN HA OCHOBE 3TWUI1 1-APWUJ1-4-(BPOMALIETUI)-5-METWJ1-1H-INTUMPA30J1-3-KAPB-
OKCUIJIATOB

M.A.MomonHsbik, B.C.Mamuliiyyk, M.[.06ywak

Knro4eenle croea: nupa3osn; 1-apunnupasorsl; 2emepoyukniu3ayuu; muasors; umudaso[1,2-ajnupuduH; umudaso
[2,1-b][1,3]mua3on; [1,2,4]Jmpua3sono[3,4-bj[1,3,4Jmuadua3uH

Femepouuknuzayusmu amun 1-apun-4-(6pomauemurn)-5-memun-1H-nupa3son-3-kapbokcunamos ¢ muobeH3amu-
dom, (6-mMemunnupuduUH-2-un)muUoMO4Ye8UHOU UNu 2yaHuouUImuoMoYe8uHoU), 2-aMUHONUPUOUHOM, 2-aMUuHOMu-
asorniom u 4-amuHo-5-apun(zemapur)-2,4-0uaudpo-3H-1,2,4-mpua3orn-3-muoHamu rnosyyYeHsbl amur 1-apun-5-me-
mun-4-(2-R-1,3-mua3son-4-un)-1H-nupason-3-kapbokcunamsl, amun 1-apun-4-(umudasono[1,2-ajnupuduH-2-usn)-
5-memun-1H-nupa3on-3-kapbokcunamsi, amun 1-apusn-4-(umudaso[2, 1-b][1,3]Jmuason-6-un)-5-memun-1H-nupa3orn-
3-kapbokcunamsi u amusn 1-apun-4-{3-apun(zemapun)-7H-[1,2,4]Jmpua3son[3,4-b][1,3,4]muadua3uH-6-umn)}-5-me-
murn-1H-nupa3son-3-kapbokcunambl COOMEemMcmeeHHO.

OyHKLioHaMi30BaHi 1-apumipa3o/iy HUPOKO BU-
KOPHCTOBYIOTH SIK IPEKYPCOPH B CUHTE3i 6ioJjioriyHO
aKTUBHUX NpemnapartiB [1-8]. ¥ ausaiiHi nipasoJio-
BMiCHUX reTEPOLMKIIIYHUX CUCTEM BaK/IMBE 3HAYEH-
Hsl Ma€ BBeJIeHHs B Mipa30JibHE KiJiblle TaKUX QPYHK-
I[ioHa/IbHUX I'pyT, sKi 31aTHI dopmyBaTu papmako-
dopHi pparmeHTH. B 11bOMY KOHTEKCTI, HAa HAlI TO-
VIS, CHHTETUYHO NPHUBabJIUBUMHU € 1-apui-4-6pom-
aleTU/Iipasosiu.

B nonepezHix npansAx MU okasaJy, 1o 1-apu-
4-6poMalieTHJIIPa30JIH € 3pYIYHUMH AJIKITIOIYUMHA
peareHTaMH B peakllisix 3 O- Ta S-HykJieodisamu [8-
10]. ITpeaMeToM 11i€l po6OTU OY/I0 AOCTIPKEHHS €TU
1-apu-4-(6pomarieTun)-5-mMetu-1H-nipa3os-3-kapo-
okcuaTiB (2) y npouecax retepouukiisanii. Bu-
XiZiHI pe4OBUHU MU OTPUMaJIH 32 JIONIOMOTO0 KHC-
JIOTHO-KaTaJliTUMHOTO 6pOMyBaHHA eTuJ 1-apui-4-
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aneTwi-5-metui-1H-nipasos-3-kap6okcuiaris (1a-r)
(cxema 1).

BizoMo, 1110 B peakIiisix TioamiziiB abo Tioce4oBHH 3
o-raJloreHOKeTOHaMHU YTBOPIOIOTHCA MOXiIHI Tia3o-
ay [11, 12]. Mu gocnifuau B3aEMo/1it0 6pOMKETOHIB
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1,2: R=H (a), 3-Cl (6), 4-Cl (B), 4-Br (r)

Cxema 1
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6, 8: R = H (a), 3-Cl (6), 4-Cl (8), 4-Br (r)

Cxema 2

2 3 Tiobensaminom (3), (6-MeTuAMipUAUH-2-11)Tio-
ceyoBUHOW (4) Ta ryaHiguaTtioceyoBuHoto (5). Ti-
a30JIbHUM LIMKJI yTBOPIOETHCA B yCiX BUIIAJIKaX, B pe-
3yJIbTATi YOTO OTPUMAHO HU3KY 3aMileHnx 1-apui-
4-(1,3-tia3os1-4-i1)-1H-nipasonaiB 6a-B, 7 Ta 8a-r
(cxema 2).

B3aemozig a-raoreHOKeTOHIB 3 2-aMiHOTIpUU-
HOoM (9) Ta 2-amiHOoTia3zosioM (10) cynpoBOMKYETD-
4 aHeJII0BaHHSAM iMiia30JIbHOTO LIMKJIY Ta YTBOPEH-
HAM noxigHux iMigaso[1,2-a]nipuguny [13, 14] Ta
imizazo[2,1-b][1,3]Tiazony [15, 16] BignoBigHO. MU
3’sicyBaJiy, 110 B peakiii 1-apun-4-6pomManeTuimni-
pasoJiiB 2a Ta 2r 3 aMiHaMu 9 Ta 10 yTBOPIOIOTHCA
eTu 1l-apun-4-(imigazo[1,2-a]nipuaus-2-in)-5-me-
Tua-1H-nipasoJs-3-kap6okcuaatu (11a, 6) Ta eTua
1-apun-4-(imigaso[2,1-b][1,3]tiaz0s1-6-i1)-5-MeTHI-
1H-nipa3oui-3-kap6okcuatu (12a, 6) (cxema 3).
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11,12: R = H (a), 4-Br (6)

Cxema 3

[lepcrieKTUBHUMH peareHTaMHU Jij1s1 KOHCTPYIOBaH-
Hs ¢papMakoPOPHUX reTepOIUKIIUHUX PparMeHTIB €
4-amiHo-2,4-nurinpo-3H-1,2,4-Tpuason-3-tionu [17-
19]. llpu B3aemoaii nux 6iHyk/aeo0diyniB 3 a-rajaore-
HOKETOHaMH yTBOPIOIOThCA NoxiaHi [1,2,4] Tpraszosio
[3,4-b][1,3,4]Tiagiazuny [19, 20]. Hawi gocaigxeHn-
HsI [T0OKA3aJIH, L0 COJIYKHY (2a-T) pearyioTh 3 4-ami-
Ho-5-apuJi(retapui)-2,4-aurigpo-3H-1,2,4-Tpuasos-
3-tionamu (13-15) i3 popmyBaHHAM 1,3,4-Tiagia3u-
HOBOTO IUKJY. [I[polyKTaMHy Takoi LiMKJIi3alii € eTUJI
1-apun-4-{3-apun(rerapuu)-7H-[1,2,4]Tpuasoo
[3,4-b][1,3,4]TiafgiasuH-6-i1)}-5-MeTua-1H-nipazo-
3-kap6okcuiatu (16-18) (cxema 4).

BapTo 3a3HauuTy, o cnoayky 18a-r xapakre-
pu3yThcAa GioIeTOBUM 3a6apBJIEHHSM.

TakuM 4YMHOM, NPOBeJeHi AOCHiPKeHHS TOKa3a-
JIU IIUPOKi CHHTETUYHI MOXJIUBOCTI 1-apuJji-4-6poM-
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13, 16: Ar = 3-Br-CgH,;

14, 17: Het = 3-meTun-2-cpypun;
15, 18: Het = 2-meTun-3-cypun;
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16-18: R = H (a), 3-Cl (6), 4-Cl (B), 4-Br (r)

Cxema 4

aueTUJIiPasoJiiB Y KOHCTPYIOBaHHI CIOJIYK 3 HOBU-
MU aHCAMOJISIMU reTEPOIHKIIIB.

ExcnepuMeHTasibHa YaCTUHa

CnexTtpu IMP H Ta IMP 3C oTpuMaHMX CIOJYK
3anucyBasiy Ha npuaazax Varian Gemini 200 Dual
Ta Varian Mercury 400 (po6o4i 4acTOTH JJisl ClIEK-
TpiB AMP 'H - 200 Ta 400 Ml'u, ass cnektpis AMP
13C-50Ta 100 MI'y BiznoBifgHO). PosunHHuK — CDC,
a6o IMCO-d,. BuyTpiwHii crangapt - TMC, a6o x
XiM3MillleHHA HaBOAMWJIM BIJHOCHO CUTHAJIy pO34YHUH-
Huka (CDCl; - 7,27 Tta 77,0 Mm.u. s cnektpi IMP
H ta AMP 3C Bignosigxo, IMCO - 2,50 ta 39,5 M.4.
Juist cnektpiB AMP 'H ta AMP 3C BignoBigHo). Kon-
CTaHTH CITiH-CIiHOBOI B3aeEMO/Iii (/) HaBe/ieHi B repriax.

CuHTe3 et 4-(6poManeTa)-5-meTusa-1-Ppe-
His-1H-nipa3o.-3-kap6okcuaarty (2a). [lo po3uu-
Hy 1,05 r (3 MMouib) criosiyku 1a y 80 MJ1 KprkaHOi
OLITOBOI KMCJIOTH A0/laBaJIv TPU KpaIljii KOHIIeHTPO-
BaHOI cysibdaTHOI kucaoTu. [IpukpanyBanu 1,55 M
(3 MmMousib) 6pomy, po3urHeHoro B 20 M AcOH. ITic-
Jisl 3aBepIIeHHS J0JaBaHHs PO3UMHY 6pOMy CyMill
MPO/I0BXKYBaJIU epeMIlllyBaTH I1lie BIPOJOBXK 5 ro/,.
Hopanu 300 Ms1 BOAHU i eKCTparyBavd MeTUJIEHXJI0-
pugoM (3x300 mu). OprasiyHy ¢pa3y npoMUBaIH BO-
Jl010, PO3YMHOM Kap6oHaTy KaJliio Ta XJIOpUAY HaT-
pito. Cymiu cynb$aToM MarHito, KOHILEHTPYBaJIH i
OYMINA/IM 32 0IIOMOI0I0 KOJIOHKOBOI XpoMaTorpa-
oii. EnroeHT: rekcan-etusanerar, 8:1. Buxia - 82%.
T. 1. - 65°C. Cextp SIMP 'H NMR (400 MI'n, CDCl,),
6: 1,43 (t,J 7,1, 3H, CH,CH,), 2,43 (c, 3H, CH,), 4,47
(x,/ 7,1, 2H, CH,CH,), 4,60 (c, 2H, CH,Br), 7,41-7,56
(M, 5H, Ar), CnexTtp C AMP (100 MI'n, CDCL,), &:
12,1, 14,2, 35,6, 62,0, 119,3, 125,9 (2C), 129,4 (2C),
129,5, 137,8, 141,9, 145,3, 162,4, 190,1. 3HaiigeHo,
%: C 51,18; H 4,39; N 7,84. C,.H,.BrN,0.. O6uucie-
Ho, %: C51,30; H4,31; N 7,98.

CuHTe3 i XapaKTepUCTHKA CIOJIYK 206, B OIIMCaHi
B cTaTTi [7]. 3a aHAJIOTIYHOI0 METOLHUKOI0 OTPUMY-
BaJIU CIIOJIYKY 2T.

ETw 4-(6pomanietin)-1-(4-6pomodeHin)-5-me-
TI-1H-nipa3o0.1-3-Kap60-Keuiat (2r). Buxig - 77%.
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T. ma. - 149°C. Cnextp SAMP 'H (200 MTI'n, CDCL,),
6: 1.44 (t,] 7,2, 3H, CH,CH,), 2,43 (c, 3H, CH,), 4,47
(x,J 7,2, 2H, CH,CH,0), 4,58 (c, 2H, CH,Br), 7,33 (&,
] 8,4, 2H, Ar), 7,67 (n, ] 8,4, 2H, Ar). 3HaliaeHo, %: C
41,72; H3,31; N 6,57. C,;H,,Br,N,0,. O6uuncneno, %:
C41,89; H 3,28; N 6,51.

3arajibHa MeTOAUKA CUHTe3y CIoJIyK 6-8, 11,
12, 16-18. [lo po3uuHy 6poMKeTOHY 2a-T (1 MMOJIb)
B 10 Ms1 eTaHOJy JlofjaBau Tio6eHsamin 3, (6-me-
TUJIIPUAUH-2-11) TioceuoBUHY 4, 1-Kap6amigoinTi-
0Ce4YO0BUHY 5, 2-aMiHomipuanH 9, 2-amiHoTiazou 10,
4-amiHO0-5-(3-6pomodenin)-2,4-pgurigpo-3H-1,2,4-
Tpuazoi-3-TioH 13, 4-amiHo-5-(3-MeTHAdypaH-2-i1)-
2,4-nurinpo-3H-1,2,4-Tpuasoi-3-TiodH 14 a6o 4-ami-
HO-5-(2-MeTuadypan-3-in)-2,4-gurigpo-3H-1,2,4-
TpuazoJi-3-TioH 15 (1 MMoJIb) | KUIT'ATUIU IPOTS-
roM 3-4 rog. Ilicas oxosiomxeHHs gogaBaau 20 ma
BoAM i 2% po3unH amiaky o pH~8. YTBopenuii ocaz
Bi/IGIIBTPOBYBaJIU i NEPEKPUCTATIZ0BYBAJIH 31 CIUPTY.

Etnn 5-metun-4-(2-¢penin-1,3-riazon-4-i1)-1-
denin-1H-nipason-3-kap6okcuiaar (6a). Buxig -
68%. T. 1. — 124°C. Cnektp SIMP 'H (400 MI'n, CDCL,),
6: 1,34 (1] 7,1, 3H, CH,CH,), 2,50 (c, 3H, CH,), 4,39
(x,J/ 7,1, 2H, CH,CH,), 7,38-7,74 (v, 8H, Ph), 7,74 (c,
1H, H-Ttiazou), 8,01 (x4, J 2,1, 7,7, 2H, Ph), Ciektp
AMP 3C NMR (100 MT'n, CDCL,), 6: 12,3, 14,2, 61,0,
117,5,118,2,125,9 (2C), 126,4 (2C), 128,8,128,9 (20C),
129,2 (2C), 129,9, 133,7, 139,0, 140,5, 141,0, 1474,
162,7,166,4. 3HangeHo, %: C 67,67; H4,86; N 10,91.
C,,H,,N,0,S. O6uncneno, %: C 67,85; H4,92; N 10,79.

Etnn 5-metun-4-(2-¢penin-1,3-riazon-4-i1)-1-
(3-xs10podenin)-1H-nipa3os-3-kap6okcuaar (66).
Buxig — 81%. T. 1. — 107°C. Ciektp AMP H (200 MTI'n,
CDCl,), 6:1,34 (t,/ 6,8, 3H, CH,CH,), 2,53 (¢, 3H, CH,),
4,39 (x,] 6,8, 2H, CH,), 7,44 (1. ¢, 6H, Ar), 7,57 (c, 1H,
Ar), 7,74 (c, 1H, Ar), 7,97-8,06 (M, 2H, Ar), 3Haiige-
HOo, %:C62,61; H4,16; N 9,78. C,,H,,CIN,0,S. O64uc-
seHo, %: C 62,33; H4,28; N 9,91,

ETun 5-metuin-4-(2-¢enin-1,3-riazon-4-i1)-1-
(4-xn1opodenin)-1H-nipa3o.1-3-Kapookcuaar (6B).
Buxin - 71%. T. 1. - 99°C. Cniektp SAMP 'H (200 MTI1,
CDCl,), 6:1,33 (1,/ 7,1, 3H, CH,CH,), 2,50 (¢, 3H, CH,),
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4,38 (x,/ 7,1, 2H, CH,), 7,36-7,54 (M, 7H, Ar), 7,73 (c,
1H, H-Tiazon), 7,96-8,04 (M, 2H, Ar). Cnektp AMP 3C
NMR (50 MI'n, CDCL,), 6: 12,3, 14,2, 61,1,118,3,126,4
(2C€), 127,0 (2C), 128,3,128,9 (2C), 129,4 (2C), 129,9,
133,6,134,7,137,5, 140,5, 141,4, 147,1, 162,5, 166,5,
3nangeHo, %: C 62,18; H4,19; N 9,83. C,,H,;CIN,0,S.
O6uucneno, %: C 62,33; H 4,28; N 9,91.

Etnn 4-{2-[(6-mMeTwanipuauH-2-i)amino]-1,3-
Tia3zoJs-4-in}-5-meTna-1-¢penin-1H-nipazon-3-
Kap6oxcuaar (7). Buxizg - 70%. T. 1. - 163°C. Ciektp
AMP 'H (400 MI'y, DMSO-d,), &: 1,19 (1,] 7,0, 3H,
CH,CH,), 2,40 (c, 3H, CH,), 2,47 (c, 3H, CH,), 4,23 (k,J
7,0, 2H, CH,CH,), 6,77 (z,] 8,1, 1H, nipuaun), 6,89 (4,
J 8,1, 1H, nipuaun), 7,06 (c, 1H, tiazon), 7,50-7,63
(M, 6H, Ph + mipugun), 11,21 (¢, 1H, NH). 3HaiigeHo,
%: C 63,17; H5,13; N 16,45. C,,H,,N.0,S. O6uucie-
Ho, %: C 62,99; H 5,05; N 16,69.

ETui 4-(2-kap6amigamigo-1,3-riazos-4-in)-5-
MeTWI-1-PpeHin-1H-nipa3os-3-kap6okcuaar (8a).
Buxig — 72%. T. 1. - 247°C. Cnextp AMP 'H (400 MI'n,
DMSO0-d,), 6: 1,21 (1,J 7,0, 3H, CH,CH,), 2,35 (c, 3H,
CH,), 4,23 (x,] 7,0, 2H, CH,CH,), 6,77 (c, 1H, Tiazox),
6,85 (1. ¢, 4H, NH), 7,49-7,63 (M, 5H, Ph), 3HaiigeHo,
%: C 55.03; H 4.97; N 22.82. C,,H,4{N,0,S. O6uuncne-
Ho, %: C 55,12; H 4,90; N 22,69.

Etui 4-(2-kap6amigamino-1,3-tiazon-4-ix)-5-
MeTua-1-(3-xsopodenin)-1H-nipazo-3-kap6-
okcusar (86). Buxig - 87%. T. mi. - 203°C. CiekTp
AMP 'H (200 MI'y, CDCL,), 8: 1,32 (1,J 7,2, 3H, CH,CH,),
2,37 (¢, 3H, CH,), 4,35 (x,J 7,2, 2H, CH,), 6,68 (1. c,
4H, NH), 6,91 (c, 1H, Tiazoxn), 7,34-7,50 (M, 3H, Ar),
7,53 (¢, 1H, Ar). 3naigeno, %: C 50,26; H 4,12; N 20,57.
C,,H;,CIN,O,S. O64ncneno, %: C 50,43; H 4,23; N 20,76.

Etnia 4-(2-kap6amigamigo-1,3-tiazosn-4-i1)-5-
MeTua-1-(4-xnopodenin)-1H-nipazon-3-kap6-
okcwiaar (8B). Buxig - 72%. T. 1. - 218°C. Ciextp SIMP
'H (200 MI'y, DMSO-d,), 6: 1,22 (1,J 7,1, 3H, CH,CH,),
2,37 (¢, 3H,CH,), 4,24 (x,] 7,1, 2H, CH,), 6,79 (c, 1H, Ti-
azou), 6,86 (1. ¢, 4H, NH), 7,65 (c, 4H, Ar). Ciektp IMP
13C (50 MI'y, DMSO-d,), &: 11,8, 14,0, 60,4, 106,2, 117,7,
127,0 (2C),129,4 (2C), 133,2,137,5,138,8,140,6, 141,6,
156,9,162,5,174,2. 3HaiigeHo, %: C 50,65; H4,14; N 20,61.
C,;H,,CIN,O,S. O6uuncneHo, %: C 50,43; H 4,23; N 20,76.

Etuna 1-(4-6pomodenin)-4-(2-kapéamigamizo-
1,3-Tia3o1-4-i1)-5-MeTua-1H-nipa3oJi-3-kKap6-
okcuaar (8r). Buxig - 79%. T. 1. - 207°C. Cnextp AMP
'H (200 MI'y, DMSO-d,), 6: 1,21 (1,/ 7,0, 3H, CH,CH,),
2,36 (c, 3H, CH,), 4,23 (x,J 7,0, 2H, CH,), 6,78 (c, 1H,
tiason), 6,82 (m. ¢, 4H, NH), 7,57 (g, ] 8,2, 2H, Ar),
7,78 (n,] 8,2, 2H, Ar). 3naieno, %: C 45,21; H 3,93;
N 18,47. C,;H,,BrN,0,S. O6uucneno, %: C 45,44; H
3,81; N 18,70.

Etun 4-(imigaso[1,2-alnipuaun-2-i1)-5-metu-
1-peHin-1H-nipa3ou-3-kap6okcuar (11a). Bu-
xig— 61%. T. . — 133°C. Cnektp AMP H (200 MTI'n,
CDCl,), 6:1,38(t,J 7,1, 3H, CH,CH,), 2,59 (¢, 3H, CH,),
4,42 (x,]J 7,1, 2H, CH,), 6,77 (m.A.1, ] 6,8, 6,8, 1,1, 1H,
nipuaus), 7,15 (a.4.4, J 6,8, 6,7, 1,1, 1H, nipugus),

7,42-7,64 (M, 6H, Ph, nipuaun), 8,16 (a.1,/ 6,8, 1,1,
1H, nipuaun), 8,20 (c, 1H, imigazon), Cnexktp AMP
13C (50 MTI'y, CDCL,), 6: 12,4, 14,3, 60,9, 112,0, 113,0,
117,2, 124,0, 125,5, 125,8, 125,9 (2C), 128,7, 129,1
(2C), 137,3,139,1, 140,6, 140,8, 144,4, 162,9. 3Ha-
npeno, %: C 69,61; H 5,12; N 16,03. C,,H,;N,0,. 06-
yucaeHo, %: C 69,35; H 5,24; N 16,17.

Etua 1-(4-6pomodenin)-4-(imigaso[1,2-a]mi-
pUAMH-2-i1)-5-MeTua-1H-n1ipa3oJ-3-Kap6oKCcu-
aat (116). Buxig - 73%. T. 1. - 105°C. Cnektp AMP
'H (200 MI'y, DMSO-d,), 8: 1,25 (1,/ 7,2, 3H, CH,CH,),
2,56 (c, 3H, CH,), 4,29 (x, ] 7,2, 2H, CH,), 6,90 (&.z,
J 7,0, 6,8, 1H, nipugun), 7,23 (a.4, J 7,0, 8,8, 1H, mi-
puaun), 7,57 (g, J 8,8, 1H, nipugun), 7,61 (z, J 8,0,
2H, Ar), 7,80 (z, / 8,0, 2H, Ar), 8,28 (c, 1H, imizasou),
8,62 (1,/ 6,8, 1H, nipuaun). 3naigeno, %: C 56,65; H
4,16; N 13,02. C,,H,,BrN,0,. O64ucneno, %: C 56,48;
H4,03; N 13,17.

Etun 4-(imigaso[2,1-b][1,3]Tia30/1-6-i1)-5-Me-
THia-1-Ppenin-1H-nipason-3-kap6okcuiar (12a).
Buxiz - 58%. T. 1. - 135°C. Cnektp SIMP 'H (200 MTI',
CDCl,), 6:1,38(T,J 7,1, 3H, CH,CH,), 2,54 (¢, 3H, CH,),
4,41 (x,J7,1,2H,CH,), 6,81 (7, 4,4, 1H, Tiazon), 7,42-
7,56 (M, 6H, Ph + Tiazou), 8,09 (c, 1H, imizazoun), CiekTp
AMP 3C (50 MI'n, CDCLy), 6: 12,4, 14,3, 60,9, 112,0,
113,0, 116,8, 118,5, 125,8 (2C), 128,7, 129,1 (2C),
138,6, 139,1, 140,2, 140,3, 148,6, 162,9. 3HaigeHo,
%: C 61,03; H 4,65; N 15,77. C;H,N,0,S. O6uuce-
Ho, %: C 61,35; H 4,58; N 15,90.

Etun 1-(4-6pomodenin)-4-(imigaso[2,1-b][1,3]
Tia30J1-6-i1)-5-MeTn1-1H-nipa3oJi-3-Kap6oKcH-
jat (126). Buxig - 67%. T. 1. - 139°C. Cnextp AMP
'H (200 MTI'y, CDCL,), 6: 1,38 (T,J 7,1, 3H, CH,CH,),
2,54 (c, 3H, CH,), 4,41 (x,J 7,1, 2H, CH,), 6,82 (z,
J 4,4, 1H, tiazon), 7,38 (1,/ 8,5, 2H, Ar), 7,45 (1, ] 4,4,
1H, Tia3oun), 7,64 (1,] 8,5, 2H, Ar), 8,08 (c, 1H, imigazoun).
Cnektp AMP 3C (50 MI'y, CDCL,), 8: 12,4, 14,3, 61,0,
112,1, 113,14, 117,1, 118,5, 122,5, 127,3 (2C), 132,3
(2C), 138,0, 138,3, 140,2, 140,5, 148,6, 162,7. 3naii-
neHo, %: C 50,37; H 3,39; N 13,14. C,4,H,.BrN,O,S.
O6yucneHo, %: C50,13; H 3,51; N 12,99.

Etun 4-{3-(3-6pomo¢enin)-7H-[1,2,4]Tpuaso-
a0[3,4-b][1,3,4]Tiagia3un-6-i1)}-5-meTna-1-de-
HisI-1H-nipa3sou-3-kap6okcuiaat (16a). Buxia - 78%.
T. m. - 206°C. Cnexktp AMP 'H (400 MTI'u, CDCl,),
8: 1,41 (t,J 7,0, 3H, CH,CH,), 2,41 (c, 3H, CH,), 3,98
(c, 2H, CH,S), 4,45 (x, ] 7,0, 2H, CH,0), 7,33 (1,] 7,9,
1H, Ar), 7,43-7,60 (M, 6H, Ar), 8,02 (z,] 7,9, 1H, Ar),
8,24 (c, 1H, Ar). Cnektp AMP 3C (100 MI'y, CDCL,),
6: 12,2, 14,3, 27,5, 61,9, 118,0, 122,4, 125,8 (2C),
126,7,127,9, 129,5 (2C), 129,6, 130,1, 130,7, 133,1,
138,1, 141,6, 142,1, 143,4, 151,1, 151,4, 162,0. 3Ha-
nuaeHo, %: C 52,93; H 3,57; N 16,18. C,;H,,BrN,0O,S.
O6uucneno, %: C52,78; H 3,66; N 16,06.

Etuna 4-{3-(3-6pomodenin)-7H-[1,2,4]Tpnaso-
J0[3,4-b][1,3,4]Tiagia3un-6-i1)}-5-MeTri-1-(3-xs10-
podeHnin)-1H-nipa3on-3-kap6okcuaar (166). Bu-
xig — 85%. T. m. — 196°C. Cnektp AMP H (200 MTI'n,
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CDCl,), 6:1,43 (,J 7,1, 3H, CH,CH,), 2,45 (¢, 3H, CH,),
4,00 (c, 2H, CH,S), 4,47 (x,J 7,1, 2H, CH,0), 7,30-7,63
(M, 6H, Ar), 8,03 (z, J 7,0, 1H, Ar), 8,25 (c, 1H, Ar).
3unaigeHo, %: C 49,39; H 3,40; N 14,93. C,;H,;BrCl-
N,O,S. O6uucneno, %: C 49,52; H 3,25; N 15,07.

Etun 4-{3-(3-6pomodenin)-7H-[1,2,4]Tpuaso-
J0[3,4-b][1,3,4]Tiagia3un-6-i1)}-5-MeTHI-1-(4-X710-
podeHnin)-1H-nipa3o-3-kap6okcuaar (168). Bu-
xig - 71%. T. 1. - 203°C. Cnextp AMP 'H (200 MTI'L,
CDCl,), 6:1,43 (t,J 7,2, 3H, CH,CH,), 2,42 (¢, 3H, CH,),
3,98 (c, 2H, CH,S), 4,47 (x,] 7,2, 2H, CH,CH,), 7,34 (T,
J7,9,1H, Ar), 7,39-7,63 (m, 5H, Ar), 8,03 (1,/ 7,4, 1H,
Ar), 8,24 (¢, 1H, Ar). Cnextp AMP *C (50 MI'y, CDCL,), 6:
12,2,14,4,27,6,62,1,118,3,122,4, 126,7,127,0 (2C),
127,9,129,7 (2C), 130,1, 130,7, 133,1, 135,6, 136,6,
141,9, 142,1, 143,3, 151,12, 151,14, 161,8. 3natie-
Ho, %: C 49,67; H 3,16; N 15,19. C,,H;BrCIN,O,S.
O6uuncneno, %: C49,52; H 3,25; N 15,07.

Etii 1-(4-6pomodenin)-4-{3-(3-6pomodenin)-
7H-[1,2,4]Tpnasouno[3,4-b][1,3,4]Tiaaia3un-6-i1)}-
5-meTus1-1H-nipa3o-3-kap6okcuaar (16r). Bu-
xig — 89%. T. mu. — 208°C. Cnektp AMP H (200 MTI'n,
CDCl,), 6:1,43 (1,/ 7,0, 3H, CH,CH,), 2,44 (c, 3H, CH,),
4,03 (c, 2H, CH,S), 4,47 (x,] 7,0, 2H, CH,0), 7,32-7,55
(m, 3H, Ar), 7,60 (n,] 7,3, 1H, Ar), 7,69 (1, ] 7,8, 2H,
Ar), 8,04 (. c, 1H, Ar), 8,25 (¢, 1H, Ar). 3HaiigeHo,
%: C 46,08; H 3,14; N 13,77. C,,H,4Br,N,0,S. O64uc-
aeno, %: C45,87; H 3,01; N 13,95.

Etun 4-{3-(3-meTundypan-2-in)-7H-[1,2,4]tpu-
asouio[3,4-b][1,3,4]Tiagia3un-6-i1)}-5-MeTra-1-gpe-
Hi-1H-nipa3soJi-3-kap6okcuiat (17a). Buxia - 74%.
T. . - 167°C. Cnextp AMP 'H (200 MI'y, CDCL,), &:
1,42 (1, 7,1, 3H, CH,CH,), 2,39 (c, 3H, CH,), 2,46 (c,
3H, CH,), 3,97 (¢, 2H, CH,S), 4,46 (x,J 7,1, 2H, CH,0),
6,42 (0, J 1,6, 1H, 4-H-¢ypan), 7,40-7,62 (M, 6H, Ph,
5-H-¢ypan). Cnexp SIMP 3C (50 MI'y, CDCL), 6: 11,1,
11,8, 14,3, 27,6, 61,8, 114,6,117,9, 124,9, 125,8 (20),
129,4 (2C), 129,5, 136,9, 138,2, 141,5, 142,2, 1424,
143,6, 146,2, 150,9, 161,6. 3naiigeno, %: C 58,71; H
4,56; N 18,56. C,,H,,N.0,S. O6uucneno, %: C 58,92;
H 4,49; N 18,74.

Etun 4-{3-(3-meTundypan-2-in)-7H-[1,2,4]tpu-
aszouio[3,4-b][1,3,4]Tiagiazun-6-i1)}-5-MeTn-1-
(3-xs10podenin)-1H-nipa3o-3-kap6okcuaar (176).
Buxin - 84%. T. 1. - 183°C. Cnektp IMP 'H (200 MTI',
CDCly), 6:1,42 (t,J 7,1, 3H, CH,CH,), 2,40 (¢, 3H, CH,),
2,48 (¢, 3H, CH,), 3,96 (¢, 2H, CH,S), 4,47 (x,/ 7,1, 2H,
CH,0), 6,44 (m, J 1,6, 1H, 4-H-bypan), 7,35-7,55 (M,
5H, Ar, 5-H-¢ypan). 3Haitzeno, %: C 54,48; H 3,86; N
17,62. C,,H,,CIN(O,S. O6uucseno, %: C 54,71; H 3,97;
N 17,40.

Etun 5-metui-1-(4-xaopodenin)-4-{3-(3-me-
tundypan-2-in)-7H-[1,2,4]rpuasono|3,4-b][1,3,4]
Tiagia3uH-6-i1)}-1H-nipa3o0.1-3-kap6okcuaar (178).
Buxijg — 85%. T. 1. - 147°C. Cnextp AMP H (200 MI'n,
CDCly), 6:1,42 (1] 7,2, 3H, CH,CH,), 2,40 (¢, 3H, CH,),
2,46 (c, 3H, CH,), 3,96 (¢, 2H, CH,S), 4,46 (x,/ 7,2, 2H,
CH,0), 6,43 (z, ] 1,6, 1H, 4-H-dypan), 7,43 (&, ] 9,0,
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2H, Ar), 7,45 (. ¢, 1H, 5-H-¢ypan), 7,52 (g,/ 9,0, 2H,
Ar). Cnextp AMP 3C (50 MI'y, CDCL,), 8: 11,1, 11,8,
14,3,27,6,62,0,114,6,118,2,125,1,127,0 (2C), 129,6
(2C), 135,5,136,7,136,9, 138,3, 142,2, 142,4, 143,6,
146,2,150,8, 161,8. 3natigeHo, %: C 54,53; H 4,09;
N 17,16. C,,H,,CIN.O,S. O64yucneno, %: C 54,71; H
3,97; N 17,40.

Etun 1-(4-6pomodenin)-4-{3-(3-metnidpypan-
2-in)-7H-[1,2,4]Tpnasosno|3,4-b][1,3,4]Tiagiazun-
6-i1)}-5-meTna-1H-nipasoi-3-kap6okcuaar (17r).
Buxig — 73%. T. 1. - 178°C. Ciextp AMP 'H (200 MI'L,
CDCl,), 6:1,42 (1,/ 7,1, 3H, CH,CH,), 2,40 (c, 3H, CH,),
2,46 (c, 3H, CH,), 3,96 (¢, 2H, CH,S), 4,46 (x,/ 7,1, 2H,
CH,0), 6,43 (u. c, 1H, 4-H-dbypan), 7,37 (1, 7,6, 2H,
Ar), 7,46 (u c, 1H, 5-H-dypan), 7,68 (1,] 7,6, 2H, Ar).
3uaiizeHo, %: C49,89; H 3,75; N 15,78. C,,H,,BrN,0.S.
O6uucneno, %: C 50,10; H 3,63; N 15,94.

Etun 4-{3-(2-metundypan-3-in)-7H-[1,2,4]tpu-
asouio[3,4-b][1,3,4]Tiagia3un-6-i1)}-5-meTHir-1-(3-
xynopo¢enia)-1H-nipa3on-3-kap6okcuiar (18a).
Buxin - 75%. T. 1. - 162°C. Cnektp IMP 'H (400 MTI',
CDCLy), 6:1,42 (t,J 7,1, 3H, CH,CH,), 2,40 (c, 3H, CH,),
2,68 (c, 3H, CH,), 3,95 (¢, 2H, CH,S), 4,46 (x,/ 7,1, 2H,
CH,CH,), 6,87 (n,] 1,9, 1H, ¢ypan), 7,33 (,/ 1,9, 1H, dy-
paH), 7,46-7,58 (M, 5H, Ph). Ciektp IMP 3C (100 MT'1,
CDCL),6:12,0,13,8,14,3,27,7,61,8,107,0,109,9, 118,3,
125,7 (2C),129,4 (2C), 129,5,138,2,140,6,141,2,141,5,
141,9, 148,3, 150,4, 154,4, 162,0. 3naiigeHo, %: C
58,71; H 4,56; N 18,59. C,,H,,N,0,S. O6uucneno, %:
C58,92; H4,49; N 18,74.

Etni 4-{3-(2-metundypan-3-in)-7H-[1,2,4]tpu-
asousio[3,4-b][1,3,4]Tiagia3un-6-i1)}-5-MmeTHI-1-(3-
xysopo¢eHin)-1H-nipa3zos-3-kap6okcuiar (186).
Buxig — 83%. T. 1. — 158°C. Ciektp AMP H (200 MTI'L,
CDCly), 6:1,42 (1,J 7,1, 3H, CH,CH,), 2,42 (¢, 3H, CH,),
2,68 (¢, 3H, CH,), 3,95 (¢, 2H, CH,S), 4,46 (x,/ 7,1, 2H,
CH,0), 6,86 (1, 1,7, 1H, 4-H-dbypan), 7,34 (n,] 1,7,
1H, 5-H-bypan), 7,36-7,55 (M, 4H, Ar). 3naiigeHo, %:
C54,53; H4,09; N 17,26. C,,H,,CIN,O,S. O64ucieHo,
%: C54,71; H3,97; N 17,40.

Etun 4-{3-(2-meTundypan-3-i1)-7H-[1,2,4]tpu-
asouio[3,4-b][1,3,4]Tiagia3un-6-i1)}-5-MmeTHII-1-(4-
xsopo¢enia)-1H-nipa3os-3-kap6okcuiar (188).
Buxig — 75%. T. 1. - 178°C. Ciextp AMP 'H (200 MI'1,
CDCL), 6: 1,42 (T, 7,1, 3H, CH,CH,), 2,40 (c, 3H, CH,),
2,67 (¢, 3H, CH,), 3,94 (c, 2H, CH,S), 445 (x,/ 7,1, 2H,
CH,0), 6,85 (1. ¢, 1H, 4-H-dypan), 7,27-7,60 (M, 5H, Ar,
5-H-¢ypan). Cnexktp AIMP 3C (50 MI'y, CDCL), 6: 11,8,
13,8,14,3,27,7,61,9,96,9,107,0,109,9,118,6,126,9 (2C),
129,6 (2C),135,5,136,7,140,6,141,1,141,9, 148,3,150,2,
154,4, 161,7, 3nakgeno, %: C 54,95; H 4,18; N 17,02.
C,,H,4CIN,0,S. O6uucneno, %: C 54,71; H 3,97; N 17,40.

Etun 1-(4-6pomodenin)-4-{3-(2-metnidpypan-
3-in)-7H-[1,2,4]Tpuasouno|3,4-b][1,3,4]Tiagia3nn-
6-i1)}-5-meTnn-1H-nipa3soun-3-kap6okcuaar (18r).
Buxig — 72%. T. . — 196°C. Ciektp SIMP 'H (200 MT'L,
CDClL,), 6: 1,42 (1,] 7,1, 3H, CH,CH,), 2,40 (c, 3H, CH,),
2,68 (c, 3H, CH,), 3,95 (¢, 2H, CH,S), 4,45 (x,/ 6,8, 2H,
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CH,0), 6,86 (. c, 1H, 4-H-dypan), 7,33 (w. ¢, 1H, (6-MeTuanipuauH-2-in)TioceyoBUHOI0, 1-ryaHiani-
5-H-dypan), 7,38 (1,] 8,2, 2H, Ar), 7,68 (1,/ 8,2, 2H, Ar).  Tioce4oBHHOM, 2-aMiHOMiPUIUHOM, 2-aMiHOTia30/10M,
3naizgeHo, %: C50,26; H 3,78; N 15,81. C,,H,,BrN,0,S.  4-amino-5-apus(retapuni)-2,4-gurigpo-3H-1,2,4-tpu-
O6uucneno, %: C 50,10; H 3,63; N 15,94. a30J1-3-TioHaMU ofiepkaHo 1-apuinipa3o.u 3 Tiazo-
BUCHOBKM JIbHUMHY, iMiZ1a30[1,2-a]nipuguHoBuMy, imigaso[2,1-b]
[1,3]TiazonpHuMY, [1,2,4] TpHaszono[3,4-b][1,3,4]Tia-

B3aemogieto eTus 1-apui-4-(6pomaneTusi)-5-Me-  [Aia3MHOBUMM 3aMiCHUKaMHU y N0JIOXKEHHI 4 nipa3osib-
Tu-1H-nipasosi-3-kap6okcuaaTiB 3 TiobeH3aMiZloM, HOTO LIUKJIY.
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