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Cnocib ogepxaHHsa noxigHux [1,3]tiazono[5,4-blnipnamnHis 3aransHoi hopmynu:

R NN
N
N/ S

ae Ri=H, Br, CF3, COOCHs, Cl, R.=CH3s, CH2ClI, CeéHs, COOCH3, CH.COOCHs3,

Wwnsaxom B3aemodil noxigHUX 3-amiHONipMAMHIB 3  XnopaHrigpygamu  KACNOT B OpraHiyHOMY
PO3YMHHWKY B MPUCYTHOCTI KOHAEHCYHYOro areHta. Ak noxigHi 3-amiHonipuauHiB 3aCTOCOBYIOTb
cnonyku, BubpaHi 3 pagy: 5-6pom-3-amiHonipugunH-2-tion, 5-TpudtopmeTnn-3-amiHonipuanH-2-Tion,
5-xnop-3-amiHonipyanH-2-tion, meTun  3-amiHonipuanH-2-Tion-5-kapbokcmnaT, K  opraHivyHun
PO3YMHHUK BUKOPUCTOBYIOTb XNOPOdOPM. HAK KOHAEHCYHUYMW areHT - TpudTOPOLITOBY KUCHOTY, 3
noganbLlUnUM BUAINEHHAM LiNbOBMX NPOAYKTIB 3aranbHOMPUAHATMN METO4aMMU.
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KopucHa mopenb HanexuTb A0 OpraHiyHoi ximii, a came Ao cnocoby cuHTe3y MNoXigHUX
[1,3]triazono[5,4-b]nipuaunHis 3araneHoi popmynu:

R NN
| \>7R2
N/ S

ae Ri=H, Br, CF3, COOCHgs, Cl, R.=CH3s, CH2ClI, CsHs, COOCH3, CH.COOCH:s.

Cepea noxigHux 1,3-TiazononipuaunHie 3HangeHi Crnonyku, LWo MarTb NpoTusananbHi BNacTUBOCTI
[1,2], npoTunyxnuHHi [2-5], aHTUOKCMAAHTHI [6], NPOSBMAITL AHTUMIKPOOHY akTMBHICTb [7-9]. Ha
TEnepiLwWHin Yac iCHye NiABMLIEHUA iHTepec OO0 AM3alHy, CUHTEe3y Ta OLUiHKM 6ionoriYyHOi akTUBHOCTI
Tiazono[5,4-b]nipnguny [10].

HasBHicTb pyHKUiOHanbHUX rpyn, Takmx gk ©6pom, kapbokcunbHa rpyna, B [1,3]tia3ono[5,4-
blnipuanHax gae MoxnmBICTb AN XiMiYHOrO AU3anHy MOMNEKynu WNSXoM i TpaHcdopmallii.

Cnonyku Takoro TUNy MOXyTb 3HaWTU 3aCTOCYBaHHSA SIK BiOAKTUBHI pEYOBUHM, @ TAKOX SIK KIHOYOBI
06'ekTV AN pauioHanbHOro An3anHy CUCTEM i3 BUPaXXEHOI (hapMaKooriYHO Si€to.

Hanbnwkuum go cnocoby, Wwo 3asdBnseTbCs, BMOpaHO Bigomui cnocib (cxema 1) ogepxaHHsA
noxigHux [1,3]riazono[5,4-b]nipuaunHie (4), skun nonsirae y B3aemogii 2-xnop-3-amiHonipuanHia (1) 3
XropaHrigpugamm KucnoT (2) 3 oTpUMaHHAM BignoBigHMX amigis (3) i noganbLio uuknisauieto amigis
(3) kmn'aTiHHAM 3 neHTacynbdigom docdopy B cepenoBuLli NipUAMH-KCUITON BNpodoBX 18 roguH.
BaranbHun nepiog nepebiry peakuii TpuBae 48 roguH. Llen cnocib BMGpaHuin Hanbnmx4mm aHanorom
[11].

o)
\
R NH R NH
XX 2 X P,S, R N N
| , Recocl — = | T, | N\ g
— = 2
N cl 2 N cl N/ s
1 1 4

Cxewma 1

Heponikamu BigoMoro cnocooy e€:

1. [iBocTagivHiCTb npouecy.

2. 3aBenukni Yac peakuii - 48 roguH (Ha asi ctagii).

3. BrkopuCTaHHs BEMUKNX KiNMbKOCTEN TOKCWYHWX peareHTiB: NipuauHy, KCUIony Ansd peakuii, a
TakoxX neHtacynbdigy dpocdopy.

4. CymapHui BuXig LinboBMXx npoAykTiB cknagae 41-80 %. Tobto Garato 3 HUX OOepXylTb 3
HU3bKUM BUXOOOM.

B ocHoBy KopuCHOI Mofeni noctaBneHo 3agady B cnocobi ogepxaHHs noxigHux [1,3]tiazono[5,4-
blnipnauHiB LWNSXOM 3MiHWM TEXHOMNOTMYHOro NpoLecy-oAepXKaHHSA aMigiB Ta ix uuknisauito - Ha npsamy
umknisauito 5-Ri-3-amiHonipuaunH-2-Tionis xnopaHrigpugamMmu KUCNoT Yy MPUCYTHOCTI KaTanisatopa Ta
KOHZEHCYHOYOro areHTa - TpMdTOPOLITOBOI KUCIOTH, L0 AO3BOSNMIIO CUHTE3YBaTK LiNbOBI MPOAYKTH, a
came noxigHi 6-Ri-2-R2-[1,3]tia3ono[5,4-b]nipngnHie, B OOHY TEXHOMOrYHY CTagild 3 BUCOKUMM
BMXOAaMM, YACTOTO KiHLEBMUX NPOAYKTIB i NPOCTMM CNOCOOOM BuAineHHs. 3anponoHOBaHMIM cnocib €
OinbLl €KOHOMIYHMM, TOMY LLO NPOBOAMTBLCA B OAHY TEXHOSMOrIYHY cTagito Bnpogosx 10 roamH 3amicTtb
48 roguH 3a BigOMMM CNOCOOOM i JO3BOMSE CMHTE3YBATKM LiNbOBI MPOAYKTK 3i CTabinbHNUM CymMapHUM
Buxoaom 70-82 %.

MocTaBneHa 3ajaya BUPILYETLCA TUM, LIO 3anpornoHOBaHO Crnocid ogepXaHHs MOXigHWX
[1,3]triazono[5,4-b]nipuauvHis 3araneHoi hopmynu:
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R N

AN
Nr,
N/ S

Ae Ri=H, Br, CFs, COOCHs, Cl, R2=CHs, CH2Cl, CeéHs, COOCH3, CH2COOCHj,

LWNAXOM B3aemogii noxigHux 3-amiHOMipUAMHIB 3  XMopaHrigpygamu KACroT B OpraHiyHoOMy
PO3YMHHUKY B MPUCYTHOCTI KOHOEHCYOYOro areHTta, 3rigHO 3 KOPWCHOK MOZENNH, SK noxigHi 3-
aMiHoMipnanHiB 3aCTOCOBYHOTb CMONYKKW, BUOpaHi 3 psagy: 5-Opom-3-amiHonipuguh-2-Tion, 5-Tpu-
dpTopmeTUn-3-amiHonipnamnH-2-tion, 5-xnop-3-amiHonipuanH-2-Tion, Metun 3-ami-HonipuamuH-2-Tion-5-
KapbokcunaT, K OpraHiyHWi PO34YMHHMK BUKOPUCTOBYHOTH XJTIOPOGOPM, a SK KOHAEHCYHUMIN areHT -
TPUPTOPOLTOBY KWCMOTY, 3 nodanblUMM BUAOIMEHHAM UiNbOBUX MNPOAYKTIB 3aranibHONMPUNHATUMM
MeToLaMMu.
Cnocib ogepkaHHA CNonyk, WO 3aABMSETHCS, iNOCTPYETLCA CXEMOHO 2.

R NH, R
N
N CF,COOH A RN
_ . Recocl P R>
N SN 6-11 CHClI, N S
15 12-28

pge 1 Ri=H; 2 R1=Br; 3 Ri=CF3; 4 R1i=COOCHS3; 5 R1=Cl; 6 R2=CHs; 7 R2=CHzCI; 8 R>=Ph; 9
R2>=COOCHS3; 10 R2 =CH2COOCHSs; 11 R2=3-Br-Ph; 12 Ri=H, R2=CHs; 13 Ri=H, R2=CH2CI; 14 Ri=H,
R>=Ph; 15 Ri1=H, R2=COOCHS3; 16 R1=Br, R2=CH3s; 17 R1=Br, R2=CH2CI; 18 R1=Br, R>=Ph; 19 R1=Br,
R2=COOCHS3; 20 Ri=Br, R2>=CH2COOCHSs3; 21 Ri=CFs, R2=CH:CI; 22 Ri=CFs;, R2=Ph; 23
R1=COOCHs, R2=CHs; 24 R1i=COOCHS3, R2=Ph; 25 R1=Cl, R2=CHzCI; 26 R1=Cl, R2=Ph; 27 R1=Cl,
R2=COOCHs3; 28 R1=Br, R2=3-Br-Ph.

Cxewma 2

Mi>k CyKyMnHIiCTIO O3HaK KOPWUCHOI Modeni i TeXHiYHUM pes3ynbTaToM, SIKOro AocsarawTb npu i
peanisauii, icCHye NPpUYNHHO-HACMIOKOBUI 3B'A30K.

CknapgoBi BMXiOHI CMONyKW, peareHTU Ta PeXMMU BiOOMOI TEXHOSOri He MOXyTb 3abe3neyntu
€KOHOMIYHICTb, 6e3neYHicTb, eKOMOriYHICTb, LUMPOKUA acOPTUMEHT OoAepXXaHuX NpPoAyKTiB. Heaoniku
BiJOMOI TexHOrorii ycyBalTbCs CNocoboM, o 3aaBnseTscs. 5-Ri-3-AmiHonipugnH-2-Tionun (1-5) -
OOCTYMHI CNONyKn, METOAMN CUHTE3Y sikMX Aobpe BignpauboBaHi [12]. OgepXaHHSA LWMPOKOro cnekTpa
noxigHux 2-R2-6-Ri1-[1,3]ria3ono[5,4-b]nipugunHis 3a cnocobom, Lo 3aABNSETHCS, BigOynoch 3aBasiku
KOPiHHIN 3MiHi TEXHOMOrYHOro Mpouecy - OAepXKaHHs amigiB Ta iX UMKMi3auito 3aMiHUMM Ha npsiMy
umknisauito 5-Ri-3-amiHonipuauH-2-TioniB xnopadrigpugamMmm KUCroT Y MPUCYTHOCTI KaTanisatopa i
O[HOYaCHO KOHAEHCYKYOro areHTa i OogHo4yacHO kaTamnizatopa - TPUETOPOLTOBOI KWACMOTW, LLO
O03BOMNWMNO CUHTE3YBaTW LiNbOBI NPOAYKTK, @ caMe noxiaHi 6-Ri1-6-R2-[1,3]Tia3ono[5,4-b]nipuauvHie, B
OfHY TEeXHOMOoriYHy cTafito 3i cTabinbHO BUCOKMMUW BUXOOAMM, YUCTOTOK KiHLEBMX MNPOAYKTIB i
nNpocTMM CrnocodoM BUAINEHHSA. 3anponoHoBaHWi crnocidb € Oinbll  eKOHOMIYHMM, TOMY Lo
NPOBOAUTLCA B OOHY TexHonoriyHy cragito BnpogoBx 10 roguH i JO3BONSE CUHTE3yBaTWU LiNbOBI
npoayKkTn 3 cymapHum suxogom 70-81 %.

KopucHa mopenb inoCTpyeTbCa 3arafnbHUM MeETOAOM ofepXaHHs noxigHux [1,3]tiasono[5,4-
6]nipnanHiB Ta (i3NKO-XIMIYHHUMKU XapakTepUCTUKaMmn BCiX CUHTE30BaHUX cronyk. BuxigHi noxigHi 5-
R1-3-amiHonipmaunH-2-tiony (1-5) oTpumytoTh 3a BigoMMMK meToankamu [12].

BaranbHa MeToAMKa ofgepXaHHs noxigHux 6-Ri-2-Rz-[1,3]tia3ono[5,4-blnipnanHis (12-28). Oo
cycnensii 0,01 monb 5-Ri-3-amiHonipnamH-2-tiony (1-5) pogatoTts 0,015 Momnb  BignosigHoro
xnopaHrigpygy (6-11) i cymiw kun'atate BApogoBX 6 roauH. OxonogxywTb A0 KiMHaTHOI
TemnepaTtypu Ta gogawTb 3 M TPMATOPOLTOBOI KUCAOTU. PO34YnH kMn'atate 4 roguHn. Po3umHHMK
BMOANATb Yy BakyyMi i 4O 3anuwiky gogarwTb 5 % po3unHy kapboHaTty HaTtpito go pH 7,5-8,0. Ocag
BiAMINbTPOBYIOTh, NPOMUBAIOTL BOAOHD, CyLLATb.

Mpuknag 1. Cnoci®6 opepxaHHa 2-meTtun-[1,3]Tia3ono[5,4-blnipnamHy (12). OTpumyloTb 3a
3aranbHOK MeTOAUKO, BUKOPUCTOBYOUM 3-aMiHonipnanH-2-tion (1) Ta xnopuctui auetun (6). Buxig
72 %. T.1.30-31 °C. H AMP (400 MHz, DMSO-ds) cnextp, o, ppm (J, Hz): 2,80 (3H, ¢, CHzs), 7,75
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(1H, m, H-6), 8,28 (1H, g, J=8,0, H-7), 8,63 (1H, a, J=4,0, H-5). Mac-cnekTp, m/z (isigs, %): 151 [M+H]*
(100). 3nangeHo, %: C 55,93; H 4,06; N 18,61. C7HsN2S. ObumncneHo, %: C 55,97; H 4,03; N 18,65.

Mpuknag 2. Cnocib opepxaHHa 2-xnopmetun[1,3]tiazono[5,4-blnipnanHy (13). OTpumytoTb 3a
3aranbHOK METOOMKOI, BMKOPUCTOBYOYM 3-amiHonipuamH-2-Tion (1) Ta xnopauetun xnopug (7).
Buxig 78 %. T.1.76-77 °C. *H AMP (400 MHz, DMSO-ds) cnekTp, 8, ppm (J, Hz): 4,90 (2H, ¢, CH2C1),
7,73 (1H, m, H-6), 8,30 (1H, g, J=8,0, H-7), 8,60 (1H, A, J=4,0, H-5). Mac-cnektp, M/z (lsias, %): 184
[M+H]* (100). 3HangeHo, %: C 45,50; H 2,70; N 15,19. C7HsCIN2S. O64ymcneHo, %: C 45,53; H 2,73;
N 15,17.

Mpuknag 3. Cnocib ogepxaHHa 2-geHin[1,3]Tiasono[5,4-b]nipuanHy (14). OTpumyloTb 3a
3aranbHOK METOAMKOW, BUKOPUCTOBYOUYM 3-amiHonipuguH-2-Tion (1) Ta 6eH3oin xnopua (8). Buxig
77 %. T.1. 121-122 °C. H AMP (400 MHz, DMSO-ds) cnektp, d, ppm (J, Hz): 7,50-7,57 (3H, m, H-
3.4'5", 7,78 (1H, m, H-6), 8,08 (2H, g, J=8,4 H-2'6"), 8,70 (1H, g, J=8,0, H-7), 8,85 (1H, g, J=4,0, H-
5). Mac-cnektp, m/z (lsign, %): 213 [M+H]* (100). 3HangeHo, %: C 67,95; H 3,82; N 13,18. C12HsN-2S.
O6uuncneHo, %: C 67,90; H 3,80; N 13,20.

Mpuknag 4. Cnocid6 opgepxaHHsa wmetun [1,3]tiazono[5,4-blnipuaun-2-kapbokeu-naty (15).
OTpvMytoTb 3a 3aranbHOK METOAMKOK, BUKOPUCTOBYKOUM 3-amiHonipuauH-2-tion (1) Ta meTtun 2-
xnop-2-okcoauetart (9). Buxig 75 %. T.1. 152-153 °C. *H AMP (400 MHz, DMSO-ds) cnekTtp, o, ppm
(J, Hz): 3,99 (3H, ¢, COOCHgs), 7,75 (1H, m, H-6), 8,68 (1H, A, J=8,0, H-7), 8,83 (1H, g, J=4,0, H-5).
Mac-cnektp, M/z (lsign, %0): 195 [M+H]* (100). 3HangeHo, %: 49,43; H 3,14; N 14,40. CsHsN20:S.
O6uncneHo, %: C 49,47; H 3,11; N 14,42.

Mpuknag 5. Cnocib ogepxaHHs 6-6pom-2-meTun[1,3]Tiazono[5,4-bJnipuanny (16). OTpumyoTh 3a
3aranbHOK METOAMKOI, BUKOPUCTOBYHOUM 3-aMiHO-5-OpomnipnanH-2-Tion (2) Ta XMOpuUCTUIA aueTun
(6). Buxig 73 %. T.1. 112-113 °C. 'H AMP (400 MHz, DMSO-ds) cnekTp, 0, ppm (J, Hz): 2,84 (3H, c,
2-CHa), 8,66 (1H, a, J=2,0, H-5), 8,58 (1H, a, J=2,0, H-7). Mac-cnektp, Mm/z (lsigs, %): 231 [M(81Br)+H]*
(74), 229 [M("Br)+H]* (70). 3HangeHo, %: C 36,74; H 2,22; N 12,20. C7HsBrN2S. O6uucneHo, %: C
36,70; H 2,20; N 12,23.

Mpuknag 6. Cnocib ogepxaHHs 6-6pom-2-xnopmeTtun[1,3]tiazono[5,4-blnipuanHy  (17).
OTpvMytoTb 3a 3aranbHO METOAMKOW, BUKOPUCTOBYIOYM 3-aMiHO-5-6pomnipmauH-2-tion (2) Ta
xnopaueTun xnopug (7). Buxig 81 %. T.1.78-79 °C. 1H AMP (400 MHz, CDClIs) cnektp, 8, ppm (J, Hz):
4,90 (2H, c, CHCI), 8,37 (1H, g, J=2,0 Hz H-7), 8,64 (1H, A, J=2,0 Hz H-7). Mac-cnekTp, m/z
(Isign, %): 263 [M+H]* (100). 3HangeHo, %: C 31,94; H 1,50; N 10,67. C7H4BrCIN2S. O6uncneHo, %: C
31,90; H 1,53; N 10,63.

Mpuknag 7. Cnoci6 ogepxaHHA 6-6pom-2-deHin[1,3]Tiasono[5,4-blnipnamny (18). OTpumytoTh 3a
3aranbHOK METOAMKOK, BUKOPUCTOBYHOUN 3-aMiHO-5-6pomnipu-anH-2-Tion (2) Ta 6eHs3oin xnopug (8).
Buxig 82 %. T.1.171-172 °C. *H AMP (400 MHz, CDCIls) cnektp, o, ppm (J, Hz): 7,51-7,57 (3H, m, H-
3'.4'5'"), 8,09 (2H, g, J=8,0 H-2'6"), 8,42 (1H, @, J=2,0, H-7), 8,62 (1H, &, J=2,0, H-5). 13C NMR
spectrum (125,7 MHz, CDCls), 8, ppm: 170,44, 156,57, 148,21, 147,74, 133,05, 132,25, 131,92,
129,15 (2C), 127,66 (2C), 118,02. Mac-cnektp, m/z (lsign, %): 291 [M+H]* (100). 3HangeHo, %: C
49,54; H 2,45; N 9,60. Cl2H7BrN2S. O6uncneHo, %: 49,50; H 2,42; N 9,62.

Mpuknag 8. Cnocib ogepxkaHHa meTun 6-6pom-[1,3]tiazono[5,4-blnipuann-2-kapbokcunaty (19).
OTpuMytoTb 3a 3aranbHOK METOAMKOK, BUKOPUCTOBYOUN 3-amiHO-5-6pomnipuanH-2-tion (2) Ta metun
2-xnop-2-okcoauetart (9). Buxig 79 %. T.T.211-212 °C. *H AMP (400 MHz, CDCls) cnekTp, 8, ppm (J,
Hz): 4,09 (3H, ¢, COOCHz3), 8,58 (1H, g, J=2,0, H-7), 8,77 (1H, g, J=2,0, H-5). Mac-cnekTp, m/z
(lsign, %): 273 [M+H]* (100). 3HangeHo, %: C 35,14; H 1,86; N 10,27. CsHsBrN202S. O64ucneHo, %: C
35,18; H 1,85; N 10,26.

Mpuknag 9. Cnocib6 ogepxaHHs MeTun (6-6pom-[1,3]tiasono[5,4-b]nipugnH-2-in)-auetaty (20).
OTpuMytoThb 3a 3arafibHOK METOAMKOK, BUKOPUCTOBYHOUM 3-amiHO-5-6pomnipuanH-2-Tion (2) Ta Metun
3-xnop-2-okconponanat (10). Buxig 70 %. T.1.97-98 °C. H AMP (400 MHz, CDCEP) cnektp, 8, ppm
(J, Hz): 3,81 (3H, c, COOCHs3), 4,19 (2H, ¢, CH>), 8,37 (1H, ¢, H-7), 8,64 (1H, ¢, H-5). Mac-cnekTp,
M/z (lsign, %): 287 [M+H]* (100). 3HangeHo, %: C 37,68; H 2,43; N 9,74. CoH7BrN202S. O6uncneHo,
%: C 37,65; H 2,46; N 9,76.

Mpuknag 10. Cnocib ogepxaHHsa 6-TpudptopmeTnn-2-xnopmeTtunn[1,3]tiaszono[5,4-blnipnanHy (21).
OTpuMytoTh 3a 3arasibHOK METOOUKOK, BUKOPUCTOBYOUYM 3-aMiHO-5-TpudTtopmeTunnipnguH-2-tion (3)
Ta xnopauetun xnopug (7). Buxig 77 %. T.1.59-60 °C. 'H NMR (400 MHz, CDCls): 4,95 (2H, c,
CH:CI), 8,50 (1H, c, H-5), 8,92 (1H, ¢, H-7). **®F NMR (376 MHz, CDCls): -61,76. Mac-cnektp, m/z (lrel,
%): 251 [M+H]* (100). 3HangeHo, %: C 42,91; H 2,05; N 5,55. CoHsCIF3NS. O6umncneHo, %: C 42,95;
H 2,00; N 5,57.

Mpuknag 11. Cnocib6 opgepxaHHs 6-TpudTopmeTun-2-ceHin[1,3]tiazono[5,4-bjnipugnHy (22).
OTpumytoTb 3a 3aranbHOK METOAMKON, BUKOPUCTOBYOUM 3-aMiHO-5-TpudTopmeTunnipnanH-2-tion (3)
Ta 6eH3o0in xnopupa (8). Buxig 72 %. T.1.136-137 °C. *H AMP (400 MHz, CDClz) cnektp, 8, ppm (J,
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Hz): 7,41-7,62 (H-3',4'5"), 8,09 (2H, A, J=8,0 H-2',6"), 8,49 (1H, c, H-5), 8,82 (1H, ¢, H-7). 1°®F NMR
(376 MHz, CDCl3): -61,71. Mac-cnektp, m/z (lrel, %): 281 [M+H]* (100). 3HangeHo, %: C 55,74; H
2,55; N 10,05. CisH7F3N2S. O6uucneHo, %: C 55,71; H 2,52; N 10,00. MNMpuknag 12. Cnoci®
ofgepxaHHa metun  2-meTtun[1,3]riasono[5,4-b]nipnaun-6-kapbokcmnaty (23). OTpumyloTb  3a
3aranbHOK METOAMKOK, BUKOPUCTOBYHOUMM MeTun 3-amiHonipyauH-2-tion-5-kapbokcunat (4) Ta
xnopuctuin auetun (6). Buxig 74 %. T.1. 132-133 °C. 'H AMP (400 MHz, DMSO-de) cnektp, &, ppm
(J, Hz): 2,86 (3H, c, CH3), 3,92 (3H, ¢, COOCHs3), 8,60 (1H, ¢, H-7), 9,00 (1H, s, H-5). Mac-cnekTp,
M/z (lsign, %0): 209 [M+H]* (100). 3HangeHo, %: C 51,95; H 3,84; N 13,47. CoHsN202S. O64mcneHo, %:
C51,91; H 3,87; N 13,45.

Mpuknag 13. Cnoci6 ogepxaHHa meTun 2-deHin(1,3]Tiaszono[5,4-b]nipnanH-6-kapbokecunary (24).
OTpymytloTb  3a 3arafibHOK  METOAMKOW, BUKOPUCTOBYKYM MeTun  3-aMiHonipuguH-2-Tion-5-
kapbokcunat (4) Ta 6eH3oin xnopug (8). Buxig 80 %. T.1.166-167 °C. 'H AMP (500 MHz, CDCls)
cnektp, 6, ppm (J, Hz): 4,01 (3H, c, COOCHs), 7,52 (3H, m, H-3',4',5", 8,10 (2H, g, J=7,0 H-2',6"), 8,83
(1H, @, J=I, 5, H-7), 9,16 (1H, g, J=I, 5, H-5). Mac-cnekTp, m/z (W%): 271 [M+H]* (100). 3HangeHo, %:
C 62,27; H 3,70; N 10,33. C14H10N202S. O6uncneHo, %: C 62,21; H 3,73; N 10,36.

Mpuknag 14. Cnoci6 opepxaHHsa  6-xnop-2-xnopmeTtun(1,3]Tiasono[5,4-blnipuanHy  (25).
OTpvMytoTb 3a 3aranbHOK METOAMKOK, BUKOPUCTOBYHOUM 3-amiHo-5-xnopnipngmH-2-Tion (5) Ta
xnopaueTtunn xnopug (7). Buxig 78 %. T.1.96-97 °C. 'H AMP (400 MHz, CDCIs) cnektp, 0, ppm (J,
Hz): 4,92 (2H, ¢, CH2CI), 8,38 (1H, g, J=2,0 Hz H-7), 8,62 (1H, g, J=2,0 Hz H-5). Mac-cnekTtp, m/z
(lsign, %): 218 [M+H]* (100). 3HangeHo, %: C 38,40; H 1,81; N 12,75. C7H4CI2N2S. O6uncneHo, %: C
38,37; H 1,84; N 12,79.

Mpuknag 15. Cnocib ogepxaHHsa 6-xnop-2-deHrin(1,3]Tiasono[5,4-b]nipuanHy (26). OTpumytoTb 3a
3aranbHOK METOAMKOI, BUKOPUCTOBYOUM 3-aMiHO-5-xnopnipu-gun-2-tion (5) Ta 6eH3oin xnopua (8).
Buxig 79 %. T.1. 168-169 °C. *H AMP (400 MHz, CDCls) cnektp, 8, ppm (J, Hz): 7,51-7,57 (3H, m, H-
3'.4'5", 8,09 (2H, g, J=8,0 H-2',6"), 8,42 (1H, g, J=2,0, H-7), 8,62 (1H, ¢, J=2,0, H-5). Mac-cnekTtp, m/z
(lsign, %): 246 [M+H]* (100). 3HarngeHo, %: C C 58,46; H 2,84; N 11,32. C2H7CIN2S. O6uuncneHo, %: C
58,42; H 2,86; N 11,35.

Mpuknag 16. Cnoci6 ogepxaHHa metun 6-xnop[1,3]Tiasono[5,4-blnipnanH-2-kap-6okcunaty (27).
OTpvMytoTb 3a 3aranbHOK METOAMKOK, BUKOPUCTOBYIOUM 3-amiHO-5-xnopnipuamnH-2-tion (5) Ta metun
2-xnop-2-okcoauetar (9). Buxig 70 %. T.1.186-187 °C. *H AMP (400 MHz, CDCls) cnektp, 8, ppm (J,
Hz): 4,10 (3H, ¢, COOCH?3), 8,60 (1H, g, J=2,0, H-7), 8,79(1 H, g, J=2,0, H-5). Mac-cnektp, m/z
(lsign, %): 228 [M+H]* (100). 3HangeHo, %: C C 42,07; H 2,17; N 12,21. CsHsC1N202S. O64ncneHo,
%: C 42,02; H 2,20; N 12,25.

Mpuknag 17. Cnocib opgepxaHHA 6-6pom-2-(3-6pomderin)[1,3]tiaszono[5,4-b]nipugnHy (28).
OTpvMytoTb 3a 3arafibHOK METOAMKOK, BUMKOPUCTOBYHOUM 3-amiHo-5-6GpomnipnanH-2-Tion (2) Ta 3-
©pombeHzoin xnopug (11). Buxig 80 %. T.1. 180-181 °C. *H AMP (400 MHz, CDCls) cnekTp, 0, ppm
(J, H2): 7,39 (1H, c, Hapom), 7,67 (1H, ¢, Hapom), 7,97 (1H, c, Hapom), 8,24 (1H, ¢, Hapom), 8,41
(1H, ¢, H-7), 8,63 (1H, ¢, H-5). Mac-cnektp, m/z (lsign, %): 370 [M+H]* (100). 3HangeHo, %: C 38,98; H
1,59; N 7,64. C12HsBr2N2S. O64umcneHo, %: C 38,95; H 1,63; N 7,57.
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®OPMYIA KOPUCHOI MOJEN!I

Cnocib ogepxaHHs noxigHux [1,3]tiazono[5,4-b]nipuamnHis 3aranbHoi hopmynu:

R NN
—
N/ S

Ae Ri=H, Br, CF3, COOCHs, Cl, R2=CHs, CH2ClI, CsHs, COOCHs, CH2COOCHs,

LWAAXOM B3aeMogii MoxigHWx 3-amiHOMIpUAMHIB 3 XNOpaHrigpuaamMmm  KUCIOT B OpPraHivyHOMy
PO3YNHHWUKY B MPUCYTHOCTI KOHAEHCYKOYOro areHTa, dkMi BIiAPI3HAETbCA TUM, WO SK MNOXigHi 3-
aMiHonipnanHiB  3aCTOCOBYIOTH  CMONykW, BubpaHi 3 psay: 5-6pom-3-amiHonipyauH-2-tion, 5-
TpupTopmeTun-3-amiHonipuanH-2-Tion, 5-xnop-3-amiHonipuanH-2-Tion, MeTun  3-aMiHoNipUAanH-2-
Tion-5-kapbokcunar, siKk OpraHiyHWi PO3YMHHMK BUKOPUCTOBYIOTH XIOPOOpM, @ sIK KOHAEHCYHUMN
areHT -  TpudTOpPOLTOBY  KMCMOTY, 3 nojanblMM  BUAIMEHHAM  LiNMbOBUX  NPOAYKTIB
3aranbHONPUAHATUMU METOOAMMW.
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