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WLK 547.745
HOBI N APMJ‘I 3- [HIPMMIAMH 5(6) IﬂAMIHO]
CYKLIMHIMIAW, AOCNIAXKEHHSA X XIMIMHUX TA
i BIOJTON4YHUX BJIACTUBOCTEM

O.B. BesibunHCbKa
Hayionaavnui medun it yuibepcumen iseni 0.0. boeomoasiyst (Kuib)

Beryn

Imizn nenacvuenix IMKapBoNoBMX KNC 10T MICTHTH aKTUBOBaINI /130~
Ma KapBOHLTLHUMU FPYHaMu OBV 38 S30K, 31aTHUN B IEBHIX yMO-
BaX NPUCIHYBaTH HYK1eopUIbHI peareHtn (MepKanToouTosa Kuciora,
ecrepu mTiopocpopHOT KHC10TM) 3 YyTBOPEHHAM NOXLIHUX CYKIIMHIMILY
[3, 4]. 2-Tionipw1oH, Ha BIIMIHY Bl CBOIO OKCUTEHOBMICHOIO aHa'lory, He
BCTYHIAE B peakiiiio 1icHoBoro cumresy 3 N-penit imancinimi;1om, siv J1erko
YTBOPIOE DPOAYKT npueHains N-cpeni-3-(nipiii-2-1io)-cyKummimiy
[10]. Bespo;timit avvoriak y po3unni aBeo oTHoro CIIMPTY HPUCIHYETHCH
/10 IMILEB Ma/IETHOBOT KMC10TH, y1BOpIoloum Oic-imiim [11, 12]. Apomaiaii
amiHy, HYK1€opLIBHICTH SKMX HVDKYa 3a HYK1eO(pUILHICTD aticparmurimx
aMiHiB, TAKOXK MPHCIHYIOTHCH 110 HO/IBIIHOMY 38'513Ky Maneinimiiis. Turo-
BUM HPUKIA/10M HYKI€0PUIHHOTO NpUcIHaHS 110 HOBIHOMY 3B 43Ky ¢
B3ACMOJ LA aHIIHY 3 IMIIavu Marieitosol Ko 1om. Peakitinta 31atHicts
IMIJLIB 110 BUJHOIIEHHIO /10 apOMATUUYHMX aMiHIB 3a/1eXKUTh Bl 3aMICHUKIB
H118 OABINHOro 38'43KY [6]. 2-Metwinion 1a Moro noxiiHi, Hyk ieodi -
HICTD B-aTOMY sIKMX 3Ha4H0 OGUIbina y NOPIBHAHHI 3 iH710/10M, BCTYTAIOTH
y peakuito 3 iviziamu npu 90-120°C [1]. Onmcano MeTo;1 cMHTe3y Hoinm-
K HMHUX reTepoapuininepasyiiiviiis peakiiicio apui- abo rerepoapii-
rinepasuHiB 3 MO MINMK 1HYHMY alKitivitamm [5].

Maseinivizg, na siiminy sijt N-ankimvaneiniMinis, npu s3aemo;tii
3 NePBMHHUMM Ta BTOPMHHMMMK aKIEITOPHO-KOH IOroBaHuMm cha-
MiHaMM, B 3aJIQKHOCTI BiL YMOB peakxitivi, 3/1aTimm yTBOPIOBATH 4K
C-asikinopani cHaminm, 1ak i 5-okco-2-nipoiinm. Lo sijminmicrs y pe-
aKILiVHIN 3/1aTHOCTI MK MasIeTHIMiZIaMy Ta alKiiMaieiHiMiziaMm MOXKHa
NOSCHUTY BiJIHOCHOIO ETKICTIO HyK/1eodiibnoi araku 1o aromy Kap-
Bony kapboOHLIHHOT rpynu CyKnuHiMiLis npu BiicyTHocti N-aikitn-
nux 3amicumkis. ITpu B3aemoiil MasieinimMiz LB i3 3amineHmnM GeH3eHoM
B npucynocTi ¢y bgamiol kuciotm abo cyindarioi Ta docdarhoi

IIpobaemn eKOJIOTiuHOT Ta MeJIMYHOT FeHeTHKM | KJiHiuHOT iMyHoJOT{T

2 87 &

KUC/IOT MO TUBE OTpumattg N-apwiMarieinimizis i3 30epexetiism ado
3 POSKPUTTAM LMKy MaleiHiMiy. BBaxkaeTnesa, 1110 Maneinimi tn 15sa-
CMOJLIIOTH 3 APOMATUYHUMMU aMiHaM¥ Yepe3 YTBOPeHHS NPOMDKHNX /10~
HOPHO-AKIIEIITOPHUX KOMIVIEKCIB, 3 yTBOPEeHHSAM NOXLIHUX apwiaMiio-
CYKUMHIMILIB, SK onucaHo B litepartypi [8, 9]. Titepatypsi j1ani 1aiors
MOK TMBICTH CIIOJIBATUCH, 110 B pe3y ibTati Hy K 1eodlIbHOro npuciian-
s 5(6)-3amimennx ypanniis ;10 N-cperriBaminenx ma 1eiHiMi1is Mox-
AmBe yTBoperts (pi3ioIoruHo akTMBHNX CNOIYK 3 NOTeHIINHOK0 1Po-
THIY X TUHHOIO, NPOTUCY,TOMHOI0 abo anTuMikpobHoo akTusHicTIO [2].

3p’a30K poGoTH 3 HAYKOBUMM NpOIpaMamuy, IJlaHAMM, TEMaMM.
PoBora BukoHana B mexax mnjiany naykoso-jpoctijinmnx pobir Hanio-
HAILHOTO Me/inuioro yaisepeurery imeni 0.0. Boromoibis, 3aTBep-
jkennx MO3 Vikpaitm: “Busuenis ksantopo-xiMidnmx ta iziko-xi-
MiuHMX BilacTuBocTen pi3ioNlorivHo akTMBHUX CHOIYK 3 METOK CTBO-
peHHs NOTeHIIMHMX JIIKapChKMX 3aco0iB 3 aHTUOKCWIAaHTHUMI B/1ac-
Tusoctavn” (Ne n1epxasnoi peectpaitii 0109U005029).

Mera. 3 Metow posimpents Kojla norexuinuux BAP 3 nporm-
HYXIMHHOKO aKTUBHICTIO Ha OCHOBI ypaiwiis HaMM /I0C1DKeHa Xi-
Milta NoBe/liHKa 3aMilleHNX ypalwiis B peakilisx 3 m'siTuwieHHuM I
retepolMKiIamMmn - nHocismun papmaxkodoprnx ¢pparmentis, a came 3
N-cpeniavitiennMm ra/iorenopMicHMu maieinimiziamu. B pesy isra-
Il CUHTEe30BaHI ps/11 OpUriHa/ILHUX CIOTYK 3 NOTeHILINHOIO hizioioriu-
HOIO aKTUBHICTIO, CTPYKTVPHOIO OCHOBOIO MOICKY T AKMX cTa/iv 5(6)-3a-
vitneni ypauwim ta N-(ratorenodpeniyn)zaminieni maieiniviin.

Marepianiv Ta MeTOaM A0CTIIPKeHHSA

O6'exTamu Jrocni;ukenns cranu Hosi N-apwi-3-[nipumiyinn-5(6)-
Utaminojcykimnimizim ta ix dysknionanbni noxijni. Temnepatypwu
asienns (1) oneprkano na npuwiajii pipmu “Buchi” mojiens B-520.
Anaiitnany TIHIX nposojinim Ha mapi cuiikare o Ha amoMiHicBux
miariskax Silufol UV254 (5 cmx15 cm) “Kavalier” (Czech. Republic) y
cucTeMi po3uMHHMKIB: anetouiTpui-rekcan 2:1. IY-Criekrpu Bumipio-
sasm na cnekrpocdoromerpi UR-20 (“Charles Ceise Hena”, Germany)
B raGierkax KBr. I'PX nposepeno na rasopiimnsoMy xpomarorpa-
¢i “Perkin Elmer” 3 Y®-nerexropom (“Perkin”, Germany). Criekrpn
'H-SIMP cumrresosanmx peuosun 3anucani na npwiajsax “Bruker WP-
200 SY” (“Bruker”, Switzerland), “Varian T-60” (“Varian”, USA) 3 po-
Bouyoio yacrororw 132-200 MI'n y IMCO-D,, CDBr,, CDCl, CF,COOH,
DO, snyrpinmin craniapt - TMC aGo FM}.'[C Xmmm 3CYBM HaBe/1eHo
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B mKati & (m.4.). Faso-pizmuny xpomatorpadiio npoBojinim Ha rasopi-
amntomy xpomatorpadi “Perkin Elmer” 3 Y®-jgerexktopom (“Perkin”,
Germany). Ilpeniapat nopisns s - CyKummimi,

Cunrres N-apwi-3-[nipumiinn-5(6)-inamino Jcy KnmniMiziie nposo;im-
JIM Y cucTeMi PO3UMHHUKIB i3onponiiosun cnupr-sojia (1:1,5) npu na-
rpisaHHi peakuinyoi cymiiui /10 remnepaty py 80-90°C g npotsirom 4-21
roj. Jlocijukenis npoTucy1omioi aktusiocti (a o j1if Kopasony)
CIOJIYK NPOBOANINCA Ha OUX HeTliHIHUX MUIax-camMIIsiX Macolo
17,042,0 1, sixi yrpumysaimcs vy sisapii J1Y «lncruryr papmakoriorii Ta
tokenkonorii HAMH Vkpainn». Vrpumaning ta gociinm na msapuiax
NPOBOJLIIN BILMOBILHO /10 npaBit “€rponenchkoi KonseHii 3axmucry
XpebeTHnx TBapuil, SKi BAKOPUCTOBYIOTh B eKCIICPUMEeHTA IbHWUX Ta iH-
mmx Haykosux 1isx” (Crpacbypr, 1986). Kopaso: sseiieno y 103ax 80
mr/Kr ta 100 Mr/kr suyrpinnibouepesinm nuisixom. Ilpu ssesterind nict
JI031 BIPO/IOBK NEPIIOT XBUIMHW 1IC/1s1 BBe/1eHHs kopasony B 100% su-
NA/IKiB POIBMBAIINCH K IOHIKO-TOHIUNI CY/10MM, Ha MAKCHMa ILHOMY pib-
i axux 33% nipioci/iHnX TBApUH I'MHYy 10, Po3umnm crosiyk Bse;1eHo
3a 30 XBWIMH /10 BBe1eHHA Kopasony. OliHKa MpoOTHCY10MHOT aKTHB-
HOCTI CUHTE30BaHMX CIIO/IYK ITPOBE1CHA 3a HACTYITHUMM 1OKa3HUKavu:
% NIOCIVIHNX TBAPWH 13 CUHIPOMOM €Y, 10MiB; % NL10CTHMX TBa-
pyH, 110 3aruny10. 3amiugeni N-apua-3-[2,4-0ioxconipunsioun-5-iaamino]
cykyunimMion 1=V cuHTe3yiorh i3 eKBIMO/IAPHUX KLILKOCTEN 3aMillienmx
N-cheniimasieinimiziig ta 5-aMiHOy panly B CUCTEMI PO3UMHHUKIB (30~
nponiiosun cimpr-so/a (1,5:1) npu nepemintysanni peaxitinHor cymi-
mi nipu Temnepatypi 80-90°C syt 10 ;10 27,5 roa. Cnonyka I - kpuc-
TaliuHUT NOPOIOK ripununoro 3adbapsierbs. T . 296-298°C, suxis,
36% (0.37 r). Coonyka 11 - Kpucraliiunni nopomok Xosroro 3abaps-
nenns. T non. 230-233°C, Buxiz, 62.5% (3.3 r). Cnonyka I - kpucrariiu-
HUP TTOPOHIOK XoBTOro 3abapeienis. T 1. 233-235°C, suxin 45% (2.37
). Cooztyka IV - kpucraaiynmi noponok ¢sinio-xosroro 3adapsier-
. T o 305-308°C, Buxing 39% (0.42 r). Cnonyka V - kpucraiivimm no-
pomok csitio-xosroro 3abapsienns. T . 265-268°C, suxijn 49% (0.37
r). 3amiugeni N-apua-3-[4-eidpoxcu-2-mionipumioun-6-iaamino Jcykyunimiou
VI-X cuHT1e3yioTh ala/IoriuHo i3 eKBIMOIS PHUX KL ILKOCTeN 3amilnenmnx
N-cpeniiivaieiniMiyLis ta 4-riipokcn-2-rio-6-aminonipuminny s cucre-
Mi PO3UMHHMKIB i30nponiiosun cnnpt-ojia (1,5:1) npy nepemiinysani-
Hi peaxitintof cymini npm remnepaty pi 80-90°C sij 6,5 ;10 25 roji. Crio-
nyka VI - kpucraiiunmi noponiok 6i1o-poxesoro 3abapsienns. T i
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212-215°C, Bnxin 40% (0.82 r). Cnonyka N-o-x 10pocpeni:-3-(y pwjimnn-4'-
rIpoKen-2-1io-6"-amino)-cykimnivMua VII - xpucraniynmin nopoiiok
csiTio-kpemonoro 3abapsienns. T 1w 168-170°C, puxiz 59% (0.28 r).
Cnonyka VI - kpucta/iiynmi nopook CBiT 10-KpeMoBoro 3abaps 1eH-
Hs. T o 169-171°C, suxin 50% (0.24 r). Cnonyka IX - kpucramiunun
nopoinok kpemosoro 3abapeienns. T o 170-172°C, suxin 50% (1.08
r). Cnonyka X - kpucraniunmm nopoinok 6inoro sabapsienns. T no.
228-230°C, Buxiji 36% (0.291).

OTrpumani pesysibTaTH Ta iX 00roBopeHus

3a po3pob:IeHol aBTOPOM METOIMKOIO CMHTe3y OTPUMAHo HOBI 110-
xijui 5-aminoypanuiy Ta 6-amino-2-rio-4-rijipokcumipumiziniy, 1o J1o-
3BO/IWIO JIOCTTINTY peakitinny 31anticts N-(ranorenodenin)saminnenmx
MaIeTHIMIJLIB y peakiligx 3 MecTUwIeHMN reTepolMKIaMi Ta BBeCTH
raioreropmicti hapmaxocpopii dpparverrti 10 Moneky1 ypaipwiis. B
pesysTari Havu cunresopano ps/1 N-apwi-3-[mipumizini-5(6)-iamino)
cykumiimigis I-X, BapihioBarig yMoB HpoBe; e peakilin Ta BHecens
3MiH /10 METO/IMK, @ Cave: 3aMiHa CUCTEMM PO3YMHHUKIB: 13011POILIOBUI
cnmpr-sojia (1:1,5) Ha cucremy po3suMHHUKIB (€TWIOBMIA CIMPT-BOJIA,
1:1,5), kur'’arinng peakiinyoi Cymini Ta npoMuBaHHs KiHIEBUX [1PO/1yK-
118 1111 yac Q)i'll»'lpynamm y BaKyyMi CyXUM I'eKCaHOM, J103BO/TN/10 301 11~
ATV TTpaKTUUHMI BuXiL cno/tyk 1-X 10 30-50% (cxema 1).
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=

Vi-X
Cxema 1, 1e R = Ph (1, V1), o-CIPh (11, VII), n-CIPh (IT1, VIII), PhCH - (IV, IX),
o-CF Ph (V, X).

Hani enleMenTHOro ana’1isy cuHTesosanmx cnoayk I-X ijimosiiaiors
obumncieny staventsiM (tab:r1).

Axryaabni npobnemu papmanii Ta papmakorepanii
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Tabauus 1
/lani ezlemenTHOIO anasisy 1a 6pyro-gopmysia cunresosanix cnonyk I-X

Cronyka | 3nameno, N, % bpyro-dopmyria, M.m. Bupax., N, %
1 18.53 C_H_NO,300.28 18.66
11 16.68 C H CINLOA,%’M 72 1673 |
om | 1669 | CHCINO,33472 | 1673
| IV 17.77 ___CH,NO, 31430 17.82
Y 1 15.18 1 E H ,F.NO,,368.27 15.21
VI | 730 | CH.NOS316M | 1770 |
Vil 35:91 | C H CINO.S, 350.79 15.97
VI 15.93 | C,H.CINOS, 350.79 15.97
x| 1681 | C.H,NOS, 33037 16.96
X 1455 | (_&H“I‘ N,OS, 384.34 14.58

B IY-cnexrpax cnonyk I-X s obiacri 600-900 cm-1 cniocrepiraiorses
iHTencuBHi CMyTrm Herviackmx aecpopmaniniux Kosisanb 3B s3kis C-H
apomaruurinx pparmentis, B Ton Hac, sk sanentii koimsanna C-C -
38’ g3Kis npu 1585-1600 cm-1 i 1400-1500 cm-1 itenmmudpikyBaTi HeMOK-
JIMBO, TaK K BKazaHa ob/1acTh cnexTpis 6/1m3bKa /1)1 KO TMBaHb 3B 53KiB
C = C, >N-H rpyn. ITosioxeHtst cMyrm nor;mbanms v, Crocrepiraches
B o6macti 1450, 1490 aBo 1540 cv', B 3a1€KHOCTI B/ IIPUPO/IN TeTePOTIU-
KTuHoro samicHuka. Barerrmii kormpanns rpyn vC=0 B criekTpax cui-
TE30BAHNX CHOIMYK NPOABINIOTHCS BUCOKOIHTOHCUBHIIM MaKCUMYMOM B
obnacri 1630-1750 em™' (i cMyTH) i ¢ HAMBLIBLIN XapaK TepUCTUYHMMM.
38 a3k S-H B [Y-cnexrpax cnonyx I-X nerko ijienrmidikyrorses B obiac-
Ti 2810-2900 oM™, npakTV4HO BUILHIN Bijl IHNIMX CMYT, a’le crocrepira-
CTBCH IX 3MINeHHS Y BUCOKOUYACTOTHY 00/1acTh (TeopeTnyHo e ob/1acts
2550-2600 cm™') y 38'53KY 3 BINTUBOM FeTepOIMK 1IYHOTO KiTbIIs.

"H-AIMP-Cnekrpu crioniyk I=X MicTaTh My/IBTUILIOTHI CurHany B
obnacri 6 6.43-7.72 m.4., gKi Bi/INOBIAI0OTh NPOTOHAM apOMaTUYHOIO
KUIbILS, XapaKTepuCTUIHI CMHITICTHI CUTHA/TA BTOPUHHOI amiHorpynmn
B mexax 0 5.10-5.20 M.u., curnaim nporonis npu N 1a N nipumijinny
B ob6acrm 6:m3bko 6 10.30 m.u. 1a § 11.25 m.u. y BUIIIS, L CUHITIETIB.

Crniexkrpy cnonyk I-X micTars cuMHITICTHI cCurHa i TPOTOHIB Tpynmn
-SH (nipm 6 3.40-3.42 m.4.) Ta ymmpeni CMHITIeTHI CUPHA/ N TJIPOKCWITh-
nux rpy (npu § 11.41-11.48 m.4.), 0 CBIIUMMTL MPO 3HAXO/DKEHHS 1IMX
CHOTYK B apoMaTWuHin taytomephin ¢opmi. Biinecenns curnasis s
T4- ra "H-SIMP-cnexrpax cnoiyku HaseaeHo B tabiavi 2.

ITpo6aemn exogoriugoi Ta MeAHYHOT reHEeTHKH i KAiHiuHOT iMyHOJOTiT

1Y4-cnexrp: KBr, cm™!

Tabauus 2

(_l'K‘K rpanbm xapaxlepnm HKM CHH’ re;oualmx CHOJIYK l-X

Cnexrp 'H-SIMP: JIMCO-D, TMC, 6, m.u., J lu

n | (C-H,

600-900 (C-H, Ph); 1540
IV | (>N-H);1665, 1715, 1751

(C=0)

730 }( Cl); 600-900

730 (C-Cl); 600-900

1 | (C-H, Ph); 1490 (>N-H);
1660, 1710, 1750 (C=0)

650-900 (C-H, Ph); 1540

I | (>N=H); 1665, 1715, 1751

'9509 3384 (2H, v;,-tﬂg 4.592-4.721(1H, L.,
7

h); 1490 (>N-H);
1660, 1710, 1750 (C= 0)

(2. 5()5 3.454 (2H, ., -CH ) 15924, 7"1(1H, AL

2725, 224552}1,.1 ,~CH); 4526(111 KB,
0.8 ', -CNH); 5.098 (1H,; 5.2 ru,-N‘H)
6.677 (1H, c., -C, H); 7.277, 7758 Y497 (5H, a1,
A, gL, 0-H, w-ﬁ n-H, P 69T ) 24T,
Ph); 10247 (1H, ¢, -N, H); 11.191 (1H, ¢, -N _H)

0.8 I't, ~CNH); 5167 (1H, 1, F,, , 5.2 ',
-N‘iﬂ 5.198 (1H, c., -C, H); 7.279-7.709 (4H, w1,
697w I\, 24 ', Ph); 10338 (1H, c,-N

_H): 11.234 (1H, ¢, -NH

lHH

0.8 I', -CNH); 5.167 (1H, ., I*,,, 5.2 T,
-N‘H} 5.198 (1H, ¢, -C, H); 8.112-8.405 (4H, w,
]"“,,69111,]" 2.4 I'y,'Ph); 10.378 (1H, ., -N,

111,334 (1H, ¢, -N__H

(C=0)

26]2,2871 ..}l,u,l ~CH.); 3.943 (1H, 1., 1
0.8 I'n, -C H;uns 2H, L, -CH, Ph); 6.3
IH, ., i, -NH); 5.946 (1H, c,—C H
223-7.439'GH, m., ", 6.9 T, J* 241‘.&1&
10.234 (1H, c., -N_. H); 1052.(1}‘1'(,-51 H)

V' | (>N-H); 1660,1710,1750 |  (1H, c., -C, H); 7.223, %723 (411, c., c., Ph);
I (C=0) 10205 (1H, &, -N._H); 10,947 (1H, ¢, -N._H) |
"650-900 (C-H, Phy; | 2.73, n@n ¢, C, CH); 3.4 (1H, ¢, -SH); 453
v | 1540 (>NH):1630-1710 | (1H, k., J', 0.8 Ty, -CNH); 5.1 (1H, 1, I,
(C-—=O);2900(SH§; I, - \ufg%san c.,-C H); 7.32-750 (é'H
3240-3600 (OH s, Ph); 11.48 (1H, Vi.c., ~OH)

400, 415, 470, 560 (CF.);
600-900 (C-H, Ph); 1490

2.116,3.121 (2H, c..c ., ~CH,); 4.309 (1H, c., -
CNH); ,040‘111,,1 ' 52 Twi, -NH); 6,534

(SH); 3100-3600 (OH)

735 (C-CI); 600-900 (C-H,
vir | Ph); 1490 (GN-H); 1660,
1710, 1750 (C=0); 2810

2723, 3313 (2H, c., c., ~CI1); 3.42 (1H, ¢, ~SH);
453 (1H, Kk, )" osm,-tmc) 12 (1H, 1,
J,“,szm-Nl 5.35 (1H. ¢, -C  H); 7.22-7.65
(4H, m., lh),114‘34 (1H. vlnc -OH)

Ph); 149
(SH); 3100-3600 (OH)

735 (C-Clg,‘ 600-900 (C-H,
VI (>N-H); 1660,
1710, 1750 (C=0); 2810

2720,3312 (2H, c., ¢, -CH); 3.42 (1H, ., -SH);

453 (10, I, 0.8 I'n, -CNH); 5.12 (1H, 1.,

P 5.2 Ty, -NH}; 5.35 (1. ¢., -C H); 7.33-7.89
{41, 5a, Phi: 11,389 (111 v 200D

600-900 (C-H, Ph);
1490 (>NH; 1660, 1710,

IX' 19750 (C=0); 2810 (SH):;

3100-3600 (OH)

2.865, 3.159 (2H, c., ¢, -CH.); 3734 (IH, ¢, -

SH); 4.003 (1H, ., I', . 0.8[1, -CNH) 4.738

1.1, ~CH, Ph); 4597 (1H, 1 52T,

-NH); 6516 (1H, ¢, -C . H); 7 263 75% (5H, m.,
Ph); 11.454 (111, ynr.c., OH)

600-900 (C-H, Ph); 14

X (>N-H); 1660, 1710,
1750 (C=0); 2810 (SH);

3100-3600 (OH)

400, 415, 470, 560 (CF );

2.725,3.216 (2H, c., ., ~CH ); 3.292 (1H, €=
SH); 4521 (1H, c., -CNH); 4.831 (1H, 1, J
I, ~NH); 6517(1H, ¢, -C.. H); 7.328-7. ’ZSH
s, Ph); 10.458 (1] yur.c., -OH)

3 wmerowo nirrsep/pkenns  Oyiosm  N-apwi-3-[nipuminmnis-5(6)-

L1aMiHO|Cy KIMHIMIJIIB 3a /I0TIOMOrO10 MeTo/1iB (PYHKIIIOHATHHOIO aHa Ti-

Axryanpni npobiemu drapmanii Ta papmaxorepanii
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3y aBTOPOM po3pol/IeHo Ta anpoboBaO METO IMKU KOIILOPOBUX PeaKilin
A1 X AKICHOTO BUSRICHHS. 3a npoToTnn B39T0 hapMakoneti sKicii
peaKIi, npusiiayerti /s SKiCHOro Br3liadering npenapary-craiijiapy -
CYKIMHIMILY, OCKUIBKM B MOZIeKYJ/1aX O3HAYeHNX CNo/IyK Npucy THin 3a-
ranpimnn pparvent - N-cpenivisamimenmn cykimnimisy [7]. Bei kornsoposi
peakiiii 6y.10 anpobosano na N-¢enin-3-[4-riipoken-2-rionipumi -
6-inavino]cykimmnivinn VI Ilpukiaiom o/1iici 3 po3pobiiennx astopom
SKICHWX peakiiiil cTala peakilis 3 Ko0a/IpT aleraTom y Meranoi, B pe-
3yabTaTi SKoi cronyka VI ymsopioc koba in1oBy cib 3aminenoro N-apwi-
3-[mipywi;n-5(6)-vavino]cyknmnimity XI cunbo-iorierosoro 3abaps-
JIeHHH, aHa/ 10r4HOo 10 CyKmHiMizy (cxema 2) [7]. Beaxacmo, 1mo yrso-
peHHs TaKux co’len BiI0yBacThCs 3a paxyHOK eHO/IbHOT (PopmK CyKIn-
HivijiHoro gpparventa. B AAMP'H-cniekrpax cosen B obiacti 6 2.47-2.85
M. 4. CIIOCTEPIracThes CUrHa'T JIUILE O/IHOTO HPOTOHY y chopmi cunriery,
110 NEITBEP;LKYC NEePeTBOPEHHA O/IHOI0 3 aTOMIB KUCHIO B TI0/10KeHHi 2
MIPPOJILIMH/LHOHOBOTIO (pparMeHTy Ha CHOJISTHWN.

o
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|
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\ y (o
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CyRHpmhg b

Papreanooc ek

Call, OO v N

CH Lo 1. \
N =N\ o

X

Cxema 2.

Hocrijukernsa npoTncy1oMHoi aktnsHocti (Ha doui /i kKopasoy)
nposommcs Juis cnonyk I, I1, VI Kopasonr seejieno y j1o3ax 80 mr/kr
ta 100 Mr/xr sy tpimnbodepesiny nuisxom. [pu seejienni nici j103m
BITPO/IOBXK MEePIoT XBUIMHUW MC18 BBe/ieHNs Kopasoiy B 100% sunajikis
PO3BUBAINCH KTOHIKO-TOHIUHI CY/IOMU, Ha MaKCUMAILHOMY PiBHI SKUX
33% niyrociinmx tsapun ruiyto. Posuuim cnonyk I, I, VI seesieno 3a
30 xprmn j10 Beeternd kopasony. Oniika npoTHCyIoMHOT aKTUBHOCTI
CHHTE30BaHMX CIO/TYK 1POBE/ieNa 3a HacTyIHUMM [oKasHuKamu: % 11
JIOCTIIHUX TBAPWH 13 CUHIPOMOM CY/10MIB; % MTIOCTIIHNX TBAPWH, 110
sarnnyno. [Tokasano, mo noxiji 5-aminoypaity I, 11 ne maiorn Bupa-
KEHOT NPOTUCY/LOMHOT J1ii, a’te Ipy BBe;IeHHI IX po3unily /10 Opranismy
DHUIOCTIHUX TBApUIL /10 BBE/IeHHS KOPa30:1ly, BIICOTOK TBApUH i3 CHi-

TIpobaeMn eKOJIOTIYHOT Ta MeIMYHOT FeHeTHKM 1 KIIHIMHOT iIMYHOaOT{T
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JipoMoM cyjtomis smentiysascs 31 100% ;10 80%, a BiZICOTOK TBapuil, 110
3arunyio, sHvokysascs 3 33% 10 17% nijg yac nif kopasorty (1ad.3).
Tabanus 3
ITporncyromua akTMBHICTE cuuTesoBanux cnoayk I, 11, VI
(1a doni aii Kopasony)

- T .. | Tvapun,
Ywmosn j1ociiiy, Ne A0 r/Kr KimskicTn ,JlBE,'P")“ '3M 11O
CIOIyKH s M TBapuH* kCyﬁl{(igl(il:’%t; 3arm-
— : S AR £ s HY10,%
opaso:, 80 mr/kr
 (omtpon) | | 10710 ] e =
| 1200w/ | 52000 | 9/10 | 90 17
_ 1,200mr/xr ] >2000 | 8/10 =4 80 20
Kopasosn, 100 mr/xr
- (konrporn) 10/10 100 50
V1, 70.8 mr/xr 708 (590-840) |  10/10 | 100 100

Hpumirka: * - Kinpxicrs Teapuin 3 cy1oMamy / KUILKICTh TBAPWH Y /10CTiLL

Taknv umHOM, Npu Il MAIOTOKCMYHUX NOXITHUX 5-aMiHoypanm-
ay L I (J11,>2000 mr/kr) BijICOTOK TBAPUH i3 CUH/IPOMOM CYy/IOMIB
svennryrasca 3i 100% 10 80%, a BiICOTOK TBapUH, 110 3aIMIy/ W 11i1
yac J1if Kopa3sory 3umkyBascs 3 33% 10 17%. Manorokcuyne noxijipe
VI (JI/1,,>2000 mr/Kr), HaBnaku, HOTeHIIOE Cy;IOMHY J1il0 KOpaso'ly Ta
npussonTs 10 100% sarmnbeni nipytocainnmx sapun. Llen drakr moxna
HMOSICHUTH BIPOTIIIHUM BIUTMBOM Ha Dio/10r14Hy aKTUBHICTH CIIONYK pO3-
tTantysanns rpynm -NH, 8 voneky1ax ypanwiy y nonoxennsx 5 abo 6,

B niytomy, nomyk nporucy;1oMinx 3acobis Ha ocHOBI KOMOiHarin
pa/1y DIpUMIIMHIB 3 3aMinenMn MaieiHiMizlaMmn OTij1 BBaXkaTn nep-
CHEKTUBHUM HOBMM HalIPIMKOM, PO3BUTOK KO0 niepe/ibavac MoxK 1m-
BICTH O/IepXKaHHA HOBUX 1iKiB 3 BUPaKeHOIO IPOTUCY/IOMHOIO JIIiCO.

Bucnoskm

1. 3 MeTOI0 OTPUMAHHS HOBUX TTOTeHILIAHUX POTUCY/IOMHUX 3aC0-
6iB cMHTEe30BaHO OPUTIHAILHI NOXIIHI Ha OCHOBI 5(6)-3aminennx ypa-
wptis ta N-peninsaminieHux MarieiHami/ s,

2. Tlokaszano, 1o 1moxijigi 5-aminoyparmmty ta N-peHimzaminmenmx
Ma’leiHaMiLiB He MaloTh BUPaXeHoi npoTucy;oMuoi j1ii Ha doni j1if
KOpa30/ly, a’le Npy BBeICHHI iX po3umHy /10 OpraHi3My N y10c/ i/ IHMX
TBAPWH /10 BBE/IeHHS KOPa307y, BIICOTOK TBAPUH i3 CMHIIPOMOM CY/10-
MiB 3meninyBasca 3i 100% 10 80%, a BI/ICOTOK TBapuH, 110 3arMHYIO,
3HVKyBaBcst 3 33% 110 17% niji gac j1ii Kopasorny.

Axrya/ibai npobiemu dapmanii ta papmakoreparnii
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L Masorokenuni - N-apw-3-[4-1i/1ipoken-2-rionipumi inii-6-i laMino]
cykimtivim (T4, >2000 M1/ kr) noTeHIiio0T, CyI0MHY /10 KOpaso/y Ta
npussoETnL 10 100% samben npyiocimmx msapuit. Llen daxr moxna
NOACHITI BIPOTUIHUM BIVIMBOM Ha DI0/I0rYHY aKTMBHICTD CIIOVIYK po3Ta-
mysans rpynv -NH, B Moseky 1ax ypauwiy y nosioxennsx 5 ao 6.
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Pesiome
Beswbunnceka O.B. Hoéi N-apua-3-[nipusidun-5(6)-iaaminojcyxuunision, docai-
daennis iX XiMiuHux ma olorozinux Gracmubocmen.
3 METOI0 OTPUMaHHA HOBMX IOTeHILTHUX IPOTHCYIOMHNX 3ac00iB cHHTe30BaH0
nowi N-apwi-3-[nipyumiann-5(6)-inamino]cykumnivizm, BuBuaimcs ix gisnko-ximiu-

IMpobGaemMu eKoJOTIHHOT Ta MEIMUHOT TEHCTHKM 1 KJIiHIYHOT iMyHOJOTiT
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i Ta Bionoriuni pracrvsocri. Ocoroio Mosekyn Hosi N-apwii-3-[mipusmiimnn-'(6)
inamino]cykmmmiviziie cramm 5(6)-3amimeni ypamprm ta N-(ranorenodeitin) s
meni Masieinimizn. Cxoran Ta Oy/10By CHHTE30BAHMX CTIONYK TIITBE PJUKCHIO LMK
enemennoro anaisy, Y- 1a '"H-SIMP-cniextpis. Yucroty KOHTpOIIIOBa 11 MCTO LaM K
TOHKOMAPOBOI Ta ra3o-pymnnoi xpomatorpadii. [lokasatio, mo noxyini 5-aminoy pa-
1ty Ta N-heniisaminmenux MaieiHaMiLiB He MaloTh BUPaXeHOT ITPOTUCY/I0MIIOT 1T
na ;g,oni Ui KOpasorty, afie 1ipy BBe/IeHHi X PO3UUHY J10 OpraHisMy miyioc ijumx ma-
PMH J10 BBe/IeHHS KOpasosty, % TBapuii i3 CMHIIPOMOM CY/IoMiB 3ivkysascs 31 100%
710 80%, a % Teapwn, 110 3arvHy 10, 3meninysascs 3 33% 10 17% nin yac jui kopasony
Hopi N-apwi-3-[nipumiznan-5(6)-inaMino|cy KMHiMim MoXyTh Oy TH Neperekmsim-
MM SIK TTOTCHILAHT ITPOTUCY/IOMHI TTIKAPChKI 3aC00M VIS 110187 TBITMX JTOC TUUKEH L,
Ka10106i c108a: cyknmnimiy, Maneinimizy, mipuMimin, npoTucy;10MHa akTuBHictt.

Pesiome

Benbumnckas E.B. Ho#we N-apua-3-[nupustiidun-5(6)-uansmno Jcyxyunumuon, uc-
cALAoBanue UX XUMUHECKUX U Buorouyeckux cBoucmeb,

C 1eTpi0 NOYHeHnsi HOBUX TNOTEHINA ThHBIX TTPOTUBOCY/IOPOKHBIX CPe/IcTs
cnTesuporabl HoBie N-apwi-3-[nupinviy ii-5(6)-wiaMuto | cy KImmMu e, nsy-
gasmch HX GUsHKo-XxMuveckue u Snonoruieckue csoncrsa. OcHOBOM MOTICKY I HO-
Bux N-apwi-3-[mnpymvmiini-5(6)-wiamuno|cyKimammMuios crazm 5(6)-3amemennnie
ypaimmnn n N-(rasiorenodenwi)zameimnennpie MatenniMuibl. Cocras 1 crpoenne
CMHTe3HPOBAHHBIX COS/IMHEHN ITO/ITBePAIICHO JIAHHBIMU VICMCHTHOIO aHa/insa,
UK- 1 "H-AIMP-ctiexrpos. Yuctory KORTPOITMPOBA/IM METO/IaMi TOHKOCIOMHOW 1
ra3o-KMIKOCTHON Xxpomatorpaduin. TTokasano, aro npoussoinbie 5-aMuHOy patn’ia
n N-permisaMenieHHbX MaTCHHUMIVIOB HE MMEIOT BRIPAXCHHOIO 11POTHBOCY;10-
POXHOTO /IeACTBNS Ha (POHE JINCTBIA KOPa3oiia, HO ITPH BBE/ICHIH X PACTEOPOB B
OPraHM3M [O/IONBITHBIX JKMBOTHLIX /10 BBE/ICHUSE KOpa3ona, % AMBOTHLIX ¢ CMH/IPO-
MoMm cy1opor nonuAarics ¢ 100% 710 80%, a % KMBOTHBIX, KOTOPBIE MOTHEITH, yMeHI-
mavics ¢ 33% 10 17% Bo Bpemst jienicrsna kopasona. Hosuie N-apwi-3-[nupnmuinni-
5(6)-uaMuio]cy KUMHUMIIEL MOTYT BBITH NEPCNeKTUBHUMH KaK HOTeHITHAILHBIC
NPOTUBOCY;IOPOKHBIC JIEKAPCTBEHHBIE CPE/ICTBA /U18 JIA/ILHeVINX MCCIe/10BAHNNA,

KnoueBute croBa: cyknuHuMmn 1, MarieniiMig1, TUPUMWIHH, TIPOTUROCY/IOPOK-
Hast aKTUBHOCTH.

Summary

Welchinska E.V. New  N-aryl-3-[pyrimidine-5(6)-ilamino]succinimides,
investigations of its chemical and biological properties.

With a purpose of obtaining of new potential anticonvulsant preparations the new
N-aryl-3-]pyrimidine-5(6)-ilamino]succinimides were synthesized, its physical-chem-
ical and biological properties were learned. The base of molecules of new N-aryl-3-
[pyrimidine-5(6)-ilamino]succinimides were 5(6)-substituted uraciles and N-(halogen
phenyl)substituted maleinimides. Composition and structure of synthesized com-

ounds has been confirmed by the data of element analysis, IR- and "H-NMR-spectra.
e purity has been tested by method of thin-layer and gas-liquid chromatography. It
has been determined absents of the expression anticonvulsant action of the derivatives
of 5-aminouracile and N-phenylsubstituted maleinimides against corazol’s action, but
% of animals with convulsive syndrome reduced from 100% to 80%, and % of animals
which died diminutives from 33% to 17% during the corazol’s action, after injection of
its solutions to the organisms of the experimental animals before the corazol’s injec-
tion. New N-aryl-3-[pyrimidine-5(6)-ilamino]succinimides can be perspective as po-
tential anticonvulsant medical preparations for future investigations.
Key words: succinimide, maleinimide, pyrimidine, anticonvulsant activity.
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