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CUHTE3 7-KAPBOKCIAJIKIJITIO-5,6,7,8-TETPATI/IPO-
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Karouosi cnosa: 1H-nipaszoso[3,4-e][1,4]0iazeniH-4-oHu; mioankaHKap6oOHOBI KUca0mu;
5-amino-N-(2,2-diaskinokciemus)nipazon-4-kapbokcamiou; ek30(yHKYioHaI3ayis; YUKAOKOHOeHcayis

lMpedmemom docnidxeHHs1 € cuHmMe3 Hogo20 mury nipa3ono[3,4-e][1,4]0iaseniH-4-oHi8, 3aMiuyeHUX Y MOMIOXKEH-
Hi 7 chpaemeHmamu mioankaHkapboHosux Kucriom. HasedeHa 8 pobomi nimepamypHa 0o8iOKa, sika cmocyema-
Cs1 acriekmie cuHmMemu4YHo20 ma 6io102i4H020 8UKOPUCMAaHHST 2eMePOUUKITIYHUX CrOyK eK30GhyHKUIOHaIi30-
8aHUX hpaemeHmamu mioarnkaHkapboHo8UX Kuciom, obepyHmMosye O0uinbHicmb makoao pody OOCHIOKEHHS.
Mozo pesynbmamom cmana po3pobka eghekmusHo20 00HOPEaKmMopHO20 Crlocoby OMPUMAaHHS Uinbosux Cro-
TyK, sIKa epyHmyembCs Ha 8HyMPIiWHbLOMONEKYNApHIU yuknidayii 5-amiHo-N-(2, 2-Oiankinokciemun)nipason-4-
kapbokcamidie y cepedosuwyi MypawuHOI Kuciomu 8 npucymHocmi mioankaHkapboHosux kucriom. CuHme3s
8uxioHux 5-amiHonipa3on-4-kapbokcamidie 30ilicHeHO KoHOeHcauieto 2-yiaHo-N-(2,2-0umemokciemurn)-3-0ume-
musiamiHoakpusi(kpomow)amidie i3 arnkinziopasuHamu abo 2idponimuyHUM po3uwernieHHsM 5-(2,2-0iemokciemurn)-
1,5-0uzidpo-4H-nipa3ono[3,4-d]nipumiduH-4-oHie. 3anponoHosaHa cxema 3HalideHoi peakuii nepedbayae rnep-
BUHHY 8HYMPIWHbOMOIIEKYISAPHY UUKITOKOHOEHcauito 3 ymeopeHHsIM 8i0rnogioHux 7-e2idpokcu-5,6,7,8-mempa-
2idponipa3sorno[3,4-e][1,4]0iazeniH-4(1H)-oHig, 2idpoKcuribHa epyrna siKux y KucrioMy cepedosulli 3amiuyyemncsi
Ha kapboKciankinmionbHutli 3anuwokK. Cmpykmypa ompumaHux Crioflyk 4imko dogedeHa 3 8UKOPUCMAaHHSIM Me-
modis I4-, 5IMP "H- 3C-cniekmpockonii, xpomamomac-criekmpoMempii ma efieMeHmHo20 aHani3y. lcmom-yum
doka3om ymeopeHHs1 dia3erniHo8oeo YUKy € HasisHicmb y cnekmpax SMP 'H mynbmunnemie npomoHie H® e
iHmepesani 3.16-3.50 m.4. ma mynbmunnemie npomoxie H” & diana3oHi 4.89-5.17 m.u.

SYNTHESIS OF 7-CARBOXYALKYLTHIO-5,6,7,8-TETRAHYDRO-1H-PYRAZOLO[3,4-e]DIAZEPIN-4-ONES
S.V.Kemskiy, A.V.Bol’but, M.V.Vovk
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pyrazol-4-carboxamides; exo-functionalization; cyclocondensation

The article describes the method of synthesis of a new type of pyrazolo[3,4-e][1,4]diazepin-4-ones substituted in
position 7 by fragments of thioalkane carboxylic acids. The literature reference considers the synthetic and biological
studies of heterocyclic compounds with exo-functionalized fragments of thioalkan carboxylic acids and it substantiates
the expediency of our investigation. The results of the research are development of an effective one pot method for the
target compounds, which is based on the intramolecular cyclization of 5-amino-N-(2, 2-dialkyloxyethyl)pyrazole-4-carb-
oxamides in the solution of formic acid with thioalkan carboxylic acids. The synthesis of the starting 5-aminopyrazolo-
4-carboxamides has been performed by condensation of 2-cyano-N-(2,2-dimethoxy)-3-dimetylaminoacryl(croton)
amides with alkyl hydrazines or hydrolytic cleavage of 5-(2,2-dietoxyethyl)-1,5-dihydropyrazolo-4H-[3,4-d]pirimidin-
4-ones. The scheme of this reaction proposed involves the intramolecular cyclocondensation with the initial formation
of the corresponding 7-hydroxy-5,6,7,8-tetrahydropyrazolo[3,4-e][1,4]diazepin-4(1H)-ones, and further replacement
of the hydroxyl group for the carboxyalkylthiol residue in the acidic medium. The structure of the compounds obtained
has been proven using the methods of IR-, NMR "H "C-spectroscopy, mass-spectra and elemental analysis. The
substantial evidence of the diazepine cycle formation is the presence of multiplets of protons H® in the range of 3.16-
3.50 ppm and muiltiplets of protons H’ in the range of 4.89-5.17 ppm in the 'H NMR spectra.

CUHTE3 7-KAPBOKCUAJIKUITTNO-5,6,7,8-TETPArM4PO-1H-NTMPA30J10[3,4-e][1,4]JNA3ENNH-4-OHOB
C.B.Kemckuti, A.B.6bonb6ym, M.B.Boegk

Knroueenie cnoea: 1H-nupason|3,4-e][1,4]0ua3enuH-4-oHbl; muoankaHkapboHosble Kuciomsl;, 5-amuHo-N-(2,2-
Quarnkunokcusmuri)-rnupa3sosn-4-kapbokcamud; 3K30QhyHKUUOHanu3ayusi; UUKIOKOHOeHcayusi

lMpedmemom uccrnedosaHus s18r1siemcsi CUHMe3 Hoe8o20 murna nupa3sonol3,4-ej[1,4]0uasenuH-4-oHoe, 3amMmeuéH-
HbIX 8 MONoXeHuU 7 hpaemeHmamu muoasikaHkapboHosbix kucriom. [lpusedeHHass 8 pabome niumepamypHasi
cripaska, Kacaroujasics acrekmos CUHMemu4yecKoeo U 6Uuo10eu4ecko20 NMpUMEeHeHUsT 2emepPOUUKTUYECKUX CO-
e0uHeHUU C 3K30¢hyHKUUOHauU3uposaHHbIMU chpaeMeHmamu muoaskaHkapboHo8bIx Kuciom, 060cHO8bisaem
uenecoobpasHocmb makoeo poda uccrnedosaHuli. E2o pesynbsmamom cmana paspabomka aghghekmugHo20 00-
HopeakmopHo20 criocoba rory4YeHust Yeneabix COeOUHeHbIU, KomopbIt 6a3upyemcsi Ha 8HYMPUMOIEKYNSPHOU YUK-
nusayuu 5-amuHo-N-(2,2-0uankunokcuamur)nupa3orn-4-kapbokcamudos 8 cpede MypasbUHOU KUCIombl C mu-
oasnkaHkapboHosbIMu Kucriomamu. CuHmMe3 ucxodHbIX 5-amuHomnupa3sorn-4-kapbokcamudos ocyuecmernieH KOH-
OeHcauyuel 2-yuaHo-N-(2,2-0umemokcusmuri)-3-0umMemunamMuHoaKkpu(KpomoH)amudos ¢ ankunaudpasuHamu
usnu eudponumuyeckum pacuwiernneHuem 5-(2,2-0usmokcuamur)-1,5-0uaudpo-4H-nupasono[3,4-djnupumuduH-
4-oHos. NpednoxeHHass cxeMa amol peakyuu rpedycmampusaem MepeuydHyo 8HymMpUMONEKYISPHY UUKII0-
KoHOeHcayuto ¢ obpazosaHueM coomseememeayrouux 7-audpokcu-5,6,7,8-mempaaudpornupasornol3,4-ej[1,4Jouase-
nuH-4(1H)-oHos u nocnedyrowiyro 3amMmeHy 2uOPOKCUTbHOU 2pynbl 8 KUcol cpede Ha kapboKcuanKunmuobHbIl
ocmamok. Cmpykmypa norny4YeHHbIX coeOUHeHUl cmpoao dokalaHa ¢ ucrionb3osaHuem memodos VK-, SAMP-
'H 3C-criekmpockonuu, XxpoMamomacc-CrieKmpomMempuu U 35ieMeHmMHo20 aHanu3a. CyuiecmeeHHbIM Jokasa-
mernbcmeoM 0bpasosaHusi Oua3enuHo8020 UukKra sensemcs Hanu4due 8 criekmpax AMP 'H mynsmunnemos
npomoHoe H° 8 uHmepsane 3.16-3.50 m.0. u Mynbmurnemos rpomoHos H” e duanasoHe 4.89-5.17 m.0.
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A30TOBMIiCHI reTepoLMKJIIYHI CIOYKH, eK30YHK-
I[ioHaJ/i30BaHi pparMeHTaMHU TioaJKaHKApPOOHOBUX
KHCJIOT, € BOXKJIMBUMH 00'€EKTAMHU [JIs1 OPraHivHOro
CUHTEe3Y Ta 6i0JIOTIYHUX T0C/TiIKeHb. Cepesi HUX, 30K-
peMa, I0LiJIbHO BiIBHAYUTH 2-TipOJIiUHII-5-Tioo1-
ToBi [1] Ta i30iH0/1i/1-3-TiooNTOBI [2-4] KMCIOTH,
AKi 3HAWIJIM BUKOPUCTAHHA B POJIi KJIIOUOBHUX 6J10-
KiB /IJIs1 KOHCTPYIOBaHHS KOH/IEHCOBAaHUX Ti0a3011-
HOBUX CTPYKTYP — aHaJIOTiB i30iH/10/106€H3a301[MHO-
BUX aJIKaJMOIAiB. Y pAy NoXiJHUX AUTiAp0o6eH30[f]
i30XiHOJIIITIOOTOBUX KUCJAOT BUSIBJIEH] QyHTilU-
nu [5], 2,3-aurigpoizoingolis-3-TionponaHoBUX KUcC-
JIOT - 6akTepULM/HI [6] Ta npoTuBipycHi [7] areH-
TH, a NipoaiAuHiA-2-TiokKap6bOHOBUX KHUCJAOT — aM-
He3ieBiHOBJIIOIOUI crioyyKH [8]. B KOHTeKCTi 3a3Ha-
YeHOT0 BUIIle He BTpavya€e CBOEI aKTyaJIbHOCTI Npo-
6J1eMa cripsiMoBaHoOi Moaudikalii iHIKUX reTepoIy-
KJIYHUX CUCTEM Ti0aJKaHKapOOKCUIbHUMHU 3aMic-
HUKaMMU. 3 ypaxyBaHHSIM BUCOKOTO ¢papMalreBTUYHO-
ro noTeHuiany nipasosio|3,4-e][1,4]aiazeniuis [9-12]
npeJMeTOM HAIIOT0 PO3IJIAAY CTaa iX eK30pyHK-
nioHasi3anis ¢pparMeHTaMu TiOOLTOBOI Ta TioNnpo-
[1AHOBOI KUCJIOT.

3a3Buyail KapObOKciaNKiITIOrpyny BBOASTH B Q-110-
JIOXKEHHS /10 aTOMa a30Ty reTepOLUKJIy IPUESHAH-
HsAM 710 3B’s13ky C=N BianoBigHOI TioasKaHKap6OHO-
BOI KMCJIOTH [5] 260 3aMillleHHSIM Helo O-TipPOKCHJIb-
Hoi rpynu [2-4, 13]. OctanHi# nigxizg € 6iabw no-
LIUPEHUM I MOXKe peaJsli3yBaTHUCh HaBiTh Y BUNTAAKY
YTBOPEHHUX IN Situ O-TiAPOKCHU3aMIillleHUX a30TUCTUX
reTepouUKJiB [14]. BpaxoByrouu 11e#t pakT, MU anpo-
6yBaJIM MOXKJIMBICTb OAHOPEAKTOPHOI'0 BapiaHTy CHUH-
Te3y paHillle HeBifjoMux nipa3zosio[3,4-e][1,4]niaze-
niH-4-0HIB i3 KapOOKCiaJIKAHTIOJIbHUMU 3aMiCHUKaA-
MM y MOJIOKEHHI 7 Mipa3oJsioAia3eniHOBOI CUCTEMU.
3 nietro MeTOM B poJti 6a30BUX 06’€KTIB /i1 popmy-
BaHH Jlia3eniHOBOIro LMKy 6y/IM 06paHi NoTeHiiHi
JUIs IuKJIisanii 6ipyHKIioHANbHI CTPYKTYpH — 5-aMi-
HO-N-(2,2-giankinokcieTnn)nipasosn-4-kapbokcami-
au la-e.

CuHTe3 ix 1-ankinzamillieHuX npeCcTaBHUKIB 3/iH-
CHIOBaJIM KOHIeHcalli€to 2-1iiaHo-N-(2,2-1uMeTOoKCi-

eTu/1)-3-AuMeTUIaMiHOaKpUJ/I(KpOTOH)aMiJliB i3 aJ-
kiarigpasunamu [15], a 1-apuibHUX aHaIOTiB — rij-
pPOITUYHUM po3lielieHHAM 5-(2,2-aieTokcieTn)-
1,5-purigpo-4H-nipasouo[3,4-d|nipumigrna-4-oHiB
[16] (cxema 1).

BcTaHoBJIEHO, 1110 IpU B3aeEMoOil aMiziB 1la-e i3
MEepKanTOONTOBOIO a60 3-MepKaNnTONPOIiOHOBOIO
KHCJIOTaMU B PO34YMHI MypalIMHOI KUCJIOTH IIPU KiM-
HaTHil TeMnepaTypi Mae Miclie GopMyBaHHs Jia3e-
MiHOBOTO IUKJY, QYHKI[IOHA/TI30BaHOI'0 B MOJIOXKEH-
Hi 7 KapOOKCUAJIKINITIONILHUMU 3a/IMLIIKaMU. Pe3yiib-
TATOM TAKOTO0 NPOLECY € YTBOPEHHS i3 BUX0OJlaMU
77-85% nipasouio[3,4-¢e][1,4]niazeninTioankaHkap-
GOHOBUX KMCJIOT 2a-K. HalijocToBipHille, 1m0 peak-
Lif peasi3yeThbCd 32 CXeMOI0 IEePBUHHOI BHY TPILIHbO-
MOJIEKYJIAPHOI IUKJIOKOHAeH caLil i TPUBOAUTB 10
YTBOPEHHS 7-TiIpOKCHUIlipa3oaoAia3eniHiB A, AKi pa-
Himre [16] 6ysiu BUZiJieHi HaMU Ta ileHTHdiKOBaHi
$i3uKo-XiMiYUHMMHU MeToaMM. IX rifpokcuabHa rpy-
I1a B KMCJIOMY CepeZlOBUILI CXU/IbHA [0 JIETKOI'0 HYK-
JseodispHOrO 3aMilleHHsI Ha pi3HOMaHITHI S-HYK-
Jieodiny, 30kpeMa i Ha TioaJIkaHKap6OHOBI KucJIO-
TH (cxeMma 2).

3BaXkalo4yH Ha 3[ATHICTb UUKJIIYHUX iIMiHIB peary-
BaTH 3 TiOOLTOBOIO 260 TiONPONAaHOBOIO KHCJI0OTa-
MM i yepe3s BiANOBiAHI NPOAYKTH NIPUELHAHHA aHe-
JIIOBATH Tia301bHi ab6o TiasnHOBI sifgpa [17-19], Mu He
BUKJIIOYAJIU MOXKJIMBOCTI OZaJIbII0OI BHYTPIIIHBO-
MOJIEKYJIAPHOI LUKJi3aLii kucaot tuny 2. Ha npu-
KJaJli cnosiyK 2a,e BCTAaHOBJIEHO, 1[0 Hi B yMOBax
nepebiry peakiiil, Hi B IPUCYTHOCTI KOHAEHCYIOYUX
peareHTiB (OLITOBUM aHTiApUA, KapboHiaaiiMigazou,
XJ0poeTupopMiaT) BOHU He CXUJIbHI [10 TepeTBO-
peHHs Ha TPULUKJIIYHI cucteMu 3.

BynoBa HOBUX MoxiJiHUX ipa3osio|3,4-e][1,4] aiaze-
MiHiB 2a-K 4iTKO Z0BeJleHa KOMIIJIEKCHUM di3nko-
xiMiuHUM gocigpxeHHAM (Tabu1. 1-3) i3 BUKOpUCTaH-
HAM MeToZiB [4-, AMP 'H (**C) cnekTpockomii Ta Xpo-
MaToMmac-cnekTpomeTpil. HaiijokazoBimumu dakra-
MU BUHHMKHEHHA B npoleci peakuyil fiazeniHoBOro
IUKJIY € HasiBHiCTh y cnekTpax SIMP 'H Ta 3C Mysib-
TUIIETiB poToHiB H®B fiana3oni 3.16-3.50 M.4. Ta

0
R’ H/\CH(OMe)z RENHNH,

N =N R ¢
a N” CH(OAIK),

N7 NH

NaOH R2 2

CH(OEt),
1a-e

1, Alk = Me, R’I = H, R2 = Me (a), PhC:H2 (6)’ R1 = Me, R2 = Me (B),
PhCH, (r); Alk = Et; R' = H, R? = Ph (a); 4-FC;H, (e).

Cxema 1

28



XKypHan opraHidyHoi Ta hapmaueBTUYHOI Ximii. — 2014, — T. 12, Bun. 2 (46)

ISSN 2308-8303

2,n=1R

1
N RO H
N CH(OAIK), HCO,H N N
"AIKOH \ i
NH, N™ N
R2 H OH
A
OH
H,0| Hs T Th

)\/ZI

R?

1 0O
R T H
y N
)
N )
N
OH

2a-K

S
O n

N
3

H, R? = Me (a), PhCH,(6), Ph (8); 4-FC{H, (r); R = Me, PhCH, (8); n = 2; R" = H, R? = Me (e),

PhCH, (e), Ph (), 4-FC,H, (3); R' = Me, R? = Me (i), PhCH, (k).

Cxema 2
Ta6bnuuya 1
Buxoaun, TeMnepaTypu NnaBfieHHA, Mac-CNeKTPU Ta Pe3ynbTaThi e/IEMEHTHOIO aHanily
CYHTE30BaHNX CMoJyK 2a-K
. 3HanpaeHo, % BupaxysaHo, %
Cnonyka | Bwuxig | T.nn., °C | [M+1]+ ®opmyna
C H N C H N
2a 77 | 201-202 | 257 1238 | 4.81 | 21.78 C,H,,N,0,S 1218 | 472 | 2186
26 78 146-147 | 333 5273 | 436 | 17.71 C,.H,(N,0.S 5282 | 443 | 17.60
2B 85 | 196-197 | 319 | 5439 | 479 | 1692 C,.H,.N,0,S 5420 | 485 | 16.86
2r 78 206-207 337 50.17 3.84 16.47 C,,H,sFN,O,S 49.99 3.90 16.66
2 81 204-205 | 347 | 5519 | 517 | 16.01 C,.H,sN,0,S 5548 | 524 | 16.17
2e 80 194-195 | 271 4411 | 516 | 20.94 C,oH..N,0.S 4443 | 522 | 2073
2e 81 141-142 | 347 | 5567 | 534 | 16.03 C,.H,sN,0.S 5548 | 524 | 16.17
2X 84 191-192 333 54.02 4.79 17.07 C,sH6N,O,S 54.20 4.85 16.86
23 77 199-200 | 351 5149 | 424 | 16.21 C,.H,.FN,0,S 5142 | 432 | 15.99
2i 79 126-127 | 285 4626 | 575 | 19.62 C,,H,N,0.S 4647 | 567 | 19.70
2K 80 | 198-199 | 361 56.34 | 568 | 1533 C,;H,,N,0.S 56.65 | 559 | 15.54
Ta6bnuya 2
[Y- Ta AMP "H-cnekTpwu cnonyk 2a-K
Cro- | I9-cnekrpu, KBr, v, cm” Criektpu IMP 'H, IMCO-d,, &, m.u.
nyka| C=0 | N-H |COOH
1 2 3 4 5
2a | 1690 3335 | 2550- {3.17-3.24 m (1H, CH,), 3.26-3.52 m (3H, SCH,, CH,), 3.55 c (3H, NCH,), 4.96-5.03 m (1H, H),
3490 | 2830 [7.19p4(1H,NH,J4.3Tu), 7.38 c (1H,H%),7.67 g (1H,NH, J 4.5 Ty), 12.32-12.74 w. c (1H, COOH)
3340 | 2540- 3.16-3.21 m (1H, CH,), 3.25-3.51 m (3H, SCH,, CH,), 5.08-5.16 m (1H, H’), 5.19 c (2H, CH,Ph)
26 | 1695 | 3700 | San0 |7:13727 M (2H, H,,,,,), 7.29-7.39 M (4H, H,,,,,, NH) 7.57 ¢ (TH, H), 7.97 4 (1H,NH, J 4.5 Tu)
12.45-12.75 w. c (1H, COOH)
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1 2 3 4 5
28 | 1690 3340 | 2530- |3.29-3.35 m (1H, CH,), 3.51 ¢ (2H, SCH,), 3.64-3.75 m (1H, CH,), 5.07-5.17 m (T1H, H), 7.42-
3470 | 2850 |7.59m(6H,H,,,,, NH),7.63 g (TH,NH,J4.5Tu), 7.74 c (1H, H), 12.40-12.80 w. ¢ (TH, COOH)
or | 1685 3335 | 2510- | 3.18-3.23 M (1H, CH,), 3.26-3.61 m (3H, SCH,, CH,), 4.98-5.07 m (1H, H’), 7.32-7.43 m (2H, H,,,.),
3475 | 2860 |7.46-7.55(3H,H,,,,+NH),7.63 8 (1H,NH,J4.5Tu) 7.71 c (1H, H), 12.14-12.63 w. ¢ (1H, COOH)
3340 | 2540. | 218 € (3H, CH,), 3.23-3.34 m (1H, SCH,), 3.36-3.58 M (3H, SCH,, CH,), 4.99-5.11 m (1H, H),
28 | 1690 | 3700 | Sa70 |5-17 € (2H, CH,Ph) 7.12-7.24 M (2H, H,y,,,), 7.28-7.37 M (3H, H,,,,, + NH) 7.56 ¢ (TH, H),
791 8 (1H,NH, J4.5Tu), 12.36-12.69 w. c (1H, COOH)
3340 | 2535- 2.52-2.63 m (2H, SCH,), 2.72-3.81 m (1H, CH,COOH), 2.83-3.89 m (1H, CH,COOH), 3.27-3.43
2e | 1695 3490 | 2860 |M (2H, CH,), 3.52 ¢ (3H, NCH,), 4.96-5.05 m (1H, H”), 7.27 n (1H, NH, J 4.5 Tu), 7.43 c (1H, H?),
7.68 o (1H, NH, J 4.5 Tu), 12.05-12.52 w. c (1H, COOH)
3340 | 2530- 2.41-2.53 m (2H, SCH,), 2.56-2.66 m (1H, CH,COOH), 2.69-2.80 (1H, CH,COOH), 3.29-3.50
2¢ | 1690 | 3205 | Saag |M(2H, CH), 4.95-5.04 M (1H, H), 7.07-7.17 M (2H, H,y,,,), 7.21-7.38 (4H, H,,,,, + NH), 7.53 ¢
(1H,H°),7.87 o (1H,NH, J 4.4 Tu), 12.08-12.53 w. ¢ (1H, COOH)
3345 | 2525- 2.45-2.515 m (1H, SCH,), 2.54-2.76 m (1H, SCH,), 2.78-2.89 m (1H, CH,COOH) 2.78-2.89 m
2% | 1690 | Soo0 | Segp | (1H, CH,COOH), 3.24-3.61 m (2H, CH,), 4.92-5.03 m (TH, H"), 7.42-7.60 (6H, H,y,, + NH), 7.65
4 (TH,NH, J 3.7 Tu), 7.73 c (1H, H%), 11.63-12.91 w. ¢ (1H, COOH)
3350 | 2530- 2.45-2.515m (1H, SCH,), 2.57-2.61 m (1H, SCH,), 2.68-2.76 m (1H, CH,COOH) 2.80-2.87 m
23 | 1690 3465 | 2870 (1H, CH,COCH), 3.33-3.44 m (2H, CH,), 4.94-5.04 m (1H, H’), 7.37-7.44m (2H, H,,,), 7.47-
7.55(3H, H,_,,,, + NH), 7.64 o (1H, NH, J 4.5 Tu) 7.73 c (1H, H’), 12.06-12.48 w. c (1H, COOH)
3340 | 2525- 3.17 ¢ (3H, CH,), 2.52-2.63 m (2H, SCH,), 2.68-2.78 m (1H, CH,COOH) 2.80-2.91 m (1H,
2i | 1695 3470 | 2850 CH,COOH), 3.22-3.41 m (2H, CH,), 3.44 c (3H, NCH,), 4.90-4.99 m (1H, H’), 7.17. c (1H, NH),
7.52 p (1H, NH, J 3.7 Ty), 12.00-12.56 w. c (1H, COOH)
3.20 ¢ (3H, CH,), 2.40-2.515 m (1H, SCH,), 2.53-2.56 M (1H, SCH.), 2.57-2.67 m (1H, CH,COOH)
2k | 1690 3335 | 2520- |2.70-2.80 m (1H, CH,COOH), 3.26-3.48 m (H, CH,), 4.89-4.99 m (1H, H’), 5.06 ¢ (2H, CH,Ph),
3480 | 2840 |7.04-7.15M (2H, H,,,,,), 7.18-7.37 M (4H, H, ., + NH), 7.72 & (1H, NH, J 4.5 ), 12.10-12.46
w. ¢ (1H, COOH)
Ta6bnuua 3
AMP *C-cnekTpu cnonyk 2a-K
Cno- AOMCO-d,, 6, m.u.
nyka| R R? c C c s (e Cta CH, | COOH
2a 34.98 140.15| 99.98 | 165.60 | 45.83 | 60.36 | 143.46| 30.37 |173.33
50.11 (CH,Ph), 126.97 (C?, C°),
26 127.37 (C*), 128.46 (C*, C%), 139.92 (C") 141.92 (100.09 [ 165.56 | 45.81 | 60.24 [143.41| 30.42 (172.19
124.76 (C%, C%), 127.88 (C*),
2B 129.55 (C?. C%), 138.0 (C"), 142.321100.61|165.39| 4538 | 61.26 | 143.35| 31.35 [171.94
116.37 (C%, C®), 127.45 (C, C*), 134.39
2r 161.26 (C*, J, 245.1 Tu) 142.28 | 100.56 | 165.22 | 45.28 | 60.74 | 143.16| 30.87 [ 172.09
50.02 (CH,Ph), 127.09 (C?, C°),
20 | 14.88 127.21 (C), 128.39 (C*, C¥), 137.24 (C") 143.72 | 96.78 [166.29 | 45.42 | 60.71 | 148.62| 30.78 [172.17
2e 34.79 141.97 | 100.14 | 165.38 | 45.65 | 60.38 | 143.33 gjg? 173.08
50.35 (CH,Ph), 126.62 (C?, C°), 24.08
2e 127,33 (C), 128.44 (2 C), 136,09 (Cy | 14117 100.08| 165.46 | 45.85 | 60.03 | 143.37 | 3, o 17312
124.83 (C*, C),127.90 (C*), 24.22
2 129.55 (C%, %), 138.03 (C") 142.35|100.55|165.32| 45.79 | 60.37 | 142.88 34.82 173.18
116.37 (C?, C%), 127.45 (C*, C°), 24.25
23 134,39 161.26 (C*, J,, 245.1 Tu) 142.41|100.45|165.47 | 45.85 | 60.43 | 143.46 34.86 173.31
2i | 14.81 34.91 143.82 | 96.72 [ 166.29 | 45.27 | 60.37 | 148.91 gg?g 172.97
49.91 (CH,Ph), 127.01 (C?, C9), 24.68
2 | 1491 | 1o e cn) 128,37 (C, C5), 137.23 (1) | 14405 | 96.70 | 166,31 45.49 | 60.14 | 14960 | 3¢°/ | 173.99
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MyJITUILIETIB TpoToHiB H” B sianasoni 4.89-5.17 m.u,,
a B crekTtpax AMP 3C curnaniB atomiB C° (45.27-
45.85 m.4.), C7 (60.03-60.74 M.4.) Ta C* (165.22-
165.60 m.4.).

ExcnepuMeHTasibHa YaCTUHA

[Y-crneKTpU CUHTE30BaHUX CIIOJIYK 3alIMCYBaIn
Ha criektpodoToMeTpi UR-20 B Tabsuri KBr. Crek-
Tpu IMP 'H i 3C peecTpyBa/iv Ha cieKTpodHOTOMET-
pi Varian-Gemini (500.13, 125.75 MI'n BianosigHo), B
po3uuHi JMCO-d,, BHyTpilllHi} CTaHAAPT - TeTpaMe-
TUJICUJIaH. XpoMaToMac-CeKTPH ofiepKaHi Ha NpHU-
kJaai Aligent 1100\DAD\HSD\VLG 119562.

7-Kap6okciaakinario-5,6,7,8-TteTparigpo-1H-
nipa3osio[3,4-e][1,4]aia3eniH-4-0HU 2a-K. Po3uuH
0,01 Mosb 5-amino-N-(2,2-piankisokcieTns)nipa3osn-

JlitepaTtypa

NS N R

Vol. 30, No.3, pp.498-503.

4-xap6okcamizy 1a-e B 10 MJ1 MypalIMHOI KUCJIOTH
nepeMillyBa/v BIPOAOBXK 12 rof py KIMHATHIN TeM-
nepatypi, ogasaau 0,011 MoJib TioowToBOI a0 Tio-
IIPOIIAaHOBOI KUCJIOTH i IPOJOBXKYBaJIX llepeMillyBa-
TH IPOTArOM lie 24 roJ npu KiMHATHIN TeMnepary-
pi. PO34MHHUK BUIIapOBYBaJIy, |0 3aJIMLIKY J0oJaBa-
Jv 30 mJ1 Boay, ocaf BindiibTPOBYBa/IU i CYLIUJIN.

BUCHOBKM

Po3po6/ieHo epeKTUBHUM OJJHOPEAaKTOPHUM Me-
TOJ, CUHTE3y 7-KapbokciankinTio-5,6,7,8-TeTparia-
po-1H-nipazoJio[3,4-e][1,4]nia3emnin-4-oHiB, IKUM 6a-
3yETbCS Ha B3aEMoJil 5-aMiHo-N-(2,2-fiankinokci-
eTuJ)nipasosi-4-kapbokcaMifliB i3 TioaskaHkap60-
HOBMMH KUCJIOTaMU B CEpeLOBUILI MypalIUHOI KKC-
JIOTU NIPY KIMHATHIN TeMIlepaTypi.
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