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Hecaedosanbl @apuanmbl cudmesa Ni-aMunosumewe iblx 6-a3auumuduios & YCA06UAX VAPOWEHHOZO
semoda cownunonod Kordencayiuy. H3YHEHO NPOMIBOBUPYCHOE Deilcmeaue NOAY4eHnbtx coedunenuid 6
GO ENNIL @OCROBIPYCE CeIO8EKA cepomrtuna 2 6 Kyaumype Kaemok Hep-2 1 YeManogAeHd vX NepeutHan
CHet g eckast. QRINEGHOCHTb. QOCYHROCHT G3UAMOCEH 30 MEXDY XUMENECKOL CIPYKIYPOL HOBLIX HPOW3-
GO O-udupinidung i 6X BRONOSUICCRUMI COOHCIGEMU.

Brenaenue. 6-AzanpTuMH — NPpeicTaBRTEAL a3anupu-
MUZHHOBbLIX HYKJCO3IUAOE, AKTHBHbLIA aHTHMeTaboTuT,
00IAMAI0MMA  WHPOKHM  CICKTPOM  OUOZOTHUYECKOrQ
pedcrus |1—3, 51 OoHakO MOACKYNIPHBIA MOXd-
H#3M €r0 HEACTBMS €ME HeAOCTATOHHO NETAABHO M3y-
4eH. MHOXECTRCHHBIN XAPAKTCP BOIMOXMHLX Moaudu-
KAl CTPYKTYpH 0-a3aUMTHAMHA [O3BONYET NOTY-
UMTH PaA €TO NPOM3BOAHLIX, KOTOPBIC MOTYT OBITh
HMCTIOABL30OBAHLT KAK HHCT[’)}’MCHTN 15 BLIACHCHAWY HE-
KOTOPBIX JCOCKTOB CFO MHMOMPYIOWETND NCHCTBHA.

Hafmonaemsle yHukaasube duojornueckue ad-
hekThl 6-a3AUATHIMHA, O0-BUAMMOMY, 00YCAOBIEHBL
OCODCHHOCTAMY HAEKTPOHHOIO CTPOSHUS Cr0 AFANKO-
Ha, a takxce xondopMauMed MOJCKYAM HYKACO3UAA B
genomM. Mogudmxammst rpud3HHOROIO AFMTMKOHA BBEAC-
HUEM 3IMCCTHTEACH PIASIAHYHOMO XHMHUCCKOTO CTPOE-
uus B Ny~ Co-poaoxerny rerepounens w/unu N-ok-
B0AMMHOIPYRIY. CKOPCC BCEIO, O0MKHA [O-PA3HOMY
OTPasuThCH M Hi OHOAOCHUCCKHX CBOHCTRAX HOBLIX
COEAMHCHHUK, YTO B KUKOM-TO Mepe noIBOIAT YCTAHO-
BUTL B3dHMMO3ABHCHMOLTNL CT;J}"K'!‘_\-’DH — GKTHUBHOCTIE: B
pﬂ}ly l'IpOHE}BU,ﬂHbIX ()—ilSi:lLlHTH,ElHHLl.

Panee cunresnupoan pul SHOTOTHYMECKH AKTHER-
Bhix N -3aMeUeHHRX 0-333UMTHANHCR, COREPKAIMX
ATKMIBHBIE ¥ APWILBNE PAjnKaJin, ParMesTh Kap-
GoHOBBIK KUCAOT, ux achupos M amunos (4, 5], Becoma

© M B ATEKCEERA, D1 TARMURGRCKASN, A O HIAJGAMAI,
(o 1 TAPHABCK I EIP] | IHHOAT, R 1 OBHOBATAN,
o ¢ URpKG, T

HHTCPCCHON gaaueTes moanpukanus N -3K30aMHUHOr-
PYNNLL OCTATKAMKM amuHok#cnot (nentupos). Coenu-
HEHMI ITOr0 TN, YUMTBHIBAA HMX CTPOCHHAE, MOXHO
PACCMATPUBATL M KAK HYKJAeosHiuconepxamue N-npo-
H3BOAHBIC AMMHOKUCAQT, CHemOBATEIBHO, MCXAHH3MbI
ux fuorpaHcdOpManiK B KIETKS, NO-BHAMMOMY, 104~
KHB OHTEH CBA3AHLL ¢ MeTA00IH3MOM KaK HYKASO3M-
J0B, TAK M AMHHOKHCJIOT, B TO XKC BpeMsS MOXHO
QXHMAATL, UTO M OOAQKCHHE, M IPUPONA 3AMECTHTES
MOI'YT MOJOKHTEABHO CKA33THCH Ha KAYCCTBEHABIX H
KOJHUECTBEHHBIX NOKA3ATENAX OHMOMOrHUeCKOr aKTHB-
HOCTHU HYKACO3UAHOTO mnpouiasogroro. Ha ocHopanmu
DAHHBIX O DMONOTMYECKHMX CBOMCTBAX A3AMMPHMHAHH-
HVKNEO3HAOB MBI mosjaracm, uto N -3aMculeHHble 6-
A3ANMTHARHLL, COAEPXKANIHe KapbaMaTHVI (YHKIHO,
MOCYT OBITIH WHTEPECHB U KAK TOTERUMAABHEIE hapMa-
KOIOMMYCCKUE TIPETTAPATHI,

B npeacrapagemoi paboTe [pMBeAcHbl BAPHARTL
CHHTE34 HOBMX N, -DPOM3BOJAHBIX 0-A3aUMTHUAMHA, B
OCHOBC KOTOPOrD J18XUT Pa3pabOTAHHBIE HAMMK YIPO-
MICHHE METOR BYKMCOZUAHOR KOoHAeHcaumu (61, a
TAKNKE PE3YABTATH M3YUCHHMS AHTHANEHOBUPYCHOH AK-
TUBHOCTH CMHTCIMPOBAHHBIX BCILCCTB.

MaTrepuaibl M MeToabsl. B paboTe mcnoas3oBaau
6-azaypauun {(«buonaps, Jareus), UMUNA30A, MCTH-
JauMuuazon  («Servas», [epManusi), nNATHCEPHUCTLIR
droctop («Flukar», sesinapua), HaGOp aAMUHOKHCAOT
(«Reanal», Beurpus), napa-amMuHoOCHIONHYIO KACAD-
ty («Peaxum», ¥Yrpauna). 4-Tuo-6-azaypanma u 4-
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MCTHJTHO-(’-EH&)/piil\”.f”l CHHTCAHOBAHD I MCTOQH-
KaM, OIUCAHHBIM B pabote |7 |. 1-Auerunrpubensonn-
pudo3y, aBCOMOTHE CYXHE PACTROPHTEIM FOTOBMIN AO
cTanAaapribiM MeToaukaM |3 |0 Tonkocroinyo xpoma-
torpadguio (TCX) pposoanan Ha IVIACTHHKAX C CUNM-
kareaem Kiselgel 60 F,;, (¢Mercks, Tepmanua) B
cucTeMe H. DyTAHO — YKCYCHAR KHCA0TA — BOAA,
5:2:3 (A); xnopoopm — merason 9:1 (B); npemapa-
TUBHYK KOJIOHOUHYIO XpomaTorpatmio (JTKX) — nva
curukarene L 40/100 1ok e upMbl B CHCTEME
X20podIopM — METAHON € HOBLILCHHEM KOHUEHTPA-
uMd MeTado sl ot O a0 4 % . YO cnekTpol coeamHcHui
samickBaan Ha npudope Specord UV-Vis (epma-
nus), 'H-IMP — na cnexkrpomerpe «Hitachi UP 200»
B DMSO-d,, ncnoavsya sayrpennuit crangapr TMC.

Cuntrnesor N -someuieniioix G-asayumosunos (1V
a—c). Bapwuwawrt A K cycnensun 5 mmosns
4-metuarno-6-azayvpaumnaa s 10 mn H,O npu suep-
PHYHOM PA3MCIUHBAHNN podasasnu 7,5 MMOAbL aarpu-
€BOH COJIK AMUHOKMCAOTH, APUIOTOBACHHON PACTROpe-
HHEM DKBHBAICHTHOrO KOAMUYECTBA COOTBCTCTBYIOUICH
AMHHOKHCA0TH R 5 Ma 1 H. pacrsopa NaOH. Peakuu-
OHHYI0 CMeCh BHIACPRWBAIW 0Opu Temnepatype 40—
50 °C B TEuSHME HECKOIbKHX HACOB {(KOHTPOJL —
TCX e cucreme A). TpoaykTel peakumu BLAESASAH H
OUHILAMM ¢ NOMONIBKY (hACHI-XPOMATOTPAQHH H Kpu-
CTAIH3ANMH W3 OOAXOMSIIENO pacTeopurTeis. Dusu-
KO-XUMAYECKHE XAPAKTCPHCTHKH Hadwl & Ttadms, |,
OrepuhUKIIIMIO COCOHHEHMA V a—-¢ BHINOMHSAN, KaK
OnUCcaHo B |9 .

Bapuant B PCakuwHOHHYIO CMECh, CONEPRA-
myw 10 mmoap 4-rro-6-asavpaumna, 10 mmoans xaop-
ruapata  apupa  aMUHOKHCAOTH, |1 smmoan TOA,
12 Mmorp Metunumpuaasona B 30 MJ GUETOBHTPRUIA,
KHISITHIM ¢ QOPATHAIM XOAO0IMALHMKOM B TEUCHHE
I1—2 u. Tlo OKOHYUHNK PEUKUMN PACTEOPUTEMR VNS~
Jig B OBAKYYMC, OCTATOK OOpadiarThiBAAM ITAHOAOM W
BLIOEJEHHLIE NPOIYKTH |V a-—U KpUCTRIAN30BAIN N3
CIHpTAa.

Cunmesot N ~sameuennnix 6-aszauumuounos (Vi
a—f). K cycnensun 4 mmone ocHosanunil (IV a—e),
CYCOEHMMPOBAHHLIX B 20 MA AUueTOHUTPHIA, BOCISHO-
BATCALHO NPUdABAL N 1o 3,6 MMOIk rekcaMeTHagHcn-
AAZEHA ¥ TPUMETHAXAOPCHALHA, 4,8 MMOB TETPaxo-
pnaa onoea. OOpAZOBARIUMACH [OMOPCHHBIH PAaCTBOP
O0BEAMHANU ¢ pacTeopoM  l-anernn-2,3,5-rpuberso-
uispubodyparoswm (4 mmoas r 10 Ma xmaopucroro
MCTHJICHA) ¥ HATPERATH C OOPUTHLIM XOAOTHAbHHKOM
Hid MACASHOM Oanc B TcueHwe 08 u (KOHTpOAL—
TCX, cucrema B). 3aTecM K pPL4KIMOHHAOH  CMECH
nobasngar 2—3 ma OTAHOMAA, BLACPHMHMBAIN B TEUC-
Hue 30 MMH OpU KOMHATHOM TUMICHITYPE, PACTRODPH-
TEJH VIaasIu B Baxyyme. daanHedwyo obpabotky u
BHIACACHUEC MPOAYKTOR PCakuuin BUIOIHSAM € 00-
Mompo [TKX ananornuno onucannromy smerony |64,
HeaumnupoBanne MOJAYYCHHBIX  AUMJIHYKACO3ULOB
OCYHICCTBASLAM, O0pabaTLIBAS 1N MUTAHOALHBE pac-
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TBOPH AMMHAKOM WM MCTHAATOM HaTpmsi. Hygneo-
3uAEBe TIpou3ronasic VIl a—e oyuwany xpucrasiav-
3AIKMEN M3 BORHOrO 3Tanona. CnexTpasbHbie U Apyrde
(hUIUKO-XMMUUCCKNE  XAPAKTCPUCTHKY  COSUMHEHHH
VII a—¢ npupenens 8 tabn, 1 ou 2.

Onpedencnue QHMUadeHOGUPYCHOT aKMUBHOCMU
N -npousgodnstx 6-asauyimuduros. B paGore ucnoab-
30BOJM  3TANOHHALIY IUTAMM  ANeHOBHPYCa UEJIOBEKa
ceporuna 2 u KyapTypy Knerok Hep-2. AuTnagesosu-
PYCHYIO (KTMBHOCTh OMPEACTAEH PA3paGoTaHHbIM Ha-
MM paHes UMUTOMOP(OIOrMYSCKHMM MCTOAOM, OCHOBAH-
HBIM Hd TIOZCHETC UHCIa MHOUUMPOBAHHEIX KACTOK,
COOCPKALUMX BUPYCCNENMpHUECKHE BHYTPUAAEPHDIE
HOHK-copepxamue BKAOUEHUA., BewecTBa B pasHbix
KOHICHTPALMAX BHOCMIM B MOAZCIPKHBAKMLIYIO Cpeny,
B KOTOPOH MHKYOMpOBanu MRMUUMPOBAHHBEIE KJIETKH
HOCAE 30PAKEHMS ANCHOBAPYCOM. YCA0BMS EPOREIE-
HHY DKCICPUMCHTE TAKUE XKE, KAK H TIDH OTpencicHid
ARTHAACHOBMPYCHOR AKTUBHOCTH §-asauntHanHa [2].
MHAHMMAIbHOH WHrHUOHpYIOUICH KOHUEHTpanueh
(MWK} npenapara cumrasm Ty, 1IpH KOTOPOH OH
CHUOKAA YMCA0 MHdUMUBpOBAREBX Kaerok Ha S0 9%, mo
OTHOUICHHMKY K KOHTpOJw. MakcumanbsHO nepedocH-
My kouuesTpaunw (MJITK) ompenensia uutomopdo-
AOTHUECKHM  METOAOM. XHMHOTCPATICBTHUSCKUH HH-
nexc (XTW) mpenapara — 310 oTHomcHue MITK
MUK,

PesayanTathi M 00cyxaeHue, N -zamcueHHbe 6-
ABAUMTHAMHB MOTYT ObITh NOJAYYCHBI ABYMHA NYTEMU,
KOTOPbIC BKTOUANT CTAAHK [IMKO3WIHPOBAHUS a33-
[MPHMALGKHHOBROTO OCHORAHMA, COACPXKAUIETO AMHHO-
KMCIOTHBHIB OCTATOK, JAnb0 reTepolukia, dKTHBUPO-
BARHOIO TIO MOJOXKEHHK 4 THOrpYnnoH, ¢ IOCAEeIY-
W¥M AMHHMPOBAHUEM T[OTOBOIO THOHYKIco3uga. Ot
OUEPCIHOCTY UPOBEACHAS DTHX PEAKUHW 3aBUCHT BLI-
XOX UENEeBOro OPOAYKTA W TPYAOEMKOCTH CHHTE3a B
uenom. Peaknwm miggo3wauposannst N, -3aMeIeHHBX
0-038UMTO3NIIOB BECBMA MAJIO W3VUEHB. B 3TOM cBa3M
VAAUHBIH TOM0Op YCAQBHME TPOBCACHHUH  <CHIMNBHOH
KOHACHCAMK» CToco0cTBORAN Om pa3paboTKe HOBOTO
ApENAPATHRHOTO METONA CHMHTe3a psaa N,-zamemes-
HBIX O-asauuTHAMHOB. M3BECTHBIA NyTh XHMHYECKOH
TPAHCEOPMAUNM AUMAMPOBAHNBIX G-azaypunuuos |3,
(0] ¢ npUMCHEHHEM TIPOMEXYTOUHOTO 4-XA0pIpoOM3-
BOTDHOI'O WMCET pIA CIOKHOCTEH M MCTOMHYECKMX
TpyaHocTei, ocobenne npu pabore ¢ dhMpaMH AMHHO-
KUCIOT 0 NemTHAoB. [1oaToMy GBI pelieHo B KayecT-
BC OCHOBHOIOQ ﬂyTl/l [r‘liiﬁpq':lTb FCMUKO3HJTHPOBAHHAS TIpEa-
BAPUTEALHO AOAYYCHHBIX N, -3aMCIUCHHLIX O-a3auuTo-
3MHOB. CHHTE3B ATUX COCAMHCHHN 3AKJIKYAIACE B
AMMHEMPOBARMM 4-THO-0-a3aypauuaa (I} ¢ npuMene-
HUEM N-METHAMMKIAIOIA KAK KATANU3ATOPA HTOTO
npouecca Awbo ¢ HCNOAL3OBAHHEM BOJIEe PEARIMOH-
Hocnocobuore 4-meTnameprantonpoussonioro II (oM.
CXEMY).

Amunnposadne cocavnerns 11 sarpruesmimn cossi-
MW AMMBOKHCAQT MPOTCKACT NPH NIOBLIITSHHON TeMile-




N4 AMHHOKHULOTHBIE NMPOUIBOIHBIE 6-A3AUHTHAHHA

Tabauwa |
Hexomopoie Xuparmepucitich CuqINe3UPOSEHHOLY coediune il o
) ‘ o 7 YO & poae
L0 e HIT F Femnepa vpin nasackis, C ——
j_- Aman, UMty il 7 J ,Am.nf‘ um (s3, pH 1

1¥a 238—244 276 292

Va 202204 — —
Vila 108 —1 1 271 (9200} 271 (H16M
VIia’ 117—120 269 (9000) 270 (8900}
VD > 250 274 290

Yh 230—232 — -
Vilb 191—193 272 (7160) 270 (7200
I've > 25¢ 275 291

Ve 225227 — —
Vite 115--117 272 (10500) 272 (10400)
vd = 300 277 284

Vi 198 - ] 94 — —_
Viid 124-—126 275 (Y100 274 (9050)
Ve > 300 255,320 329

Ve 283-- 285 — —
Vil 275—276 248. 320 (170003 250, 320 (14500)
V1T 225 --227 264 (3000 2635 (8080Q)

Tabawye 2
i -
H-SMP duinisic Na-saMenieiniox G-t

HpoToun: ¥raeptant:d koaeng, 8, M. a. 4, Tul

Flpeasioa ceepotsiar, oMooa
LoeTIf HE e f RS
' Ng - H N2 s 51
e 1 [P T

Vila 8,65 7.52:17.14 7.60
VIlb 8.74:8.33 7.24.7.04 7.68
Vi 8.6 7,39, 6,80 7,51
Vg 8,01 7.41:0.93 7.34
Vile 10,80 - 7.77
vir 8.01; 7,89 — 7.52

<reH U2-H C2-H C5'-H
5,97 (3,9 5,16 4,92 4,63
5,97 (3.9 5.16 4,92 4,63
5,97 (3.9 517 4.95 4,65
5,98 (3, 5.2 4,99 4,68
6,23 (3.9) 5.25 5,05 4,25
6,01 (3,9 5,15 4.89 4,60

patype (40—50 “C) u pH 8-—9. Hna jansueinero
HCNONB3ORANMY  AMMHOKMCAOTHRX  MpOU3BogabIX [V
a—C B PCAKLMM TAMKOIUAMPOBIHWA UX NPCBPAILAIM B
COOTBETCTRYWIME amwacsne (V a, by u Metnaoeme V
{c, d, &) sdupn.

HMenons30Baa1 Cille 0AMH BAPUAHT AMUHOATKUIN-
POBAHMA 4-THO-A3ANKUPUMUIMHA HPUDAMM AMHHOKMC-
J0T, COCTOSIIMA B TOM, YTO MPOUCCC NPOTEKACT B
npucyTCTRMM N-metuanmuaaszons npo §0 °C s Geasoa-

HOM AUCTOHHTPWIC H 3aKAdHUYMBACTCH 06p3308aHueM
N,-amunonpouasonuawx V a—ec. Karanutuueckag
dyakums N -METHAMMBAA30/a, BCPOSTHO, 3aKa04a-
ercs B akTURauumn 4-tHo-6-azaypauuna ¢ npespame-
HUEM €ro B COOTBETCTRYIONIEE BLICOKOAKTUBHOE WMM-
Aasonnenoe npouzroaHoe ([T}, xoTopoe aerko nof-
BEPTACTCA HYKJACOMPUALHON ATAKC COOTBETCTBYIOMIEH
amuHoxoMnonektoi, Hapaay ¢ otum N-mernaumupa-
304 K4K OCHOBAHME ERHNOJHACT (VHKUWK 4dreHra,
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CBA3BIBAIOUICTO BBLINEIMIOIMHCH CEPOBOIOPOL M TEM
caMbiM 00ECIEUNBAIOILETO OCHOBHOR KATAING MpoLec-
4 AMMHHDOBAHHI.

Caukogzmanposanne N -dMUHOMPOHIBOOHBIX 0-
a3auMTo3uHoBs (V a—¢) 1 0-U30aMTO3MHG OCY WECTE-
S N0 MOANGMUUPOBAHHON HAMM MECTOIHKE <CH-
JNJBHOH KOHAERCAUHH» |6 |, 0poayKTaMu pedKUMH
OblIM MCKNOUMTCALHO N -u3oMephbe Tpubensoarti Vi
a-—f, Tpuanun-a3aHyKNCO3MAL ACALLAANPOBATA HACHI-
ICHHBIM PACTBOPOM aMMuakd Wauw 0,1 H. MeTriaaTom
HAaTpus B METAHOAC. B nepsoM cayyae Ouan goayye-

Hbl amupHble npou3sopdme VI[ a—d, BOo BTOpOM —
N,-aMuHOKMCIOTHBIE TPOM3BOSHHIE O-a3anykicosuma
co croboanoH xapGokcuasson rpymnoi (VI a, e).
BrinesieHHBIC HYKACOZMAB! 10 CBOMM (DU3UKO-XH-
MHUECKAM XAPAKTEPUCTHKAM ObLIM MACHTHUYHB COCHM-
HEHNSAM, NOAYUYECHHBIM AMHHHPOBAHHUEM 4-XJIOPITPOM3-
BOOHOIO TPHOEH3OWAA3ANAPUMHINHHYK.Ie03dna [10 1}
CrpocHue cuHTEInpPORaHHEX N -3amMemeHHbx 6-
AZAUMTUAMHOB M OCODCHHOCTEH MX ILPOCTPAHCTBCHHOH
CTPYKTY Pl M3yuanu ¢ nomowswy YO wn [IMP cnexr-
poB. B cpasneduv ¢ O-azanutuauuom ans Y O-maxcu-

SMe 5
SH
N HN
A J
N N
9 N7 ‘) AN
H H
1! !
NHR NHE' i
NHER NHR
N N N N
— — | —
/."\-" N N N
i) N 1) N 0 N
H H
va.f Vaf PRC 00 - O ]{O—K '
PR 002 () CFh HO) Of
Viaf Vita f

1V: R=CH,COOH (a); CH,CONHCH,COOH (b); CH(CH,)COOH (c);

(el H (1)

CH,CH,COOH (d); C,H,COOH

V, VI: R = CH,COOC,H, (a); CH,CONHCH,COOC,H; (b); CH(CH,)ICOOCH, (c}); CH,CH,COOCH,

(d); C,H,COOCH, (¢); H (f);
Vil: R =CH,CONH, {a):
CH.CH,CONH. (d); C.H,COOH (e): H (f)
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CH,COOH (a');

CH,CONHCH,CONH,

(b); CH(CH,J)CONH, (c);


file:///CONHCH
file:///COOH

MYMOB nornourchHua cocanucumi VII a—e B Heltr-
PAIBHLIX PACTBOPAX XAPAKTCPHBIMM SABASKOTCH DATOX-
POMHBIE CMCIIEHUS nogaoc Ha J0—25 HM, CBsI3anHbIC ©
SNEKTPOHHBLIM  BANIUNCM  QOKOBBIX  3AMCCTHTEICH &
BLI3BAHHBIC, IIO*BL‘IHHMOM_\-'. I']OJISIDMSHU,MQh TPHUA3IHHO-
BOPO ATAHKOHA HABCACHHOH BHYTPUMOACKYTMPHON BO-
ROPOAHOM CBH3bIO 38 CUCT B3AMMOAECHCTEHY AMAIHON 1
KapBOKCHILHOW FPVIIMKPOBOK € IETEpPOATOMAMH LMK~
da. Tonocwt ¥YM-noraowenna coeaunensii V1l a—e &
HEA0UHOMH CPeae OCTANTUS HCHIMCHHBLIMU BBHAY OF-
CYTCTBAY WOHHIAUMM Arsinkana npu pH 10, )

B cooteercTsig co CTPYRTYPROH 0-03aunTanyba B
TIMP cnexrpax ero N -rmpoussoanbix V1 a-—¢ ume-
HOTCS XAPAKTEPHLIC CHTHALL L1351 AHOME PHOMO [IPOTOHA
O =0 M. 1., KORCTIUAT COHA-CITHROBORO B3AMMOZCII-
crBust 1, <4 T m Tpex rHAPOKCHADR PuBo3HOro
dparmeHTa, BPUCYIME PUOOHY K ACUZNAAM C npupos-
HOH  [f-KOHBUIYPIIHCH  AKKOIMAHOMO  LCHTPE  (CM.
Ta6s. 23, ZACKTPOHHOC BIBYHIC FKB0AMUBOrPY I IG Ha
noaoxenue #potona v oaromi C-5 rerepoudkan xe-
EKOABKO OCIADACHY, YT0 MOAHD NPOCACINTS U0 AAH-
HeIM Taba. 2. Numuueckiuii capir nporosn ok30- NH -
PPYIOBRL DOABCPACH  FUADKPAHHPVIOWICMY BN AHIKD
N -3amecrarencii, » COVade GPUARHOT PAJUKATA B
coezmennn Vil ¢ emetuenne nporods & caabod ooace
BhIDAXEHO 8 nanboapmedt crenenn (¢ > 2,5 M. 1.).

Mayucnue SHoA0rHucCKol AKTHBHOCTH NPO A3BO-
HBIX 0-431UHTHAMHA BKAKNLGIO ORPCACICHAE KX TOK-
CHUWHOCTH AJS K¥JBTYPHL KJACTOK M AHTHAZCHOBMPYC-
HODY ACHCTEMSL B opasichms ¢ 0-a34uTuaMmOM €ro
N ,~IPOM3BOAHDLIC BOANTHIOT MUHLILCH TOKCUMUY HOCTHR)
LA Kyaerypo vactok Hep-2 (tada. 3.

]ACC.{IL‘,HOB&IHHL‘ X AHTHAJCHOBADVORONO []CI"'ICTBHH
OODKAAN0, YTO B SUBUCHMOCTH OT CTRPOCHNST SAMOCTH-
T 29 1o N_,‘-I]LL’{O)KCHH}O OHH HPOSIBIA Y PASHYVD CTE-
NICHB aKTHsHOCTH (rada. 3. He npossuaud aHTHATeHO-
BlflpyCHOﬁ SGKRTHUHOUCTH :\;_“3“a’\'llilur,‘HHbl'Ll ()"iIBE'iilHTM,'IM'

Fabaiga 3
ARPHGUE OGP HUH ARSI CRIC I POSENTINLC COvOuie el

NA-AMHBOKHCNOTHBIE TIPOWSBOIHRIE 6-ABALK THIAHA

Ha VI b u V1l d, a taxxe N, ,-npoussonnsie 6-azauu-
To3MHA V a ¥ V ¢ IpM UCCACO0BAHMM HX B BBICOKOH
XoHueHTpaunn (250 Mxr/Ma).

Huskyw asxtiaepocts nposena VII e, ero XTH,
paBrBI® 1, NO3ROILET PACCMATPUBATL 3TO COSAHHEHHE
KAK HEaKTRBHAOC B COOTBCTCTBME ¢ PEKOMCHIAIMAMHM
[12 ). Coepnnenuns, XTH KoTopeix B KYJILTYPE KJETOK
paBHO 4, CUMTAIOTCS AKTMBHBIMH, a 106 u Bwme —
NCPCHEK TUBHBLIMY /151 [IPOBCHCHHS AATBHEHILIAX MCObI-
raawi, Cpenay wccnenOBaHHBIX HAMM N -TTPOH3BOOHBIX
0-a33UMTHAMHA AKTHREHBMY B OTHOLIEHHM AACHOBMPY-
COB MOXHO CUMMTaTh coequHexus VIl a, VII &’ n VII
¢, umerowme XTH coorserctsenno 123, 8, 4. Kax
BYAHO M3 NPEACTABACHHBIX PE3yAbTATOB, HAMOOIBIIYIO
AHTHANCHOBHPYCHYIO AKTUBHOCTL npoasua N,-xapba-
MouAMeTA-0-azauutany (VI a), MurnGupy oy
PENPOIYKLNKD 4ACHOBMPYCA B KYABTYPE KJETOK XOTH
W 8 GOACE BHICOKOH KOHLEHTpauuu, ueM O-azanmru-
auA (VI O, wo Gaaromaps MeHbWEd TOKCMUYHOCTH
umerommit Takon ke XTH. Ocobennoctbio Ny-aMuHO-
KMCIoTHRX npodasonuabix YII a, VIE a’, VII ¢ asager-
CSt AyULLAas B CPABHCHWY ¢ G-a34LUMTHAMHOM DACTROPM-
MOCTE B (DU3HOJOFMUECKUX Cpeaax. JTO MPEeHMyHIecT-
RO CTAHOBUTCH OCODCHHO IICHHBIM IIPM OTHOCHTERBHO
PABHOIL CTCNEHE OHOIOrMYECKOH AKTURHOCTH 6-azann-
THauHA ¥ coenuuenua VII a.

[IpopeaeHAOs HAMH MCOBITAHUE HOBBIX COCAMHE-
MR B KVABTYPC KJACTOK MO3BOJHAO HE TOMLKO ofHA-
PYKBTL HMX MEPBHUHYE CTCHH(DMUYECK YK aKTHBHOCTD,
HO W BLISIBUTE RB3IAMMOCBA3SL MCKAY XHMHUECKOH
CTPYKTYPOI COCAWHEHHS M €ro AHTHZAEHOBHDYCHOH
AKTUBHOCTRIO B JUIHHOM PAAY COCAMHCHUH.

HabnogaemMas pasHUMUA B aKTUBHOCTH COCRHHE-
Huii V1l a—c¢ ceasada ¢ OCODEHHOCTSME CTPOCHHA
N,-zamectureas. Cacayer OTMETUTh, UTO CTPYKTYpA
OCTATKA OPUPOSHOH AMUHOKMCAOTLE (PIMLMHA, (-and-
HUHA), B KOTOPOM XKupOOHMALHAS IPYNNA MAKCHMAIb-

(STt | Ain e 10 R, T TUR 1‘ MITh, sk MHEK, meyfan XTu
e e e e — IR ——

¥ Ha AMTLTHMEHA > 1000 8 123
WVila i 1000 125 8
b ACVELT TN > 100 OreyTeTByen —
Vil SREY 7 L > 1000 250 4
VHa AMELT T R > 125 ey rerny et —
Vil O R s 0T w2510} 250 >3
Vi — [FA) ] 125
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HO TpMOAMAKEHA K AMHHOIPYIIE, MMEET, KO-BHIHMO-
MY, BAXHOE 3HAUCHWE /1A COXPAHEHUS AHTUBHPYCHOM
akTABROCTH O-a3anykiaeosupa. Y coemunenmi VII 4,
¢, N,~3aMECTMTEIbL KOTOPHIX [IPEACTABAEH OCTATKOM
HCITPUPOZHOH AMHHOKHCIOTE (S-a/JaHuHa, H-aMHHO-
OCHIONHON KHCIOTBHI), ITME aMUHO- ¥ KapOOHHALHAS
TpYNnbl PA3HECEHH B OOKOBOH DEnM HA ONHO K OoJee
MCTHICHOBR X 3BEHBEER, AKTHBHOCTD KJAHOUCBOTD 6“833"
BYTHAHHA HE COXPAHAETCH.

[Mpn HaaMu¥KM B IK3OUMKIMUECKOM 3aMECTUTEIC
KapOaMOMNBHON MK KapOOKCHABHON IPpyINbl BOZMOX-
HOW CTAHOBMTCS pean#3auus TICEBAOHMKINUECKHX
CTPYKTYD BCJEACTBMC HABENCHUS BHYTPHMOJIEKY./IAp-
HbIX BOJOPONHLIX cBA3CH Mexay Ny- uwnu N,-atomamu
reTepoirKkIa B (hyHKIIHOHAIBHBIMM IPYITAME 33Me-
crrrens. Qakr ofpasoBaHMg TAKMX CTPYKTYP B pane
Cayvaes TOATBEPXKACH MOJYYeHHbIMHA Hamu [IMP-
COEKTPAMH A33aIHPUMHIMHHYKJ/CO3UAOB. YKa3aHHbIE
MPOCTPAHCTBEHHBIE [IEPECTPORKH MOTYT MOBJAHATLH HA
KOH(POPMANUIO MONEKYAb 0-a3aHYKACO3HAA B LCIA0M
M BBLI3BATH CYILCCTRCHHBIE W3IMEHCHHS B MX OHOJIOIH-
4yeCKUX CBOMCTBax. TakuM 0Bpa3oM, B AHTHAAEHOBH-
pycHom acHcrkuM N, -npomssopgHnix O-a3alMTUOHHA,
[I0 HAWIEMY TPEENOI0KECHWIO, BAXHRIM ABASETCH CO-
XPDAHCHHE KOHOPpMAllMM M J/IEKTPOHHOTO CTpoecHns
ArIMKOHA KJHOUEBOW MOJCK Vbl

I. B. Anexcocea, A I IMTawewuxoscoka, A C. [Hazamail,
C. C Tapuaceokui, A M. Hocay, B. 1. ’Koenosama,
H. C. Hdavenxo

Ny-aMiHOKWCAOTHI NoXifHl 6-asaumruanny: cupTes Ta Giosoriuna
AXTHBHICTb

Pearmime

Hocnidxeno sapianmu cunmezy Nj-aminozamimgnux 6-asayunii-
Ouris ¢ YMOBAX CRPOMECHOLO MeMOdY «CUANGHOY KOnDEenCouiis,
Buaueno npomugipycny 000 odepxanux CROAYK N0 GIOHOIWEHING 00
adenogipycy woduwu {(cepornuny 2) y xyabmypl kaimun Hep-2.
BCHanosaeno X NepeuHHy CHEuuuHY QkKMusHICMe, @ MaKkox
POSCARHYPIO G3UEMO38 A30K MIX XIMIVHOIG CRIDYKIIYPOIO NOXIOHUX
G-azauumutuny ma Ix BIOr0SHIMU 6AQCMUGHCMAMY.

IoVo Alexeevu, 1. 10 Palchikovskaya, A. S, Shalamay,
S. 8 Tarnavsky, L. M. Nosach, V. 1. Zhovnovataye,
N. 5. Dyachenko

Ny-derivatives of 6-azacvtidine: synthesis and biological activity

Summary

Different methods of the synthesis of Ny-derivatives of 6-azacytidine
in conditions of simplified «sililic condensations methods were
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investiguted. Their antivirus activity with respect to the serotype 2
adenovirus it the oculture of Hep-2 cells was studied. Primary
specific activity of the compounds obtained was defined. Correlation
between chemical structure of the new 6-azacytidine derivatives and
its biological properties is discussed.
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