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Knroyoei cnoea: miazono[4,5-b]
nipuduHu, eidpasud (5, 7-0umemurnt-
2-0Kco-6-¢heHinaszo-mia3ono[4,5-b]
nipuduH-3-in)-auemamHoi Kucromu,

HA®rI, anmuokcudaHmHa akmueHicma.

Knroueenle cnoea: mua3sono[4,5-b]
nupuduHsl, 2udpasud (5,7-0umemuri-
2-0Kco-6-gheHunaso-mua3sonof4,5-b]
nupuduH-3-un)-auemamHol KUcromel,
HA®rIl, aHmuokcudaHmMHas
aKmueHoOCMb.
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Y pesynpTaTi B3aeEMOJil €THIOBOTO ecTepy S5,7-IUMeTui-2-okco-6-¢peninazo-
Tiazono[4,5-b]nipuauH-3-in)-aneTaTHol KHCIOTH 3 TiJPAa3HHTIIPATOM OTPHUMAaHO
HEPCIeKTUBHUN Y XiIMIYHOMY BiJHOLIEHHI Tifpasuf 5,7-ITMMeTHI-2-0Kco-6-(eHina3o-
Tiasono[4,5-b]mipuann-3-in)-anerarHoi kucmotu. Moro yTHmi3oBaHO B peaxiisx
KOHJICHCAIIil 3 ApOMaTHYHUMH Ta TCTCPOLUKIIYHUME ajbJIeTilaMH 3 YTBOPEHHSIM cepii
HOBHX apWJIiJICHTIIPa3uIiB 5,7-muMeTui-2-okco-6-peninazo-riazono[4,5-b]nipuana-3-
i1-areTaTHoi KUCJIOTH. JIOCHIIKEHO aHTHOKCHAAHTHY aKTHUBHICTh OTPUMAaHHUX CIOIYK
METOZIOM ITOIIHHAHHSA 2,2-1udeHin- 1 -mkpunrinpasmi-pagukany (JOII).

B pesynprare B3aMMOIECHCTBUA 3TUIOBOTO 3CTEpa 5,7-IUMETUI-2-0KCO-6-
¢denmnazo-tuaszonol4,5-b lnupuann-3-ni)-alieTaTHON KUCIOTHI ¢ THAPA3UHTHAPATOM
TOJIy4eH INEPCIEKTHUBHBIH B XMMHYECKOM OTHOLICHUH TMAPasup S,7-IUMETHII-2-0KCO-
6-thenunazo-tuazonol4,5-b|nupuaun-3-un)-aneratHor kuciaotel. Ero nmocnenyromas
yTuiausanus B pe€akUUAX KOHACHCAUHU C apOMATUYCCKUMU U I'€TCPOUUKINYECKUMU
aJIp/IeTUIaMU MIPUBEJIa K TIOYYEHHIO CepHH HOBBIX apHIMACHTUIPA3HIOB 5,7 -TUMETHII-
2-0kco-6-denunazo-tuaszono[4,5-b nupunun-3-ui-aneratHoil kuciotel. MccnenoBana
AHTHOKCH/IaHTHAsl aKTHBHOCTb TOJIYYCHHBIX COCAMHEHUII METOIOM IMOIIOMICHHUS 2,2-
mudeHm- 1 -muxpunruapasmwi-pagrkana (JOIIT).

5,7-dimethyl-2-ox0-6-phenylazo-thiazolo[4,5-b]pyridine-3-yl) acetic acid hydrazide
as a chemically promising compound was obtained as a result of 5,7-dimethyl-2-0x0-6-
phenylazo-thiazolo[4,5-b]pyridine-3-yl) acetic acid ethyl ester treatment with hydrazine
hydrate. Its further utilization in the condensation reactions with aromatic and heterocyclic
aldehydes led us to the series of novel arylidene derivatives of 5,7-dimethyl-2-0x0-6-
phenylazo-thiazolo[4,5-b]pyridine-3-yl) acetic acid hydrazide preparation. The antioxidant
activity of the synthesized compounds was evaluated by the method of scavenging effect
on 2,2-diphenyl-1-picrylhydrazyl (DPPH) radicals.

HoxinHi 4-Tia30MiI0HY € OTHUMH 3 TPIOPUTETHUX
00’€KTIB AOCITIHKEHb Y CyYacHii MemudHii 1 dap-
MAaIeBTUYHIA XiMii, apke MUPOKI MOKIUBOCTI XiMI4HOT
Mozudikanii 3a3Ha4eHUX TOXIAHUX J03BOJISIOTH OTPHMY-
BaTH MEPCIIEKTUBHI TeTEPONUKIIIYHI CHCTEMH IS CHHTE3Y
MTOTEHIIMHNX JTiKapchkux 3aco0iB [1—4]. OmHak cuHTE3 1
BUBYEHHS 010JIOTYHOI aKTMBHOCTI KOHJEHCOBAHUX IOXij-
HUX Ha IX OCHOBI 3aJIUINAETHCS AKTYATBHOIO MPOOIEMOIO
CHOTOJECHHS.

Tiazomo[4,5-b|mipunuHu € oqHIM 3 HAMEHII TOCTYTTHHUX
1 MaJOBUBYCHUX IPEICTABHUKIB IIOTO KJIACy OPTaHIYHUX
CHONyK. 3a3HaueHa OIIMKIIIYHA CUCTEMa Ma€ i30CTCPHUHY
Oy/OBY 3 BIZIOMUMH OCHOBaMH TUITY IyPHUHY Ta XapaKTepH-
3Y€ETHCS PI3HUMH BHIAMU 010JI0Ti9HOT akTUBHOCTI [5—13]. Y
OMY KOHTCKCTI aKTyaJIbHUM € MOIITYK OPTaHIYHUX CIONYK,
3aTHUX TPOSIBIIATH BUCOKY O10JIOTIYHY aKTUBHICTh, & TAKOXK
po3poOka Ha iX OCHOBI HOBHX JIKapChKUX 3aCO0iB.

MeTa po6otun

Cunres rinpasuny (5,7-muMerni-2-okco-6-deninazo-
Tiazono[4,5-b]mipuanH-3-iT)-aneTaTHOi KHCIOTH Ta HOTO
(byHKIIOHATI3aL1is IIIIXOM BBEJICHHS Y PEaKIiI0 KOHJIEHCa-
1ii 3 apOMATUYHUMH Ta TETCPOLUKIIYHUMHY aJIbJICTiIaMU 3
YTBOPEHHSM Cepii aprtiIeHTiApa3uaiB 11 papMaKoIorid-
HOTO CKPHHIHTY Ha aHTHOKCH/IAHTHY aKTUBHICTb.

MaTepianu i meToan gocnigxeHHsA

Excnepumenmanvna ximiuna wacmuna

Crexrpu 'H SIMP crHTe30BaHHX CIIONYK 3HIMAIIA Ha PUJIAII
«Varian Mercury VX-400», pozaumnmk JIMCO-D,, craniapr—Te-
Tpamerwicuial. JlaHi eneMeHTHOro aHast3y Ha BMicT HitporeHy
1 Cynbdypy BianoBinaroTs pospaxoBaniM (+0,3%).

Emunosuii ecmep 5,7-0umemun-2-okco-6-geninazo-3H-
miaszonof4,5-bJnipuoun-3-in)-ayemamnoi xucnomu (1). Y
po34MH, oTpuMaHui npu HarpiBanHi 0,09 Monb KamniiHOT
coxi 5,7-numeTnn-6-deninazo-3H-riazono[4,5-b | mipunuH-
2-ony B 20 man JIM®A, noparoTh €KBIMOJSPHY KUIBKICTH
€THJIOBOTO €CTEepPy MOHOXJIOpaueTarHoi kuciotu. Cymim
KHITSATATh IpoTaroM 60 XB, CIOCTEpiraloTh BUNAJAHHS
3HaYHOI KiIbKOCTi ocamy. [lotiM rapsdy cymim Qinsrpy-
10Th, 0caj Ha (inbTpi npomuBatoTh rapsauM JIM®PA. Jlo
(uIBTpaTy, 0X0JIOKEHOT0 10 TemMIeparypu omuspko 50°C,
IIpY ToMilryBaHHi gofaTh 100 M1 BOIM 1 0XOJOKYIOTH
1o 12-15°C. Ocan, mo Bumnas, BingiIsTPOBYIOTH, IIPOMH-
BAIOTh BOZOIO Ta BHUCYIIYIOTh. OUKCTKY NMPOBOMATH IIISIXOM
TIepEKPHCTANTI3AIII 3 aIleTaTHOI KucnoTu. Buxin 66%. T.rorut.
103-104°C. 3naiineno, %o: N 14,85; S 8,52. C .H ,N,O,S. O6-
yucineHo, %: N 15,12; S 8,66. Crexrp 'H SIMP 6, m.u.: 1,23 (T,
3H,J=7,00I'y, J=6,72I'u, OCH,CH.,), 2,48 (c, 3H, CH,), 2,64 (c,
3H,CH,),4,19-4,23 (m, 2H, OCH CH, ), 4,82(c, 2H, N-CH,)
7,61-7,62 (m, 3H, Ph), 7,89-7,90 (m, 2H, Ph).
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Tiopasuo (5,7-0umemun-2-okco-6-gpeninazo-miazono
[4,5-b]nipudun-3-in)-ayemamnoi kucromu (2). 0,02 Moab
€THJIOBOTO ecTepy 5,7-amMeTni-2-okco-6-deninazo-3H-
Tiazono[4,5-b|mipuanH-3-1i1 aneTaTHOT KHCIOTH PO3YHHSIOTH
y 8 M1 etanony. B orpumanuii posuns BHocsTs 0,03 Monb 50%
po3unHy rigpasuHriapary. Cymii HarpiBaroTh Ha BOISTHOMY
orpiBHUKY 12 rox. Ocaz, 1110 BUIIaB, BiA(IIETPOBYIOTH, IIPO-
MHBAIOTh BOAOIO i BUCYIITYIOTh CIIOYATKY Ha TTOBITPI, a MOTIM
ripu 60°C. O4KCTKY NPOBOJATD LIUISIXOM IE€PEKpUCTai3anii
3 Oytanony. Buxin 65%. T.romn. 210°C. 3naiineno, %: N
23,40; S 9,06. C, H N.O,S. O6uuncneno, %: N 23,58; S
9,00. Cnekrp 'H SIMP 6, m.u.: 2,47 (c, 3H, CH,), 2,63 (c,
3H, CH,), ), 4,33 (¢, 2H, NH,), 4,60 (c, 2H, CH,), 7,61 (x,
3H, J = 6,50 I'u, Ph), 7,88 (&, 2H, J = 6,50 I', Ph), 9,42
(c, 1H, NH).

3azanvna memoouxa cunmesy apunioen2iopasuonoxionux
5, 7-0umemun-2-oxco-6-geninazo-miazono[4,5-bJnipuoun-
3-in-ayemammnoi kucromu (3—19). 0,005 mons rigpazumy
5,7-numeTnin-2-o0kco-6-(peninazo-riazono[4,5-b[mipuana-3-
iJ1-aneTaTrHol KUCIOTH po3unHsoTh y 30 mut eranouny. [lpu
TMIEpEMIIyBaHHI O OTPUMAHOTO PO3YHHY BHOCSTh KHIUITIHH
po3uuH, npurorosanuii 3 0,005 Mons anpaerixy ta 20 mi
eranoiy. CriocTepiraeTbCsi BUIIalaHHsI OPAH)KEBOTO OCaLy.
Cywminn HarpiBaroTh mpotsrom 1 roa. Ocan, 1o Bunas, Bif-
(ITBTPOBYIOTE, TPOMHUBAIOTH BOJOIO 1 BUCYIITYIOTE CIIOYaTKy
Ha noBiTpi, a moTiM mpu 100—110°C. [lepekprcTanizoByOTh
3 eraHoiy. OTprMaHi PEYOBHHH — OpPaHXEBi Ta YEPBOHI
KPHUCTAJIIUHI NOPOILKHU, PO3YHHHI y CIIUPTAxX Ta aleTaTHil
KHCJIOTi, HEPO3UYNHHI Y BOI.

4-Himpo-ben3unioen-ziopasuo-(3, 7-oumemun-2-okco-6-
Geninazo-miazonof4,5-bJnipudun-3-in)-ayemamnoi kucno-
mu (3). Buxin 95%. T.torut. 252°C. 3uaiineno, %: N 20,20; S
6,46. C,H /N.O,S. O6uncneno, %: N 20,03; S 6,55. Criektp
'H AIMP 6, m.u.: 2,55 (¢, 3H, CH,), 2,63 (c, 3H, CH,), 5,25
(c,2H, CH,), 7,61 (n, 3H, Ar), 7,88 (1, 2H, Ph), 8,00 (1, 2H,
Ar), 8,20 (c, 1H, CH), 8,27 (1, 2H, Ar), 11,93 (c, 1H, NH).

3-Himpo-6en3unioen-eiopazuo-(3, 7-oumemu-2-oxco-
0-¢peninazo-miasonof4,5-bnipuoun-3-in)-ayemamuoi
kucromu (4). Buxin 90%. T.romn. 260°C. 3Haiineno, %:
N 20,20; S 6,46. C,,H /N.O,S. O6uuncneno, %: N 20,03; S
6,55. Cnekrp 'H SIMP §, m.u.: 2,57 (¢, 3H, CH,), 2,63 (c,
3H, CH,), 5,24 (¢, 2H, CH,), 7,61 (m, 3H, Ph), 7,75 (t, 1H,
Ar) 7,89 (n, 2H, Ph), 8,21 (c, 2H, Ar), 8,26 (1, 1H, Ar), 8,55
(c, 1H, CH), 12,02 (c, 1H, NH).

4-Bpom-ben3unioen-2iopazuo-(35, 7-oumemun-2-oKkco-
6-peninazo-miasonof4,5-bnipuoun-3-in)-ayemamuoi
kucromu (5). Buxin 92%. T.romn. 275°C. 3naiineHo, %: N
15,95; S 6,06. C,H,,BrN O,S. O6uucneno, %: N 16,06; S
6,13. Cnekrp 'H SIMP 6, m.u.: 2,57 (c, 3H, CH,), 2,64 (c,
3H, CH,), 5,20 (c, 2H, CH,), 7,62 (x, 2H, Ar), 7,65 (x, 3H,
Ph), 7,71 (n, 2H, Ar) 7,90(n, 2H, Ph), 8,07 (c, 1H, CH),
11,86 (c, 1H, NH).

4-T'iopoxcu-3-memoxcu-6ensunioen-2iopazuo-(5,7-
oumemu-2-okco-6-eninazo-miasonof4,5-bJnipuoun-3-

in)-ayemammnoi kucromu (6). Buxin 82%. T.torr. 258°C.
3naiineno, %: N 17,05; S 6,56. C,,H, N O,S. O6uncreno, Yo: N
17,13; S 6,54. Cnextp 'H IMP 3, m.u.: 2,55 (¢, 3H, CH,), 2,64
(c,3H, CH,), 3,85 (¢, 3H, OCH,), 5,18 (c,2H, CH,), 6,84 (z,
1H, Ar), 7,12 (1, 1H, Ar), 7,62 (z, 3H, Ph), 7,92 (1, 3H, Ph),
7,96 (c, 1H, CH), 9,51 (c, 1H, OH), 11,65 (c, 1H, NH).
4-®@mop-6en3unioen-2iopazud-(3, 7-oumemun-2-okco-
6-geninazo-miazono[4,5-b] nipuoun-3-in)-ayemammuoi
xucaomu (7). Buxig 90%. T.tormn. 280°C. 3HatigeHo, %: N
18,25; S 6,96. C,.H FN.O,S. O6uucneno, %: N 18,17; S
6,93. Cnekrp 'H SIMP §, m.u.: 2,55 (¢, 3H, CH,), 2,64 (c,
3H, CH,), 5,19 (c, 2H, CH,), 7,29 (1, 2H, Ar), 7,63 (n, 3H,
Ph), 7,82 (1, 2H, Ar), 7,90 (1, 2H, Ph), 8,09 (c, 1H, CH),
11,73 (¢, 1H, NH).
5-Xnopo-2-2iopokcu-benzunioen-2iopasuo-(5,7-
oumemun-2-okco-6-¢gheninazo-miazonof4,5-b] nipuoun-3-
in)-ayemammnoi kucromu (8). Buxin 95%. T.torn. 274°C.
3maiineno, %: N 16,75; S 6,56. C,.H ;CIN O,S. O6uncneno,
%: N 16,98; S 6,48. Cnextp 'H SIMP 6, m.u.: 2,51 (c, 3H,
CH,), 2,64 (c, 3H, CH,), 5,19 (c, 2H, CH,), 6,94 (1, 1H, Ar),
7,30 (1, 1H, Ar), 7,63 (n, 3H, Ph), 7,79 (¢, 1H, Ar), 7,90 (z,
2H, Ph), 8,33 (¢, 1H, CH), 11,80 (¢, 1H, NH).
4-JTumemunamino-oenzunioen-eiopasuo-(3, 7-oumemun-2-
oKco-6-¢heninazo-miazonof4, 5-b] nipuoun-3-in)-ayemammoi
xucaomu (9). Buxin 80%. T.tormn. 240°C. 3naiigeno, %: N
20,72; S 6,50. C, ,H,.N.O,S. O6uncneno, %: N 20,11; S
6,58. Cnekrp 'H SIMP §, m.u.: 2,51 (c, 3H, CH,), 2,64 (c,
3H, CH,), 2,99 (c, 6H, N-CH,), 5,13 (c, 2H, CH,), 6,75 (x,
2H, Ar), 7,54 (1, 2H, Ar), 7,62 (z, 3H, Ph), 7,90 (z, 2H,
Ph), 7,94 (¢, 1H, CH), 11,45 (c, 1H, NH).
3,4-/lumemoxcu-6en3unioen-2iopasuo-(3, 7-oumemun-2-
okco-6-¢peninazo-miazonof4,5-b] nipuoun-3-in)-ayemamnoi
kucromu (10). Buxin 87%. T.tomn. 268°C. 3naiineHo, %:
N 16,52; S 6,50. C,;H,,N.O,S. O6uncneno, %: N 16,66; S
6,35. Cnexrp 'H SIMP 6, m.u.: 2,55 (¢, 3H, CH,), 2,64 (c,
3H, CH,), 3,82 (n, 6H, OCH,), 5,20 (c, 2H, CH,), 7,02 (x,
1H, Ar), 7,22 (n, 1H, Ar), 7,40 (c, 1H, Ar), 7,62 (1, 3H, Ph),
7,90 (1, 2H, Ph), 8,00 (c, 1H, CH), 11,68 (c, 1H, NH).
4-Xnop-6enzunioen-eiopasuo-(3, 7-oumemun-2-okco-6-
Geninazo-miasonof4,5-bJnipuoun-3-in)-ayemamnoi xuc-
aomu (11). Buxixg 77%. T.torr. 280°C. 3naiineno, %: N
17,70; S 6,51. C,,H ,CIN O,S. O6uucneno, %: N 17,55; S
6,69. Cnekrp 'H SIMP §, m.u.: 2,55 (c, 3H, CH,), 2,64 (c,
3H, CH,), 5,19 (c, 2H, CH,), 7,52 (1, 2H, Ar), 7,62 (n, 3H,
Ph), 7,79 (n, 2H, Ar), 7,90 (1, 2H, Ph), 8,01 (c, 1H, CH),
11,86 (c, 1H, NH).
3-Emoxcu-4-2iopokcu-6enzunioen-2iopasuo-(3,7-
oumemui-2-okco-6-geninazo-miazonof4,5-b[nipuoun-3-
in)-ayemammnoi kucromu (12). Buxin 82%. T.torur. 253°C.
3maiineno, %: N 16,52; S 6,20. C,.;H, N O,S. O6uncneno,
%: N 16,66; S 6,35. Cnextp 'H SIMP 6, m.u.: 1,36 (c, 1H,
OCH,CH, ), 2,51 (c, 3H, CH,), 2,64 (c, 3H, CH,), 4,09 (c,

2—=3

2H, OCH,CH,), 5,17 (¢, 2H, CH,), 6,85 (1, 1H, Ar), 7,10 (c,
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1H, Ar), 7,34 (¢, 1H, Ar), 7,62 (1, 3H, Ph), 7,92 (1, 2H, Ph),
7,94 (c, 1H, CH), 9,45 (c, 1H, OH), 11,66 (c, 1H, NH).
2-Kapb6okcu-bensunioen-2iopazuo-(5, 7-oumemu-2-okco-

6-peninazo-miazono[4,5-b] nipuoun-3-in)-ayemamnoi

kucnomu (13). Buxig 90%. T.tomn. 240°C. 3naiineHo, %:
N 17,30; S 6,45. C,,H, N O,S. O6uncneno, %: N 17,20,
S 6,56. Cnektp 'H SIMP §, m.u.: 2,55 (c, 3H, CH,), 2,64
(c, 3H, CH)), 5,20(c, 2H, CH,), 7,55 (x, 2H, Ar), 7,62 (x,
3H, Ph), 7,90 (z, 2H, Ph), 7,92 (c, 1H, Ar), 8,01 (c, 1H,
CH), 8,84 (c, 1H, Ar), 11,91 (c, 1H, NH), 13,28 (c, 1H,
COOH).
2-Xnop-ben3unioen-eiopazuo-(3,7-oumemun-2-okco-

0-¢eninaszo-miazono[4,5-b] nipuoun-3-in)-ayemamuoi

kucromu (14). Buxing 85%. T.romn. 270°C. 3naiineHo, %:
N 17,70; S 6,51. C,,H ,CIN O,S. O6uucineno, %: N 17,55;
S 6,69. Cnextp 'H SIMP 8, m.u.,: 2,55 (c, 3H, CH,), 2,64 (c,
3H, CH,), 5,21 (c, 2H, CH,), 7,40-7,49 (m, 2H, Ar), 7,54
(m, 1H, Ar), 7,62 (1, 3H, Ph), 7,90 (n, 2H, Ph), 8,01 (z, 1H,
CH), 8,46 (c, 1H, Ar), 11,97 (c, 1H, NH).

5-(4-Himpo-genin)-pypan-2-in-memunen-eiopasuo-(3, 7-
oumemun-2-okco-6-gheninazo-miazonof4,5-b] nipuoun-3-
in)-ayemammnoi kucromu (15). Buxin 82%. T.torut. 255°C.
3maiineno, %: N 17,70; S 5,69. C,.H, N.O,S. O6uncneno,
%: N 17,65; S 5,77. Cnextp 'H SIMP 6, m.u.: 2,55 (c, 3H,
CH,), 2,64 (c, 3H, CH,), 5,20 (c, 2H, CH,), 7,14 (¢, 1H,
®ypan), 7,43 (¢, 1H, dypan), 7,62 (1, 3H, Ph), 7,88 (x,
2H, Ph), 8,02 (n, 1H, CH), 8,04 (n, 2H, Ar) 8,28 (c, 2H, Ar),
11,83 (¢, 1H, NH).

3-@ypan-2-in-aninden- 2iopazuo-(3,7-oumemui-2-okco-

6-peninazo-miasono[4,5-bnipuoun-3-in)-ayemammoi

xucnomu (16). Buxin 77%. T.tomn. 265°C. 3naiineno, %: N
17,70, S 5,69. C,H, N.O,S. O6uncneno, %: N 17,65, S 5,77.
Crnekrp 'H SIMP 6, m.u: 2,55 (¢, 3H, CH,), 2,63 (c, 3H, CH,),
5,04 (c, 2H, CH,), 6,60-6,74 (M, 3H, ®ypan), 6,95-7,01 (m,
1H, CH), 7,62 (n, 3H, Ph), 7,78 (c, 1H, CH), 7,84 (n, 1H,
J=6,91T"'n, CH), 7,90 (&, 2H, Ph), 11,76 (¢, 1H, NH).

5-(2-Xnop-5-mpughnyopmemun-4-penin)-gpypan-2-in-
Memunen-2i0paszuo-(5, 7-oumemun-2-oxkco-6-geninazo-
miazonof4,5-bJnipuoun-3-in)-ayemammnoi xucromu (17).
Buxing 75%. T.rommr. 283°C. 3uatigeno, %: N 13,79; S 5,31.
C,H,,CIF,N,O,S. O6uncneno, %: N 13,71; S 5,23. Criextp
'H AAMP 3, m.u.: 2,55 (¢, 3H, CH,), 2,63 (c, 3H, CH,), 5,16
(c,2H,CH,), 7,15 (c, 1H, Dypan), 7,41 (¢, 1H, Oypan), 7,62
(m, 3H, Ph), 7,73 (c, 1H, Ar), 7,84 (1, 1H, Ar), 7,89 (1, 2H,
Ph), 8,06 (c, 1H, CH), 8,17 (c, 1H, Ar), 11,74 (c, 1H, NH).

5-(2,3-Huxnopo-penin)-gypan-2-in-memunen-eiopazuo-
(5, 7-Oumemun-2-oxco-6-peninaso-miazono[4,5-b]nipuoun-
3-in)-ayemammoi kucromu (18). Buxin 80%. T.torm. 276°C.
3uatineno, %: N 13,99; S 5,51. C_H, CLN O,S. O6uucneno,
%:N 14,50, S 5,53. Cniexrp 'H SIMP 8, m.u.: 2,55 (¢, 3H, CH,),
2,64 (c,3H,CH,), 5,17 (c,2H, CH,), 7,07-7,15 (m, 1H, Dypan),
7,36 (1, 1H, ®ypan), 7,50 (1, 2H, Ar), 7,62 (1, 3H, Ph), 7,90
(m, 2H, Ph), 8,02 (¢, 1H, CH), 11,85 (c, 1H, NH).

1-(2,5-Huxnopo-gpenin)-2,5-oumemun-1H-nipon-3--in-
MemuneH-2i0paszuo-(3, 7-oumemun-2-okco-6-perniiazo-
miazonof4,5-bJnipuoun-3-in)-ayemammuoi xkucromu (19).
Buxin 79%. T.tomr. 255°C. 3uatineno, %: N 16,79; S 5,22.
C,,H,.CLLN.O,S. O6uucneno, %: N 16,16; S 5,29. Cnextp
'H AMP 3, m.u.: 1,92 (¢, 3H, ArCH,), 2,04 (c, 3H, ArCH,),
2,55 (c, 3H, CH,), 2,64 (c, 3H, CH,), 5,08 (c, 2H, CH,),
6,30 (c, 1H, ITipon), 7,62 (1, 3H, Ph), 7,68 (1, 1H, Ar), 7,73
(c, 1H, Ar), 7,78 (n, 1H, Ar), 7,90 (z, 2H, Ph), 8,04 (c, 1H,
CH), 11,32 (c, 1H, NH).

Excnepumenmanvua 6ionociuna vacmuna

Bueuenns anmuoxcuoanmnoi axmusnocmi cnonyk. Po3-
giHA crionyk B eraHoii (0,3 mi, 20 puMomb/i) qomaBain
1o crmptoBoro po3unny JA®II (2,7 mm, 150 pumomns/m).
CyMilll IHTEHCUBHO NEPEMILlyBaJId i 3aJIMIIANM Ha 2 TOJ.
[Ticns WBOTO PO3YHMH BHOCWIM B KIOBETY CIIEKTPO(OTO-
MeTpa i BH3Ha4YaiIu Horo onTuyHy ryctuny (A.= 517 HM).
Pajvkan-normuHanibHy aKTHBHICTH CIOIYK OOYHMCITIOBANIN
3a (hopMyIIOH0:

—A
JIOIT S
PIIA = -100%
JIOIT
ne A — ONITUYHA TYCTHHA PO3YHHY BUIBHOTO pajfKa-

T

ay JA®IIT (135 pmons/i), A — ONTHYHA TYCTHHA PO3UHHY
J@IIT 3 TecTOBaHOIO pEUOBUHOIO. SIK CTaHAAPT BUKOPUCTO-
ByBas ackopOinoBy kucioty (PIIA=21,5%). BumiproBanus
TIPOBOIMIIN TPHUUi 3 HE3AJICKHUMHU aJTiKBOTaMH. BigHOCHI
BIIXUJICHHS He nepeOinpuryBanu 7%.

PesynbraTtyn Ta ix 06roBopeHHsA

Bnepiie orpumanuii etusoBuit ecrep (5,7-auMerni-
2-0kco0-6-dpeninazo-3H-tiazono[4,5-b]nipuaun-3-in)
arierataoi kuciotd (1) [14], B XiMiYHOMY acCHeKTi CTaHO-
BUTH 1HTEPEC SIK MPOMDKHHMU MPOIYKT JUIS MEPEXOIy 10
MIEPCIIEKTUBHOTO Y CHHTETUYHOMY BiTHOIIEHHI TiApasuIy
(5,7-mumeTnit-2-okco-6-deninazo-riazono[4,5-b|nipuauH-
3-in)-amerarHoi kucnotH (2). i oTpuMaHHs 3a3Ha4eHOT
CHOJIyKM BHBUAJHM peakLiio Tiapa3uHodizy croiyku 1.
3nilicHeHI eKCIIEpUMEHTH IOKa3aiy, 0 HaloNTHMAaNbHI-
MU YMOBAaMH JUTSL OTPHUMaHHS CIIONYKHU 2 € TIPOBE/ICHHS
peaxiii y cepenoBuii 96% eTaHoy 3 BUKOPUCTAHHIM SIK
ripasuHoi3yo4oro arenta 50% po34uHy TigpasuHTiapary
IIPY TPUBAJIOMY KHII ATiHHI Ha BOZHOMY OT'DiBHHKY.

Jnst dyHKIioHai3anii rigpa3uIHol TPy BUBYAIN B3a-
€MOJIIIO CTIOIYKH 2 3 apOMaTHYHUMH Ta TeTePOLUKIIYHUMHA
anpaerigamMu. B xoni 1ociiiiB BCTAaHOBHIIH, IO ONTUMAIb-
HUM CEpPEIOBUIIEM JUIS OTPUMAaHHS BiIOBITHUX apuIliieH-
rizpa3uanoxigHux € 96% eraHou.

Jis minTBeppKEHHS CTPYKTYPH Ta i1HAMBITyalbHOCTI
CHHTE30BaHMUX PEYOBHH BUKOPHCTAHO METOIH KUTBKICHOTO
eJIEMEHTHOro aHamizy Ta cnekrpockomii 'H SAMP. Tak,
CUTHAJIM TPOTOHIB METWIBHUX I'PYH HIPUIUHOBOTO IUKITY
CroCTepirarTh npu 2,42-2,57 m.4. 1 2,61-2,64 M.4. Biamo-
BijiHO. (DeHUTPHUI pajuKai y HOJIOXKEHH] 6 MpecTaBIeHIH
JBOMa JyIJieTaMu B AiiNsHKax 7,53-7,63 m.4. Ta
7,75-7,92 m.u. Cnonyka 2 XapakTepH3y€eThCsl HasBHICTIO
TiIpa3uIHOl IPYIH, IPEICTABIEHOT IBOMa CHHIJIETAMH ITPU
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ArCHO

R = 4-NO,-C,H, (3), 3-NO,-CH, (4), 4-Br-C H, (5), 3-OMe-4-OH-C,H, (6), 4-F-C H, (7),
2-OH-5-C1-CH; (8), 4-(CH,),N-C,H; (9), 3,4-(OMe),-C,H, (10),4-CI-C¢H, (11), 3-OEt-4-OH-C H,

(12), 2-COOH-C,H, (13), 2-CI-CH, (14),

Cl

F
LON ~ny ey -
0 0 ] ¥ Cl Cl
& Cl
(15) (16) amn (18) 19)
Tabnuysi 1
AHTUOKCMOAHTHA aKTUBHICTb CUHTE30BaHUX CNONyK
abo eTaJ'IOHI-S/Irl;IOﬂi)I/(g?)CbKMIZ 3aci6 PNA, % abo emnomﬁn&%ﬂ%&ﬁmwﬁ 3acib PA, %
AckopGiosa 215 Cronyka 10 259
Cnonyka 1 13,9 Cnonyka 11 5,0
Cnonyka 2 7,6 Cnonyka 12 17,0
Cnonyka 3 71 Cnonyka 13 11,0
Cnonyka 4 7.1 Cnonyka 14 7,0
Cnonyka 5 8,2 Cnonyka 15 7.9
Cnonyka 6 28,2 Cnonyka 16 6,6
Cnonyka 7 22,4 Cnonyka 17 €
Cnonyka 8 21,8 Cnonyka 18 7.9
Cnonyka 9 10,6 Cnonyka 19 7,9

4,33 m.u.(NH,)) ta 9,42 m.u.(NH). ins cnonyk 3—19 Bincyt-
Hiii curnan cunmery npu 4,33 m.u. (NH,), mo niareepmxye
OTPMMaHHS apWJIiICHIOXITHUX croiyku 2. CriekTpaibHi
XapaKTEPUCTUKN CHHTE30BaHMX CIIOJNYK HaBEIEHO B €KC-
TIepUMEHTANBHIN YacTHHI.

AHTHOKCH/IaHTHY aKTHBHICTH CIIONYK TOCIIIKYBalH in
Vitro, BU3HA4Yal0u1 3MEHILICHHS KOHI[EHTpALil BUIbHOTO pa-
Jukaiy [15,16]. s 1boro BUKOPUCTAIU BiJTHOCHO CTa01Tb-
HUH pamukan — 2,2-nudenin- 1-nikpuirigpazwty (JAPII).
[arencusHo dionerosuit IDIII y po3unHi eTaHOITy XapaKTe-
PHU3YETHCS MAKCHMYMOM TIOTIIMHAHHS CBITHa Ipu 517 HM. 3a
HASBHOCTI aHTHOKCHAAHTIB TaCUTHCS BUTHHOPAIUKAIbHUI
uentp J®PIII, BHACTIZOK YOr0 PO3YHH ITOCTYIIOBO BTPAYAE
¢ionerose 3abappieHHs. [IOpiBHIHHSA ONTHYHOI TYCTHHU
PO3UUHY, [0 MiCTUTh JOCTIKYBaHy CyOCTaHIIfO Ta HaJ-
JIMIIOK PaJuKally, 3 ONTHYHOIO TYCTHHOIO PO3UMHY CaMOTI0o
pagukany mae 3MOTY BH3HAYaTH paguKall-MOTIIMHAIBHY
aktuBHicTh (PITA) crionyk (ma6n. 1).

OTxe, pe3ynbTaTH MEPBUHHOTO CKPUHIHTY 3acBiIuy-

FOTh HAsSBHICTh Cepell HOBUX MOXimHuX 3H-Tiazono[4,5-b]
MpUANH-2-0HIB CIIOJYK 3 aHTHOKCHAAHTHOIO aKTHBHICTIO.

BucHoBku

BcraHoBneHo, mo etunoBuii ecrep (5,7-aumMeTni-2-
OKCO0-6-(heHina3o-riazono[4,5-b |mipuamH-3-in)-ameTaTHol
KHCJIOTH B YMOBaX peaKiiii riipa3uHoIi3y yTBOPIOE MepPCIIeK-
TUBHHUH y XIMIYHOMY BiJHOIICHHI Tifapa3ua-(5,7-1uMeTHII-
2-0kc0-6-(heHinazo-Tiazono[4,5-bmipumun-3-in)-aneraTHol
KHCJIOTH.

Bzaemonis rigpasuny (5,7-mumeT-2-okco-6-(eHinaso-
Tiazono[4,5-b]mipuauH-3-i)-aieTaTHOI KUCIOTH 3 apoMa-
TUYHUMH 1 TETCPONUKIIYHAMHE aJTbICTiaMH Y CEPEIOBHIIT
96% eraHOIYy NPU3BOIUTH A0 YTBOPEHHSA HEOMHCAHUX Y
HayKOBIi JiTepaTypi BiAMOBIIHUX apHIiA€HTiIpa3uI0I0-
XI1JIHHX.

Brepime ineHTH()IKOBAaHO AHTHOKCHIAHTHUH e(DeKT IOXiI-
HUX 5,7-gumernin-3 H-tiazomno[4,5-b|mipuanH-2-0Hy, o gae
MOXKJTBICTh BCTAHOBHUTH JICIKi 3aKOHOMIPHOCTI «CTPYKTYpa-
aKTHUBHICTBY cepe]| MOXiTHUX Tiazono[4,5-b|nipuauny.
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