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CHUHTE3 TA TOKOJIITUYHA AKTUBHICTDb
4-KAPBOKCUMAJIOHAHUJIOBOI KUCJIOTH

H.1O0.be3, M.B.PaximoBa, [.A.Cnu, H.B.I'apnasa, M.B.bucrposa

YxpaiHcbKa hapMalieBTUUHA akaaemisi

Tinponizom ermioBoro edipy 4-kKapookcumano-
HAHIJIOBOT KMCJIOTH CMHTE30BAHO BiMOBIXHY KMC-
Jory. B nocaizax in vitro 6yna BuBYeHa TOKOJIi-
THYHA Jis CHHTE30BaHOI cnoyku. BeraHosieHo,
IO JOCTiKYBaHA PEYOBHHA, MAIOYH HIDKIY TOK-
CHYHICTh, 32 AKTUBHICTIO 3HAYHO NEPEBHUILYE Me-
JIATOHIH.

IMpn MeankaMeHTO3HOMY Minxoni 10 30epiraHHs
BariTHOCTI JOCUTh OOMEXeHUI1 BMOIp JIIKAPChKMX 3a-
co0iB. B-AIPEHOMIMETUKU € ENNHOLO IPYIIOLO Tperna-
pariB, 5IKi B Halll YaC BUKOPUCTOBYIOTHCS B MEIMUHIK
npakTuli [4]. OnHak, iX BUKOPUCTaHHSI HEraTMBHO
BIUIMBAE SIK HAa OpraHiaM martepi, Tak i Ha g [3].
KpiM Toro, B roctpux cutyauisix B-anpeHOMiMEeTUKHN
iHKOJIM HE MOXYTb MPUBECTH MATKY B CTaH CITOKOIO
[3]. HeuromaBHO B poJti HOBOrO TOKOJIITUKA OYB 3ar-
pONOHOBAHUM MEJATOHIH, CUHTE30BaAaHUNK Yy
BHIOX®I im. C.Opmxonikinze [2]. CyTTeBUM Henmo-
JIKOM 1BOTO TIpENapary € Te, 10 BiH — TOPMOH
emigisy, TOOTO Ma€ AOCUTH CKIIAAHY ISl LIMPOKOIO
MPOMHUCIIOBOTO BUPOOHMITBA OynoBy. Tomy moiryk
HOBUX MaJIOTOKCUYHUX i BUCOKOE(hEKTUBHUX TOKO-
JIITUKIB 3 TTPOCTOIO CTPYKTYPOIO 3aJTUIIAETLCS aKTy-
AJTBHOIO 3aa4€el0 BiTYM3HSIHOL dapMallii.

I'inponizoM eTnsioBoro edipy 4-kapOoKCHUMaIoHa-
HinoBoi kuciotu (I) Hamu Oyna omepxkaHa 4-KapOoK-
cumasioHaHinosa kucnota (I1), Bucoka po3YuMHHICTb
SIKOI Y BO[Ii 1O3BOJIWJIA 3MIMCHUTY BUBYEHHS TOKOJIi-
TUYHOI aKTUBHOCTI:

—_—

HOOC NHCOCH,COOEt

—> HOOC NHCOCH,COOH

]

ToxoniTnyny akTuBHicTb crionyku (I1) BuBuanu B
nocnigax in vitro 3a metonom Marnyc-Kepepa [5] Ha
MozeJli TiNepCTUMYJISILIL MiOMETPilQ OKCUTOLIMHOM Y
Jiana3oHi KOHUEHTpalLlii Bixg 1 * 1078 qol- 1074 /M.

Bcroro 6yo mpoBenieHo 28 gociimiB Ha 9 Ge3nopo-
IHUX 6immx mypax. Ilpo edekTuBHicTh Ail crionyku
(II) cyaunuy 3a BITHOLIEHHSIM IO MOKAa3HUKIB CKOPO-
YYyBAJIBHOIL MisIZTBHOCTI MAaTKMU TIiCJISI BBEIEHHST OKCU-
TOIMHY, TIpnitHsITOMY 3a 100%. EJl50 Ta 1i mocToBip-
HiCTb pO3paxOBYBaJM 3a BEJIUYMHOK TOHYCY METO-
nom S.1. Xamxas [6].

B pesynbTari DOCHiAiB BCTaHOBIEHO, IO 4-Kap-
6okcuMantoHaHitoBa kucioTa (II) po3acmabioe Mio-
METpili BXXe B KOHILeHTpallii 1 10”7 r/Mia. 3i 30L1b-
IIEHHAM KOHUEHTpaLil iHrioyiouuii edeKT 3aKOHO-
MipHO 3pocTae (IuB. Tab). MeaToOHIH TaKoX 3MeH-
[IYE TOKa3HUKU TOHYCY MPSIMOMPOTOPLUIITHO BBE-
IeHi mo3i, omHak criiBcTaBieHHs EJl50 mokasye,
o crronyka (IT) 3a akTWUBHICTIO TepeBepLIyE aHa-
jor 3a giero B 10,5 pasiB nmpw 3HAYHO HUXKJIi
TOKCHUYHOCTI.

3i 3MEHUICHHSIM TOHYCY CITOCTEpPITanoch 30i/b-
IIEHHS aMTITITYIM CKOPOYeHb SIK IPU BBEIEHHI CII0-
nyku (IT), Tak i npu BBeneHHI MenatoHiHy. CKopo-
YEHHs1 Oynu OiibLLU ]gi,uKMMVI i TpuBanumu. Tak npm
KoHueHTpartii 1 + 107 r/mMi cnionyka (11) 3HUKye yac-
TOTY CKOpOUYeHb MaTKU Ha 38%, TOi SIK TIpY BBEJICHHI
MEJIATOHIHY B aHaIOriyHii go3i — nauwe Ha 5,3%
(Tabn).

EkcnepumenTanbHa yacTMHA

Crextp [IMP xuciaotu 3anuvcaHuil Ha Tpuiami
“Bruker WP-100SY” (HimeuuwnHa), BHYTpilLHIN
crangapt — TMC. I4Y-cniexTp 3anucalHuii Ha puiami
“Specord IR-75” B Tabaetkax KBr; koHueHTpalis
cranoBuia 1%. EtwnoBuit edip 4-kapboKcruMaioHa-
HinoBoi kucnoty (I) orpumMaHuit 3a BiTOMOIO METO-
JUKOIO.

4-Kapookcumanonaniziopa kuciora (II). 12,56 r
(0,05 Monw) etmoBoro edipy 4-kapboKcUMalloHa-
Hinosoi kucnot (I) B 25 mn 20% poszunny NaOH
HarpiBaroTe npu Temreparypi 60-70°C mpotsirom 3
roguH. PeakiiilfiHy CyMilll OXOJIOMXKYIOTh, ITIKUCIIO-
1otb HCI no pH 3. Ocan BindiabTpoByiOTh, TPOMU-
BalOTh XOJIOAHOIO BOAOIO, CyllIaTh. BUXil CTAaHOBUTH
11,12 r (ximekicuuit), T.tormn. — 264-8°C (Boma).
3HavineHo y %: C — 53,74; H — 3,98; N — 6,32
(C10H9NOs). Bupaxysano y %: C cknanae 53,82; H
— 4,06; N — 6,28. Rf cranosurp 0,56 (cvnydon
UV-254, H—6yraHon—auetoH—Bonma, 13:3:3). 14-
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Tabsms
Toctpa TOKCUYHICTH Ta TOKOJITMYHA aKTUBHICTBL 4-kapOokcumanoHaHinoBol kucaotu (II) i menaToHiEy
[MpypicT NokasHWKIB CKOPOYYBabHOI AiANLHOCTI MaTtkn, % Elso,mn
CymMapHuin PLDEVRY 3 TepaneB- |
E)r/]l?z; KCL)L?QL}er.;IA%a- KinbkicTb ;gﬁ;i::ﬁ Bennuuna | Benuuuna Tpol/ﬁ:grigTb KOHﬂiﬂp_z' LDsomr/kr TE;:E? ‘
CKOPO4EHbL aMAnTyv | TOHyCY amnnityou CKOPOHEHHS 2,03-10
TOHYCY r/mn
1-107 0 -0,76 -35,30° +69,74’ -13,34
| 5-10° -20 -24,30 -60,58° | +29,08° | +31,25 0,79 5220 6607
1-10™ -32 -43,32' -82,78" +62,81" | +54,03
Me- 8,35-10°° -11,1 -5,7 -13,48 +88 +0,9
na- | 8,35-10° -5,3 -18,70 -48,90" +183 +27,75 8,32 930 11,7
M 510 -31,8 -34,40° -67,70° +202,7° | +41,40°

[pumitka: - (+) — 3meHiwenHs a6o 36ibienns (y %) NOKasHUKIB CKOPOUYBasbHOI AiibHOCTI MaTkH; * — P<0,05.

crektpu: 1639, 1653, 1685 (vc=0); 2300-2600 cm™!
(VCOOH-munep.). Criektp [TMP (IMCO-Dg, 8, M.11.):
3,38 (2H, ¢, COCH2CO); 7,66 (2H, 1, Ar-H); 7,89
(2H, 1, Ar-H); 10,35 (IH, ¢, NH); 12,48 (IH, c,

CcH5-COOH).

BUCHOBKH

lNaponizoM etunoBoro edipy 4-kapOoKCHUMAIO-
HAaHUIOBOI KUCIOTH OyJia omepxkKaHa 4-kKapboKkcHMa-
JIOHaHIJIOBa KUCJIOTA, sIKa 32 CBOIMU TOKOJMITUMHUMU
BJIACTUBOCTSIMU 3HAYHO TIEPEBUILYE MEJIATOHIH.
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CHUHTE3 U TOKOJIMTUYECKASA AKTUBHOCTD 4-KAP-
BOKCUMAJIOHAHUJIOBOU KUCJIOThI

H.}0.Ben3, M.B.Paxumosa, U.A.Ceiu, H.B.I'apHasa, M.B.Beictpora
Muaposmsom atunosoro adupa 4-Kap6oKCUMATOHAHUIIOBOI KHC-
JIOTbI CMHTE3WPOBaHA COOTBETCTBYIOIIAsi KUCHoTa. B ombitax in
Vitro 6610 N3YYEHO TOKOTUTHYECKOE ACHCTBUE CUHTE3MPOBAHHO-
rO COeIMHEeHMsI. YCTAaHOBIEHO, YTO UCCIIENyeMoe BELIECTBO, 06-
nanast 6oyee HU3KON TOKCUUHOCTBIO, TTO aKTUBHOCTH 3HAMTEThb-
HO NpeBBILIACT METATOHUH.
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SYNTHESIS OF THE 4-CARBOXIMALONANILINE ACID
AND ITS TOCOLYTICAL ACTIVITY

N.Yu.Bevz, M.V.Rakhimova, 1.A.Sych, N.V.Garnaya, M.V.Bys-
trova

By hydrolysis of ethyl of the 4-carboximalonaniline acid ether the
obtained acid was synthesized. The tocolytical action of the
synthesized combination was studied in vitro. It was established,
that the activity of the researching substance is more, than the
activity of melatonine. It has small toxic effect.



