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CHHTE3MpOBaH XHWHONWH 3aMEMICHHBIH 6-KapOOTHIApasHI B3aWMOICHCTBHEM ATHI-4-THAPOKCH-2-METHI-
XHHOIIMH-6-KapOOKCHIIaTa ¢ THApasuHruapaToM. Peaknneit kapOorunpasuaa ¢ GEeHITH30THONNAHATOM TIOIy4eH
¢enmruapaznHoKapboTnoamu. [Ipu BHYTPHMOIIEKYISIPHON HUKIM3aNNU (eHIITHAPA3HHOKapOOTHOAMHUIA B
IIETIOYHON W KHUCTION cpene oOpa3yroTcss XHHOIMI-3aMEIICHHbIE TPHa30d W THOIWa30j. BlammoneiicTBuem 6-
KapOoruapasuga ¢ cepoyriaepooM B IIENOYHOI cpene MOoTydeH XWHOMmI3amenieHHsli 1,3,4-okcaanason, a ¢
3aMEIEHHBIMH OCH3aJIbACTUAAMH MTOIY4YEHBI N'-(3aMeIIeHHbIC OCH3MINICHXHHOIIMH )-6-KapOoTuapa3uisl.

KitioueBble ciioBa: XUHOIM, KapOOTUAPA3UL, THAPAZUHIUAPAT, (PEHUIM30THOIMAHAT, (EHUITHAPA3NHOTHOAMUI,
TpHa30J1, THOIUA30JI, CEPOYTIEPOA, OKcanuasoi, ocHoBanus Lludda.
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XWHOIMHOBBIN (pparMeHT MPUCYTCTBYET BO MHOTHX
KJ1accaX OMOJIOTMYECKH aKTUBHBIX T'€TEPOLIUMKIIOB, HEKO-
TOpPBIE U3 KOTOPHIX OBUTH KIMHUYECKH UCIIOIb30BaHbI B
Ka4yecTBe MPOTUBOOIYXOJIEBBIX, MPOTUBOTPUOKOBBIX,
AaHTUOAKTEPHUAIBHBIX U AHTUIIPOTO30MHBIX JIEKAPCTB, a
TaKke aHTuHeoruiacToB [1-3]. Pa3paboTka nexapctB —
JIOCTATOYHO CIJIOKHAS 3ajladya, K KOTOPOHl A0 cHUX mop
HE XBaTaeT MOJIXOIOB U, C TOYKU 3peHus (apmaries-
TUYECKOM XHMMH, HCCIeIOBaHUs B cdepe CHHTe3a
HOBBIX AaKTHBHBIX COEIMHEHHH BCE ellle aKTyaJbHBI
XUHOJIMH M €ro MIpPOWM3BOAHBIE BCErAa MpPUBICKAIH
BHUMAaHUE KaK CHHTETUKOB, TaK 1 OMOXHWMHKOB, H3-3a
pa3zHooOpa3us XUMHYECKUX M (HapMaKOIOTHYECKHX
CBOMCTB. IIpoM3BOAHBIE XUHOJMHA, PACHPSKEHHBIE C
Pa3NUYHBIMUA TETEPOLUKIAMH, NPOSBISIOT CHJIbHBIE
AHTUMHUKOOAKTEpHAaJIbHbIE, TPOTHBOMHUKPOOHBIE, MPO-
THBOTPUOKOBBIE, MPOTHBOBOCTIAIUTENBHBIE, POTHBO-
MaJisipuiiHele cBoiicTBa [4—10], a Tak e HOPOTUBO-
OITyXOJIeBblE NEHCTBUS, HAlEJICHHBIE HA pa3lIUYHbIC
BHJIBI OIIyXOJIEH, TakuWe Kak Tomouszomepasa I,
TejaoMepasa, hapHasuwirpanchepasa [11-14].

[lpyarMass BO BHHMMaHWE BHIIIECKa3aHHOE, B
HAcTosAlIeH paboTe MBI CHHTEC3MPOBAJIU  HOBBIC
MIPOM3BOJIHBIC TPHA30Jia, THOAMA30JIa, OKCAAMa30yia U
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npousBoaHbie ocHoBaHus [lndda Ha 6a3e 4-ruaporcu-
2-MEeTHIIXUHOIHH-6-KapOoruapa3umia.

B nponomkennn cuHTe3a OMOJIOTHYECKH aKTUBHBIX
BemecTB [15] u myig cuHTE3a IENEBBIX TeTapHII-
XUHOJIMHOB [ 16] TpoBeeHa peakiyst 3T 4-THIPOKCH-
2-MEeTHJIXMHONHMH-6-KapOokeuaaTr 1 ¢ ruapasuH
ruapatoM. [lomyuens! 4-ruipoKcu-2-MeTHIXUHOIUH-6-
KapOoruapasua 2, KOTopele OBLTH HCIONB30BAHBI KaK
OCHOBHBIC HCXOJHBIC BEIIECTBAa AJISI CHHTE3a IIepe-
YHCJICHHBIX TETApUIXMHOIMHOB. Peakius HCXOAHOTO
rugpasug 2 ¢ GeHUIM30THO-IMAHATOM [IPY KUISTYEHUH
B DJTaHOJNE B COOTHomleHMH 1:1 mpuBOAMT K
noigy4eHuto  2-(4-TUAPOKCHU-2-METHII-XHHOJIUH-6-
kapOoHm)-N-QeHuIrHIpasnHKapoo-TnoaMuay 3.

YuuteiBasg (QYHKUHOHAIbHBIE BO3MOXXHOCTH
NOJY4YEeHHBIX (eHHITruaApasuHoKapooTHoamuga 3, u ¢
HENIBI0 TIOyYeHWs HOBBIX THIIOB TpWa3oja W THO-
[Ira30ja, U3ydeHa BHYTPUMOJIECKYJIAPHAS LUKIN3ALHS
¢dbenunruapasuHoKapooTHoaMuaa 3 1mox  AECHCTBHEM
5%-nworo NaOH wu xonm. H,SO,. B pesynbraTte
MoJTy4eHsl  5-(4-rUApPOKCH-2-METHIXUHOINH-6-11)-4-
¢denmn-1H-1,2,4-rpuazono-3(2H)-tuoH 4 u 2-meTun-6-
[(5-penmnamuno)-1,3,4-TH01MA3051-2 -1 | XMHOJIUH-4-
0JI 5 COOTBETCTBEHHO.
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Hamu OpDia m3yueHa TreTepoOIMKIHM3aHi KapOo-
ruapasuaa 2 ¢ cepoyriepogom B npucyrcrsud KOH B
9TaHOJIE C 3aMBbIKAaHHEM OKCaJMa30JIMHOBOIO ILUKJIA C
oOpazoBanueM 2-meTwi-6-(5-mepkanro-1,3,4-okcaqua-
301-2-u)XuHONMH-4-0ma 6. Kpome Toro, B3aumMoaencT-
BHEM 2 C 3aMElICHHBIMHU OEH3aJIbJCTHIAMH B 3TaHOJIE,
noxydeHsl N'-(3amMelleHHble OeH3UITHIICH)-4-THAPOKCH-
2-MeTWIXUHOINH-6-kapOoruapazuasl 7a—d (cM. cxemy).

Cnektpsl SIMP'H peructpupoBanu Ha mpudope
Varian Mercury-300 B JIMCO-ds—CCl, (1:3). Xon
peakuMu W YHUCTOTY TMIOJNyYEHHBIX COCIMHEHHH
KoHTponmpoBaiu MeronoM TCX na mmacturax Silufol
UV-254 (mposiBUTENH — TIAphI HO/a).

4-I'uaApoKCcH-2-MeTWIIXMHOJIHH-6-KapOoruapazua
(2). Cmecph 2.31 1 (10 mmonp) coenmuenus 1, 30 mn
sTaHosia U 6 Mn  85%-HOro ruapasuH rujapara
nepeMeniMBajii IpU KOMHATHOM Temreparype 1 u.
3arem HarpeBamu 0.5 4 40°C u ocTaBHIM Ha HOYb.
OO0OpazoBaBmmiicss 0CagOK OTHUIBTPOBBIBAIA |
MPOMBIBAJIM 3TAHOJIOM M MEPEKPUCTAJUTM30BBIBAIA M3
sranona. Berxox 1.89 1 (87%), T. . 320°C. Ry 0.47
(3tanon—rtonyomn, 1:1). Ciektp SIMP 'H, 8, m.1.: 245 ¢
(3H, CH3), 4.11 ym.c (2H, NH,), 5.95 ymr.c. (1Hgpon),
7.50 1 (1Hapom, J 8.7 I'm), 8.05 m.1 (1Hapon, J1 8.7, J>
1.9 I'm), 8.75 ym.a (1Hapou, J 2.0 T'mx), 11.52 ym.c (1H)

u 12.10 ¢ (1H, NH u OH). Haiineno, %: C 60.75; H
5.18; N 19.20. C;1H;1N30,. Brruecneno, %: C 60.83;
H 5.07; N 19.35.

2-(4-I'uapokcu-2-MeTHIXUHOJINH-6-KapOoHMT)-
N-penmiarugpazunkapooruoamus (3). Cmecs 042 r
(2 mmonb) coeaunenus 2, 12 mu stanona u 027 r
(0.25 wmu, 2 wmMoib) (EeHWIM30THOILMAHATA Tepe-
MewmuBanu 5—6 4 npu kuneHuu. [locne oxmakaeHus
MOJYYEeHHBIH OCaZoK OT(GHIBTPOBHIBAIIN, POMBIBAIN
ATaHOJIOM M MEPEeKPUCTAUTM30BBIBAIH W3 3TaHOJA.
Breixon 0.67 T (95%), T. . > 400°C. R; 0.67 (3Tanon—
tonyon, 1:1.5). Cnexkrp SIMP 'H, &, m.a.: 2.38 yurc
(3H, CHs), 5.91 ymr.c (1Hupon), 7.07-7.13 M (1Hgpow),
7.25-7.32 M (2Hapom), 7.50 1 (1Hapow, J 8.7 T'mx), 7.52—
7.57 M (2Hgpon), 8.10 a1 (1Hgpon, J1 8.7, J> 1.9 T'm), 8.74
A (1Hapow, J 1.9 T'm), 9.48 m. (1H), 9.70 ym.c (1H),
10.59 ym.c (1H), 11.52 m.c (IH 3NH u OH).
Haiigeno, %: C 61.53; H 4.39; N 16.11; S 9.16.
CisH¢N4O,S. Beraucaeno, %: C 61.36; H 4.54; N
15.91; S 9.09.

5-(4-I'mapokcu-2-MeTHIXUHOJNH-6-11)-4-pe-
unia-1H-1,2,4-tpuazono-3(2H)-tuon (4). K 0352 r
(1 mmomnp) coenuuenus 3 npubasnsau 15 ma 5%-Horo
pactBopa NaOH wu «xunsgtunu 3.5 49 1pu
nepemMemuBaHuu. 3ateM mnpubasisim 50 M BOABI,
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oThUIBTpOBaTH, QUILTPAT MOAKUCIsUH A0 pH ~ 4.
OOpa3oBaBmuiics 0caloK OTQUILTPOBBIBATH H
npombIBas Bostor. Berxox 0.32 1 (95.8 %), T. mn. 351—
352°C. Ry 0.65 (sranon—rtomyon, 1:2). Cnextp AMP
'H, &, m.n.: 2.36 1 (3H, CHs, J 0.5 I'm), 5.94 ks
(1Hapow> J 0.5 Tmr), 7.29-7.35 M (1Hapou), 7.42-7.44 M
(4Hapow), 7.47-7.52 M (BHupow), 8.03 ymrc (1Hqpom),
11.89 m. (1H) u 14.00 ¢ (1H, NH u OH). Haiineno, %:
C 64.48; H 4.31; N 16.60; S 9.44. CgH4N4OS.
Breruncneno, %: C 64.67; H4.19; N 16.77; S 9.58.

2-Metni-6-|(5-penunamuno)-1,3,4-ruoanaszon-2-
wi|xuHoaun-4-on1 (5). K 0352 r (1 wmmomp)
coeaunenust 3 npubapmsm 4 ma xkonu. H,SO4 u mipu
KOMHAaTHOH TeMIlepaType ocTaBsuid 3 4. 3atem
npubaBmsid 40 T TOTYICHOTO JbJa, 0Opa30BaBITHICS
0CaJloK OT(WIBTPOBBIBAIM W TPOMBIBATIM  BOJOM.
Breixon 0.31 1 (93 %), 1. ur. > 380°C. Rf 0.68 (3TaHon—
toiryon, 1:2). Cnektp SAMP 'H, §, m.u.: 2.64 ¢ (3H,
CH3), 6.74 ¢ (1Hgpom), 7.04 1.1 (1Hqpow, J 7.3, 1.0 T'm),
7.34-7.41 M (2Hgzpon), 7.64-7.68 M (2Hapow), 7.94 1
(1Hapow, J 8.8 I'x), 8.40 1.1 (1Hqpow, J 8.8, 2.0 I'mx), 8.45
A (1Hgpow, J 2.0 I'my), 10.60 m.c (1H) u 13.75 mr.c (1H,
NH u OH). Haiineno, %: C 64.80; H 4.36; N 16.65; S
9.40. CgH4N4OS. Brruucneno, %: C 64.67; H4.19; N
16.77; S 9.58.

2-MeTuia-6-(5-mepkanro-1,3,4-okcaanaszosi-2-u.i)-
xuHouH-4-0a1 (6). Cmecp 0.217 v (1 MMmoOIB)
coenunenus 2, 20 mn stanona, 0.8 mun CS, nepeme-
LIMBAJIM [IPU KOMHATHOM TemmepaTtype 30 MUH., 3aTeM
npubaswm 0.014 r (2.5 mmons) KOH u nepementn-
BaJM INpH KOMHATHOW Temmeparype 30 MuH., 3aTeM
kursTie 10 4. Tlocne oxnaxxnerns mpuoasmsum 20 mit
BOJIbI, OT(QUIBTPOBaNM, (QWIBTPAT MOJKUCISUIA 1O
pH ~ 4.0. O6pa3oBaBmuiics 0cajoKk OT(HUIBTPOBHI-
BaJIM, MMPOMBIBAIA BOJON M MEPEKPHCTATTN30BHIBAIN
u3 sraHona. Bexox 0.23 1 (88.8%), T. . 230-231°C.
R¢ 0.43 (sranon—ronmyon, 1:3). Cnexrp SIMP 'H, §,
m.a.: 2.37 ¢ (3H, CH3), 6.01 ¢ (1Hgpom), 7.66 1 (1Hapou,
J 8.4 Tu), 8.04 n.x (1Hzpou, J 8.4, 2.1 T'm), 8.46 1
(1Hapow> J 2.1 Tmm), 11.91 m.c (1H) u 13.68 m.c (1H,
OH u SH). Haiineno, %: C 55.45; H 3.58; N 16.38; S
12.19. C1,H9N30,S. Beruncneno, %: C 55.60; H 3.47;
N 16.22; S 12.35.

Coenunenust (7a—d). Cmecy 0.217 v (1 Mmoub)
coequHeHMs 2, 15 wMm s3taHoma w1 MMoub
3aMeleHHble OeH3anbaeTunbl (opmo-, mMema-, napa-
TUJIPOKCUOCH3ANBACTUT, H  HApa-TAMETHUIAMUHO-
OceH3anpAeTH ) KAMSITIIN 6—7 9 TPy MepEeMEeITUBaHUN.
Ilocre oxmaxaeHWs TOMYYSHHBIH OCaJOK OTHUIBT-
POBBIBAIH 1 TIEPEKPUCTATUIN30BHIBAIIN M3 3TAHOJIA.
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N'-[(2-ruapoxcudeH3UIUIeH)-4-THAPOKCU-2-
METWIXHHOJMH-6-kapooruapasua (7a). Berxong 0.29 ¢
(90%), T. 1. 365°C. R¢ 0.68 (3Tanon—rtomyou, 1:2.5).
Haitigeno, %: C 67.10; H 4.79; N 13.23. CsH;5sN50;.
Brruucneno, %: C 67.29; H4.67; N 13.08.

N'-[(3-ruapoxcudeH3uauieH)-4-ruApoKcu-2-
MeTHJIXMHOJMH-6-kapooruapasun (7b). Beixog 0.31
(97%), 1. 1. 358°C. Ry 0.63 (sTanon—rtomyomn, 1:2.5).
HaﬁHeHO, %: C 6712, H 476, N 13.11. C18H15N303.
Brerancieno, %: C 67.29; H4.67; N 13.08.

N'-[(4-ruapoxkcuOeH3UINAeH)-4-THAPOKCH-2-
MeTHWIXHHOJMH]6-kapooruapaszua (7¢). Berxom 0.28 T
(87%), 1. mn. 375°C. R; 0.57 (3raHon—rtomyomn, 1:3).
Crextp SIMP 'H, 8, m.1. 2.38 1 (3H, J 0.5 I', CH3),
591 kB (1H, J 0.5 T'm), 6.76-6.81 M (2Hapow), 7.50—
7.57 M (3Hapow), 8.09 ymr.a (1Hgpow, J 8.7 T'r), 8.39 ¢
(1H, =CH), 8.67 ym.c (1Hapon), 9.56 ¢ (1H), 11.55
ymr.c (1H), u 11.69 ¢ (1H, NH u 20H). Haiineno, %: C
6711, H 477, N 13.15. C18H15N303. BBI‘II/ICHCHO, %:
C67.29; H4.67; N 13.08.

N'-[(4-nuMeTHIAMUHOO e H3WITHAeH)-4-TUAPOKCH-
2-MeTWJIXUHOJIUH]6-kapOoruapasun (7c¢). Brixon
0.34 t (98%), 1. 1. 370°C. R; 0.49 (3TaHon—TOMYOII,
1:3). Cniexktp IMP 'H, §, m.a. 2.45 yur.c (3H, CH3),
3.03 ¢ (6H, NCH3), 6.10 ym.c (1Hgpon), 6.67-6.73 M
(2Hapom), 7.52-7.58 M (2ZHapow), 7.63 ymra (1Hgpow, J
8.7 I'm), 8.15 n.;x (1Hqpow, J1 8.7, J> 2.1 Tmr), 8.36 ymr.c
(1Hgpow), 8.70 ymra (1Hapow, J 2.1 Tmm), 11.64 ym.c
(1H), m 12.10 m. (1H, NH u OH). Haiineno, %: C
6871, H 587, N 16.15. C20H20N402. BLI‘II/ICHGHO, %:
C 68.96; H5.75; N 16.09.

KOH®JIMKT MHTEPECOB

ABTOpBI 3asBISIIOT 00 OTCYTCTBHM KOH(QIIMKTA
UHTEPECOB.
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Synthesis and Some Transformations
of 4-Hydroxy-2-methylquinoline-6-carbohydrazide
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The quinoline substituted 6-carbohydrazide was synthesized by the interaction of ethyl 4-hydroxy-2-
methylquinoline-6-carboxylate with hydrazinehydrate. The reaction of the carbohydrazide with phenylisothio-
cyanate yields phenylhydrazynocarbotioamide. Intramolecular cyclization of phenylhydrazino-carbotioamide in
alkaline and acidic media afforded quinolyl-substituted triazole and thiadiazole. The interaction of 6-
carbohydrazide with carbon disulfide in an alkaline media yielded a quinolyl substituted 1,3,4-oxadiazole and
the interaction same 6-carbohydrazide with substituted benzaldehydes were obtained N'-(substituted

benzylidenequinoline)-6-carbohydrazides.

Keywords: quinoline, carbotioamide hydrazinehydrate, phenylisothio-cyanate, phenylhydrazynocarbotioamide,
triazole, thiadiazol, carbon disulfide, oxadiazole, Schiff base
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