CuHTe3 06i0JOriyHO aKTHBHHUX CIOJYK
Synthesis of biologically active compounds
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CUHTES TA BUBYEHHA AHTUEKCYOATUBHOI AKTUBHOCTI 6-AMIHO-5,7-
AUMETWU-3H-TIA30J10[4,5-b]NIPUANH-2-OHY TA KOrO 6-APUNIAEHAMIHO-

noxiaHUX

©T. I. Ya6aH, B. B. Orypuos, I. I'. Ya6aH, M. M. Jle6’sik, |. O. HekTteraes
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Pesiome: Brieplle onoepxaHuin Hamu 5,7-pumetnn-6-deHinazo-3H-tiazonol[4,5-b]nipugnH-2-oH (1) BMBYaBCa y
peakLisix BigHOBMOBAILHOIO PO3LLEMNIEHHS, L0 NPU3BENO A0 OTPUMAHHS HEOMMCcaHoro B JiTeparypi 6-amiHO-5,7-
anmeTnn-3H-tiazono[4,5-b]nipnanH-2-oHy (2) — peareHTy B NepeTBOPEHHAX 6a30BOI reTepoLKIiYHOI CMCTEMN 3a
MONOXEHHAM 6, KM YyTUNI30BaHO B PeaKL,isiX KOHAEHCaLi 3 apOMaTtnYHUMN anbOerigamMmy 3 yTBOPEHHAM Cepil HOBUX
6-apunigeHamiHONoxXigAHMX. BMBYEHI AeskKi aCnekT aHTUEKCYAATUBHOI aKTMBHOCTI CUHTE30BaHNX PEYOBUH.

Knio4ogi cnoBa: KoHOEeHCaLs, BiAHOBOBaAIbHE PO3LLENJIEHHS, Tiadono[4,5-b]nipuanHn, aHTMeKCy4atBHa akTUBHICTb.

Bctyn. Po3pobka npenapaTtMBHUX METOAIB CUH-
Te3y KOHAEHCOBAHUX FeTepouMKIiYHMUX CUCTEM i3
NMOTEHLiNHOI Bi0NOoriYHOI aKTUBHICTIO € akTyalb-
HUM 3aBOAHHAM O Cy4aCHOI OpraHiyHoi, Meauny-
HOI i dapMaueBTUYHOI XiMil.

Tiasono[4,5-b]nipngnHn, gKi MalOTb i30CTEPUYHY
OynoBy 3 BiZAOMUMMW MYPUHOBUMU i NiPUMIOUHOBUMU
OCHOBaMW, CTAHOBJIATb iHTEpPec Ak MOXnunBi Giono-
rivHO akTMBHI crnonykn. OgHak 3a3Ha4YeHuin TUn cno-
NlyK 3 XiMiYHOI TOYKW 30pYy € BaXKOAOCTYMHUM i §K
HaCnigoK Ha CbOrogHi 3a/NLLIAETHCA MaJIOBUBYEHUM
[1, 2, 3, 4]. IHdopmau,ii Npo BGionoriyHy aKTUBHICTb
cepen noxigHWx Tiazono[4,5-b]nipnanHy Takox He-
[OCTaTHbO. 30KpemMa, cepep 3a3HayYeHux MoXigHUX
BUSIBNIEHI PEYOBUHWU, WO NPOSABNAIOTb DYHMiUNOHY
aKTUBHICTb [5], aroHictn HiTicTamiHOBUX peuLenTopiB
[6], aHTaroHicT MeTaboTPONHUX rnyTamMaTHUX peLen-
TopiB 5 (MGIUR5) [7] 3 BUCOKOIO iHriBYIO4OK aKTUB-
HICTIO OO PeuenTopiB enigepmManbHOro gakropa po-
cry [8] Ta Hu3kmM iHwWKnx pepmeHnTiB [9, 10].

MeTolo Hawoi poboTu € CUHTE3 HEeonucaHoro B
nitepatypi 6-amiH0-5,7-oumeTnn-3H-tiazono[4,5-
blnipnamH-2-oHy (2) Ta 1Oro CTpykTypHa mogudika-
Lis 33 NONOXEeHHaM 6 LWNaxoM yTunisauil B peakdLi-
X KOHAEHcalUil 3 apoMaTuYHUMM anbaerigamm 3 yT-
BOPEHHAM Cepii HOBUX B-apuiigeHamMiHOMOXIOHUX Ta
BUBYEHHS X aHTMEKCYy4aTMBHOI aKTUBHOCTI.

Metoaun pocnipxeHHda. O0’ekTamMmy OOCNiOXEHb
€ noxigHi Tiazono[4,5-b]nipnanHy, 3okpema 6-ami-
HO-5,7-aumeTnn-3H-Tiazono[4,5-blnipnanH-2-oHy
(2) — peareHTy B nepeTBOpeHHAX 0Oa30BOI rete-
POLMKIIYHOI CUCTEMU 32 MONOXEHHAM 6, AKWNIA yTu-
Ni30BaHO B peakuisx KOHAEeHcauil 3 apoMaTUyHU-
MW anbherigamMmm 3 yTBOPEHHSIM Cepil HOBUX 6-apu-
nigeHamiHonoxigHux. ns BCTaHOBNEHHS OynoBuU
Ta iHOMBIAYanbHOCTI CMHTE30BaHMX PEYOBUH Bynun
BMKOPUCTAHI MeToAM KiNbKiCHOr0 €1eMEHTHOro

aHanidy ta cnektpockonii NMMP. AHTnekcygaTnsHy
aKTMBHICTb CMHTE30BaHUX CMNONyK BUBYaIM Ha Ka-
pareHiHoOBI Mogeni 3ananbHOro Habpsky Liypa.

Pe3ynbTatn i 06roBopeHHda. Hamu BCTaHOB-
JNIeHo, Wo npu B3aemogii 4-iMiHOTIia3onigaoHy-2 3 a-
deHinaueTmnaueToOHOM YTBOPKETLCA 5,7-O0UMeTuI-
6-dpeHinazo-3H-tiazono[4,5-b]nipngnH-2-oH (1), a
cnpoba nmoro cuHtesy 3 5,7-oumetun-3H-tiasonol4,5-
b]nipnanH-2-oHy Ta coni eHinaiasoHito He 3aBep-
LyeTbea ycnixom. Cnig, Bia3HaunTm, wo cnonyka 1 3
XiMiYHOI TOYKM 30pYy CTAHOBUTb iHTEPEC sK MpPO-
MiXKHUI NPOAYKT Ons nepexony A0 NMepCrnekTUBHUX
Y CUMHTETUYHOMY BiJHOLUEHHI B-amiHOMOXigHMX Tia-
30n0[4,5-b]nipnanHy. 3 MeTol oaep>XXaHHsA Cnony-
KM 2 BMBYANM peakujilo BiOHOBIOBAJIbHONO PO3LLen-
neHHa pedvoBuHM 1. NMpoBeneHi ekcnepuMeHTn no-
Kasanu, Wo HanonTuManbHIlWLMMU yMOBaMun A4
OoLEePXaHHS CMoNlykn 2 € BUKOPUCTAHHA SIK BifHOB-
HMKa LMHKOBOrO MOPOLIKY Yy CepefoBULLi aueTaT-
HOI kncnotu. CTPyKTypy Cnonyku 2 niaTBepaXxeHo
OaHNMU KiNbKiCHOrO €EMEHTHOro aHanidy Ta Crnek-
Tpockonii NMMP, aki HaBeOeHi B eKCrepuMeHTaTbHIl
YacTUHI PoBOTK. HasBHICTb aMiHOPYNW Y MOJSIOXEHHI
6 mMonekynu 2 ctano obrpyHTyBaHHAM ONs yTunisauji
BKal3aHOI CNONyKM y BiAnoBiaHi 6-apunigeHamiHo-
noxigHi. Jocnigamy BCTaHOBNEHO, LLO ONTUMaJIbHUM
cepenoBULLLEM AN B3aeMOAil 2 3 apoMaTUYHUMU
anbgerinamun € outosa kucnora (cxema 1).

Ona CcnHTe30BaHMX CNONYyK BMBYEHO COEKTPWU
MMP, qki nigTBEPAXYIOTb iX CTPYKTypy. Pisnko-
XiMiYHI Ta CnekTpasibHi XapakTepucTukn ogepxa-
HUX MOXiAHWX HABEOEHI B €KCNePUMEHTAaNbHIN
XiMiYHI 4aCTuHi.

TOKCMKOMETPUYHI O0CNIOXEHHA CUHTE30BaHUX
Cnonyk BmBYanM 3a Bigomoio metogukoto [11]. Pe-
yoBMHWM BBOOMNKM B pgo3ax 500, 800, 1000,
1500 Mr/kr macu TBapuHW, NpU OOHOPA30BOMY Ma-
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CuHTe3 06i0JOriyHO aKTHBHHUX CHOJYK

Synthesis of biologically active compounds
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sn Ar = Ph (3), C,H,S (4), 4-Cl-CgH, (5),

4-Br-CgH, (6), 3-NH,-CgH, (7),
2-OH-C,H, (8), 4-OH-C,H, (9),

HC N H ArCHO HC N H 3,4-(OMe),-C,H, (10),

| >:O | >:O 4-(CH),N-CqH; (11),

HN s A g 4-OMe-CgH, (12), 4-OH-C,,H, (13),

4-NH,-C ,H, (14), 3-OH-C,H, (15)
CH; 2 CH, 316 2.COOH-CH, (16)
Cxema 1.

peHTepanbHOMY BBEOEHHI CyCneH3il peyvyoBuWH
6inum Muwam obox crartei macoio 18-22 r. 3a TBa-
puHamMmm crioctepiranu BnpoaoBX 14 AHIB. 9K KOH-
TPONb BUKOPUCTOBYBaNN rpyny TBapwWH, kMM Oyno
BBEAEHO BOAY OYMLLEHY.

Y pesynbrari NpoBEAEHNX TOKCUKOMETPUYHMX O0C-
NipKeHb BCTAHOBJIEHO, WO 3HaveHHs LD, nossonse
BiAHECTU cuHTe30BaHi cnonykn ao V knacy 6eane-
K1, TOOTO 3a CTyneHeM TOKCMYHOCTI i Hebeanekn BOHU
BiMOBiAAOTb BMMOram A0 NikapCbKux 3acobiB.

AHTMekcygaTuBHA aKTUBHICTb O0CHIAXYBaAHUX
pEeYOBMH BMBYanacb 3a BigoMoOw mMeTtoaukow [11]
Ha KapareHiHOBiN Mopaeni 3ananbHOro Habpsaky
nanun Ginoro wypa. 3a3HayvyeHuin ekcnepumMeHT OyB
NPOBEAEHMNI HA HEMiHINHMX Binux wypax obox cTa-
Ten macow 180-220 r. 3ananbHuin HAbOpPSAK BUK-

nnkanu iH’ekuieto B acenTuyHmMx ymosax 0,1 mn 2 %
pPO34MHY KapareHiHy nig anoHeBpO3 MigowBu 3an-
HbOI KiHUIiBKM Wypa. HagBHICTb 3ananbHOI peakuii
BCTAHOBJIIOBAIN 32 3MiHOIO OO’€MY KiHLIBKW OHKO-
METPUYHMM METOAOM [0 No4vaTKy OOCAiAy Ta 4epes
4 rop nicng BBeaeHHSA (GpNOroreHHoOro areHTta. 3a
0,5 rop, 0o iH’ekUii PO34YMHY KapareHiHy TBapuHam
BHYTPiLWWHbOYEPEBHO BBOAWAWN O0CNIAXYBaAHI pe4o-
BUHK B fo03i 100 mr/kr macu. Ana nopiBHAHHSA Y
aHaNOoriyYHMX yMoOBax BMBYANIN AHTUEKCYAATUBHUI
edekT BiAoMUX Nikapcbknx 3acobiB B cepeaHbo-
TepaneBTUYHMX [03ax: BoNbTapeH — 8 mr/kr, Oy-
TagioH — 50 mr/kr, acnipuH — 100 mr/kr, ibynpo-
deH — 50 mr/kr.

OnepxaHi ekcnepMMeHTanbHi pe3dyfbTaTn HaBe-
OeHi B Tabnuui 1.

Tabnuua 1. AHTMEKCYLaTMBHA aKTUBHICTb O,OCAIAXYBaHUX CMONYK

Cronyka abo eTajOHHHH JTIKapChKUHA Ho3za LDs [Toka3HUK MPUTHIYCHHS 3aMaabHOT
3acio Mr/KT Mr/Kr peakuii, %
BoubTapen 8 - 52
Byraznion 50 - 45
16ynpoden 50 - 40
Cronyka 1 100 350 57
Cronyka 2 100 225 23
Cronyka 3 100 445 18
Cronyka 4 100 726 15
Cronyka 5 100 534 12
Cronyka 6 100 425 21
Cronyka 7 100 650 18
Cronyka 8 100 520 16
Cronyka 9 100 766 20
Cronyka 10 100 750 25
Cronyka 11 100 655 17
Cronyka 12 100 890 22
Cronyka 13 100 410 21
Cronyka 14 100 665 23
Cronyka 15 100 740 19
Cronyka 16 100 524 12
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CuHTe3 06i0JOriyHO aKTHBHHUX CIOJYK
Synthesis of biologically active compounds

EkcnepumeHTanbHa XimidyHa 4actuHa. Cnek-
Tpu NMMP CcMHTE30BaHMX CMONYK 3HiManu Ha npu-
nagi «Varian Mercury VX-400 », po34ynHHuk OMCO-
DG, CcTaHOgapT — TeTpaMeTuncunaH. [aHi enemeHT-
HOro aHaniay Ha BMicT HiTporeHy i Cynbdypy
BigNOBigalTb po3paxoBaHuM (£0,3 %).

5,7-AvumeTnn-6-dperHinaso-3H-tiasono[4,5-
blnipuauH-2-oH. (1) 200 MMONb HaATPIO PO3YMHSA-
toTb y 100 mn abcontoTHoro metaHony. o ogepxa-
HOro PO34uHy gogaiTb 50 Mmonb 4-imiHoTiazonigo-
Hy-2 i 50 MMonb a-peHinasoaueTmnaueToHy. Cymill
3anuuwalotb Ha 7 Aib, noTiM MigKucIiolTb OLTOBOO
KMCNOTOK A0 CrnabkKoKMCIOro cepenoBumila i gona-
I0Tb N’ATUKPaATHUI Hagnuwok Boau. Ocan, LLO BU-
nas, BiA®INbTPOBYIOTb, MPOMMBAOTbL BOOOK i BUCY-
wyoTb 3a 100-110 °C. lMicna nepekpuctanisauii 3
TONYOny LErnsiHO-4epPBOHUI KPUCTaniyHUM nopo-
wok 3 T. nn. = 258-259 °C; nobpe pO34YMHHUNA Y
OAM®A, OMCO, posumHax nyriB i MiHepanbHUX KUC-
JIOT, Mano — y OeH3eHi, ToNyeHi, cnmpTax; noraHo —
B iHWMX OPraHi4HnUX pPo34MHHUKAX i BOL;.

6-AmiHO-5,7-pumeTun-3H-tiasono[4,5-
b]nipnanH-2-oH.( 2) Y 35 mMn ouTOBOI KNCNOTU BHO-
caTb 5 MMmonb 2. Cymill HarpiBatoTb 00 KUMiHHS, L0
NPU3BOAUTbL A0 MOBHOIMO PO3YMHEHHS 2. B oTpuma-
HUI PO34UH, KU NPOAOBXYIOTb HaArpiBatu, y ne-
KiflbKa NpPUNOMIB ynpoaoBX 1 rogmHu BHOCATH
35 MMOJIb aKTMBOBAHOIr0 LIMHKOBOrO MOPOLLKY, L0
NpuU3BOOMTb A0 3HEGAPBNEHHSA PO34MHY. IMOTiM pPO3-
YMH BigdINbTPOBYIOTb A0 QiNbTPaTy, OXONOAXKEHO-
ro 0o kiMHaTHoOI Temneparypu, gogaioTb 50 mn Boam
i 3annwatoTb Ha 4 roauHun. Ocapn, wWo Bunas,
BiAdiNbTPOBYIOTb, MPOMMUBAIOTbL BOAOIO i BUCYLLYIOTh.
Buxig 0,6 r (62 %). T. nn. 280 °C (3. po3k/.) (3 aue-
TaTHOI kucnotun). Le 6innii kpucTaniyHmMini NOpPOLLIOK,
nobpe posunHHUI y AMDA, AMCO, po3unHax nyris
i MiHEpPaIbHUX KWUCIOT; HEe PO34MHHUIA Yy BOL,.

3aranbHa MeToAMKa cuHTe3y 6-apunipe-
HaMiHO-5,7-gumeTun-3H-Tiasono[4,5-b]nipu-
AWH-2-0HIB (NpoAaykTu B3aemoaii 3 apoma-
TUYHUMU anbperigammn) (3-16)

Cymiw 5 mmonb cnonyku 2 5 mmonb Bignosig-
HOro apomaTtumyHoro ansgerigy i 15 mn oytoBoOiI
KMCNOTU KUN'aTaTb ynponosx 30 xBunnH. Kpucta-
NiYHUK ocapn, WO BUMaB Nicngd OXONOOXEHHSd,
BiAdINbTPOBYIOTb, MPOMMBAKOTb OLLTOBOIO KMCOTO
Ta BucywyoTb. OgepxaHi crnonyku nepekpucrani-
30BYIOTb 3 OLTOBOI KMcnotu (cnonykn 3-8), erta-
Hony (cnonyku 9-16).

Cnonyka 1. Buxig 86 %. T.nn. 258-259 °C.
3HanpeHo, %: N 19,77, S 11,41. C,,H,,N,OS. O6uuc-
neHo, %: N 19,70; S 11,28. Cnektp 'H AMP d, m.u., J,
My (AMCO-D,, 400 MT'u): 2,42 (c, 3H, CH,), 2,61 (c,
3H, CH,), 7,61 (a, 3H, J=7,6 T'u, Ph), 7,87 (n, 2H, J =
6,4 'y, Ph), 12,77(c, 1H, NH).

Cnonyka 2. Buxig 60 %. T.nn. 280 °C. 3Hainae-
HO, %: N 21,40; S 16,55. C,H,N,0S. OGumcneHo, %:

N 21,52; S 16,42. Cnektp 'H AMP d, m.u., J, Ty
(AMCO-D, 400 MI'u): 2,11 (¢, 3H, CH,), 2,28 (c, 3H,
CH,), 4,67 (c, 2H, NH,), 11,89 (c, 1H, NH).

Cnonyka 3. Buxig 75 %. T.nn. 260-261°C. 3Hain-
neHo, %: N 9,80; § 11,39. C,.H,,N,0S. OGumcneHo,
%: N 9,92; S 11,36. Cnexktp 'H 9MP d, m.u., J, Iy,
(AMCO-D, 400 MI'u): 2,13 (¢, 3H, CH,), 2,30 (c, 3H,
CH,), 7,54-7,60 (m, 3H, Ar), 7,97 (o, 2H, J =6,9 Iy,
Ar), 8,44 (c, 1H, CH), 12,32 (c, 1H, NH).

Cnonyka 4. Buxig 72 %. T.nn. 275-276 °C. 3Hain-
neHo, %: N 14,65; S 22,25. C,;H, ,N,OS,. O6uncne-
HO, %: N 14,52; S 22,16. CnekTtp 'H AMP d, m.u., J, T,
(AMCO-D,, 400 MI'u): 2,13 (¢, 3H, CH,), 2,29 (c, 3H,
CH,), 7,23 (c, 1H, Ar), 7,67-7,81 (m, 2H, Ar), 8,51 (c,
1H, CH), 12,09 (c, 1H, NH).

Cnonyka 5. Buxig 68 %. T.nn. 290 °C. 3Hainae-
HO, %: N 13,40; S 9,96. C,H ,CIN,OS. OG4uncneHo,
%: N 13,22; S 10,09. CnekTtp 'H AMP d, m.u., J, Ty,
(AMCO-D,, 400 MI'u): 2,12 (¢, 3H, CH,), 2,28 (c, 3H,
CH,), 7,61 (a, 2H, J=6,5Tu, Ar), 7,98 (g, 2H, J=6,5
Iy, Ar), 8,46 (c, 1H, CH), 12,40 (c, 1H, NH).

Cnonyka 6. Buxig 55 %. T.nn. 270-271 °C. 3Han-
neHo, %: N 11,40; S 8,96. C,H, ,BrN,OS. O64uncreHo,
%: N 11,60; S 8,85. Cnektp 'H AMP d, m.u., J, 'y,
(AMCO-D,, 400M I'u): 2,13 (c, 3H, CH,), 2,19 (c, 3H,
CH,), 7,77 (n, 2H, J=8,2 Ty, Ar), 7,91 (g, 2H, J= 8,3
Iy, CH), 8,45 (c, 1H, CH), 12,38 (¢, 1H, NH).

Cnonyka 7. Buxig 63 %. T.nn. 295 °C. 3Hanae-
HO, %: N 16,40; S 9,46. C,H,N,OS. O6uucneHo, %:
N 16,27; S 9,31. CnekTtp 'H AMP d, m.u. J, 'y, (AMCO-
D, 400 Mrlu): 2,16 (c, 3H, CH,), 2,32 (c, 3H, CH,),
7,87 (c, 1H, Ar), 8,43 (c, 2H, Ar), 8,65 (c, 1H, Ar), 8,78
(c, 1H, CH), 12,40 (c, 1H, NH).

Cnonyka 8. Buxig 68 %. T.nn. 252-253 °C.
3HarnaeHo, %: N 14,24; § 10,86. C,,H ,N,O,S. O6unc-
neHo, %: N 14,04; S 10,71. Cnektp 'H AMP d, Mm.u., J,
My (AMCO-D,, 400 Mrlu): 2,18 (c, 3H, CH,), 2,35 (c,
3H, CH,), 7,01-7,03 (T, 2H, Ar), 7,47 (1, 1H, J = 8,2
Iy, Ar), 7,66 (o, 1H, J= 7,8 ', Ar), 8,69 (¢, 1H, CH),
12,47 (c, 1H, OH), 12,58 (c, 1H, NH).

Cnonyka 9. Buxig 65 %. T.nn. 265-266 °C.
3HanpeHo, %: N 14,28; S 10,66. C,;H,,N,O,S. O6-
yucneHo, %: N 14,04; S 10,71. Cnektp 'H AMP
d, m.u., J, Ty (AMCO-D,, 400 MT'u): 2,14 (c, 3H, CH,),
2,65 (c, 3H, CH,), 6,75-6,80 (m, 2H, Ar), 7,78-7,84
(m, 2H, Ar), 8,69 (c, 1H, CH), 10,95 (c, 1H, OH), 12,47
(c, TH, NH).

Cnonyka 10. Buxig 60 %. T.nn. 262-263 °C.
3HanaeHo, %: N 8,30; S 9,25. C,;H N,0.S. O64nc-
neHo, %: N 8,18; S 9,36. Cnektp 'H 94MP d, m.u., J,
My (AMCO-D,, 400 Mrl'u): 2,10 (c, 3H, CH,), 2,50 (c,
3H, CH,), 3,33 (c, 6H, 2*0OCH,), 6,86-6,90 (m, 1H,
Ar), 7,23-7,28 (M, 1H, Ar), 7,39-7,44 (m, 1H, Ar), 8,71
(c, 1H, CH), 11,95 (c, 1H, NH).

Cnonyka 11. Buxig 73 %. T.nn. 280-281 °C.
3HangeHo, %: N 12,70; S 9,96. C H,,N,OS. O6uuc-

18" 19

neHo, %: N 12,91; S 9,85. Cnektp 'H 9MP d, m.u., J,
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My (AMCO-D,, 400 Mrlu): 2,20 (c, 3H, CH,), 2,60 (c,
3H, CH,), 3,01 (c, 6H, N(CH,),), 6,77-6,89 (m, 2H,
Ar), 7,39-7,42 (m, 1H, Ar), 7,95-8,03 (M, 2H, Ar), 8,71
(c, 1H, CH), 12,05 (c, 1H, NH).

Cnonyka 12. Buxig 80 %. T.nn. 295 °C. 3Hait-
neHo, %: N 8,70; § 9,26. C,,H,,N,O,S. O6uuncneHo, %:
N 8,97; S 10,26. CnekTp 'H AMP d, m.u., J, 'y (AMCO-
D, 400 Mru): 2,14 (c, 3H, CH,), 2,86 (c, 3H, CH,),
3,12 (¢, 3H, OCH,), 7,07 (a, 2H, J = 8,2 'y Ar), 7,68-
7,77 (m, 2H, Ar), 8,77 (c, 1H, CH), 12,55 (c, 1H, NH).

Cnonyka 13. Buxig 54 %. T.nn. 275-276 °C
3HanaeHo, %: N 7,40; S 8,66. C,,H,N,0,S. O6unc-
neHo, %: N 7,48; S 8,56. Cnektp 1H 9AMP d, m.u., J,
My (AMCO-D,, 400 MT'w): 2,08 (c, 3H, CH, ), 2,54 (c,
3H, CH,), 7,01-7,08 (m, 2H, Ar), 7,36-7,40 (m, 2H,
Ar), 7,43-7,55 (m, 3H, Ar), 7,84-7,90 (m, 2H, Ar), 12,55
(c, TH, NH).

Cnonyka 14. Buxig 59 %. T.nn. 244-245 °C.
3HangeHo, %: N 11,40; S 8,46. C,,H,,N,OS. O6uuc-
neHo, %: N 11,25; S 8,59. Cnektp 1H 94MP d, m.u., J,
My (AMCO-D,, 400 Mrl'u): 2,10 (c, 3H, CH,), 2,36 (c,
3H, CH,), 4,46 (c, 1H, NH,), 6,55-6,60 (m, 2H, Ar),
7,34-7,46(m, 4H, Ar), 7,72-7,76 (m, 3H, Ar), 11,00 (c,
1H, NH).

Cnonyka 15. Buxig 78 %. T.nn. 293-294 °C.
3HanpoeHo, %: N 14,20; S 10,80. C,,H,N,O,S.. 06-
yncneHo, %: N 14,04; S 10,71. Cnektp 1H 94MP
d, m.u., J, Ty (AMCO-D,, 400 MI'u): 2,30 (c, 3H, CH,),
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CUHTE3 U USYHEHUE AHTU3KCCYAATUBHOW AKTUBHOCTU
6-AMUHO-5,7-AMMETUN-3H-TUA30J1[4,5-b]MTUPUADBIH-2-OHA
1 Ero 6-APMIMAEHAMUHOMNPOU3BOAHDBIX

T. N. Ya6an, B. B. Orypuoe, U. I'. Ya6aH, M. M. JleGak, U. O. Hekteraee

JIbBOBCKUI HaLMOHa/TbHBIVE MEANLIMHCKUIA YHUBEPCUTET UMeHu [laHvna lannukoro

Pesiome: BnepBble MOJIy4EHHbI HaMu 5,7-aumeTnn-6-¢pennnado-3H-tnason[4,5-blnupmnanH-2-o4 (1) nsyyanca B
peakuusx BOCCTAHOBUTENBHOIO PaCLLENIEHNS, YTO MPUBESIO K MONYHEHUIO HEOMMCAHHOrO B nteparype 6-aMmHo-5,7-
anmetnn-3H-tnason[4,5-b]nnpnanH-2-oHa (2) — peareHTa B npeobpaszoBaHnsix 6a30BOM reTepoLVKINYECKO CUCTEMBI

MO MOJSIOKEHMIO 6, YTUIN3MPOBAHHOIO B PEaKLMAX KOHOEHCALMM KETOHaMN ¢ 00pasoBaHneM Cepumn HOBbIX 6-apunu-
OEHaMUHOMPOM3BOAHbIX. M3ydeHbl HEKOTOPbLIE aCreKTbl aHTUAKCCYAaTUBHON aKTUBHOCTV CUHTE3NPOBAHHbIX BELLECTB.

KnioueBble cnoBa: KOHOEeHcaLms, BOCCTaHOBUTESIbHOE pacLUernsieHne, TMasono[4,5-b]nmpuanHel, aHTUIKCCyoaTuBHas
aKTUBHOCTb.

SYNTHESIS AND ANTIEXCUDATIVE ACTIVITY OF 6-AMINO-5,7-DIMETHYL-3H-THIAZOLO[4,5-
B]PYRIDINE-2-ONE AND ITS 6-ARYLIDENE AMINODERIVATIVES

T. 1. Chaban, V. V. Ohurtsov, I. H. Chaban, M. M. Lebyak, I. O. Niektiechayev

Lviv National Medical University by Danylo Halytskyi

Summary: new 5,7-dimethyl-6-fenylazo-3H-thiazolo[4,5-b]pyridine-2-one (1) was studied in the reactions of reductive
splitting, leading to a not-mentioned in the scientific literature 6-amino-5,7-dimethyl-3H-thiazolo[4,5-b]pyridine-2-one
(2) obtaining. Further condensation of 2 with aromatic aldehydes allowed to synthesize a raw of 6-arylideneaminoderivatives.
Some aspects of antiexcudative activity of the substances were studied.

Key words: condensation, reductive splitting, thiazolo[4,5-b]pyridines, antiexcudative activity.
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