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B pamrax MOmemt, OCHOBAHHON HA W3BECTHHX K HACTOSMIEMY BPEMEHM JAHHBIX IIG-
MEXAQHHM3MY ACHCTBMS AMKIOBHPA, CAGNAaNa IOIEITKA OUEHATH IEPCIEKTHBHOCTD B-THEpPO-
KCH-2-0KCa-4~IreKCeHMIbHbIX MPOM3BOMHARX HYKJISWHOBEIX OCHOBAHHIT B KadecTBE UPOTIIBO~
repHeTHYecknX mnpenaparos. IloxkasaHa BhICORAas BEPOATHOCTH IPOTHBOTEPHETHTECKROI
aRTUBHOCTH  9-(6-rupgpokcu-2-okca-4-rexcenmi)ryannua, CruresupoBamsl  6-rHgpoRcn-2-
OKCA-4-1eKCeHUNbHBIE TPOM3BOMHEIE AafeHuHa, IyadmHa, MUTO3MHA, TUMHEA, YypanHuia,
1,2,4-rpuazon-3- u 1,2,4-rpuazon-5-rapborcavupa. Vsydema mpoTHBOBHPYCHAS AKTHB-
HOCTL IIONYYCHHBX COeJAMHEHHI, W mOKA3aHO, 9T0 NPOM3BOJHOE IyaHmma odgafiaeT A0CTa-
TOYHO BLICOKOH &KTHBHOCTHIO (XMMHOTEDANIEBTMIECKAUNI MHACKC 8) HPOTHB BHPYCa Tepreca
npocroro Taga 4.

K macrostmemy Bpesmesn CHHTE3HPOBAHO OTPOMHOE UYUCHO ALMKIMIECKUX
AHATOTOB HYRJIEOSMIOB, OMHAKO JHMUL eIUHHIHEE COSJMHEHWA U3 HTOTO MHO-
JKECTBA OKABALMCH HOCTATOYHO AKTUBHBLIMM, YTO0B MCHOAB30BATH MX B Ka-
gecTBE TPOTHBOBMPYCHBIX npenaparoB. Cosmamach TYIUROBAs —CHETYaIlld,
KOIJla [HaxbHeAlme HCCIeJOBANMA B 9TOH 06NaCTH YiKe He OPEACTABIAIT Ca-
MOCTOATENBHOTO HHTEPeca (CHefyer oTMeruTh, 470, 8a PONIANIINM HCKIHTe-
HueM, XHMMHKW, paforTaiomme B 00Jactl CHHTE3a AUWKICHYKICO3UIOB, HE
co31aBaiy HOBHIX 3HAHWI, & HCIONL3OBANM SHAHHA W3 CMERHHX obmacrei
oprammyeckoil Xumpu). CrawoBurcs Bce 060Jee OUEBMIHKIM, YTO JaNbHEHIUHE
OpaKTHIeCKue YCmexy B O0JacTH IoMCKA IPOTHBOBHPYCHBLIX NPENapaTos B
PAAY AIMURIOHYKICOSHUIOB CBA3AHLI ¢ CO3maHMeM B paspaborkoll Mepess, 103
BOJSIOMEH 0 Havaja CHUHTETHYCCKHX UCCHEIOBRHME OUEHHTH LePCIeKTHE-
HOCTB RaHHOTO COEMHEHUs ¢ TOUKH 3POHUs €r0 OMPOTHBOBUDYCHOH aRTHBHO-
CTH MM N0 KpaiiHel Mepe IPeNCKA3aTh, KaKUE COBNUHEHUS HE MOTYT IPOAB-
JATH TPOTMBOBAPYCHYIO aKTHBHOCTL B PaMKax UCHONb3OBAHEOH MOXEJH,
B macrosmiesm coofmenuu chesana HonbTKa CHOPMYyAMPOBATL MONEIb TPei-
BAPHUTENHHOTO, JOCHHTETHYECKOIO 0100pa HPOTHBOTEPIEeTHYECRUX NPENapaTos
M M3y9EHA IPHMEHMMOCTh 9TOM MOJENM Ha mpuMepe G-ruIpoKcH-2-0Kca-4-reR-
CEHMJIBHBIX MPOWSBOMHBIX HYRICHHOBLIX OCHOBAHWI.

Iiperaraeymas Mofens Gasupyercs Ha OTHOCHTEALEO XOPOIIO WBYIEHHOM
K HACTOSIEMY BDEMEHM MeXaHmsMe NPOTUBOBEPYCHOR aAKTHBHOCTA AMUKIO-
Bupa [2—4]:

1) paccMarpuBalTCA IHINE TEOMETPHUECKUE OCODEHHOCTH HCCIeRYEeMOTs:
COCIUHERM S,

2) wueticTByromeiy ¢opmoit mpemapara asaserca ero tpudocgar [5, 6],

3) MEIIEHBIO «IefcTBYIONeH» (GOpPMBI mpenapara ABIAETCH KORUDPYeMasT
pupycom HH-momumepasa,

* Tlpepsinywee coobuienire caf. [1]. Roppecnougenuuio npocuy wanpapasts B. JI. Quo-
PeHILEBY.
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Puc. 1 Puc. 3

Puc. 2

Puc. 1. Hondopumep aumxnosupa (remusie anements!, AL = 0,24 xkan/»oab) B CPAaBHeHHHE
C ¢aKTHMBHOID CTPYKTYPOIl (CBETJBIE IJIEMEHTH)

Puc. 2. Hanbonee Gmuswuil K «akTUBHOIY CTPYRTYpe Kombopmep 9-(B-rupporcn-2-oKca-4-
rexcemin)ryannHa (AE = 0,26 xran/oan)

Puc. 3. Koudopuep 9-(6-rugporcm-2-0Kca-4-reRCEHMI) IY AaHHHA TOCHC (CTATHBAHUAY PYHK-
A(MOHANLHO BayKHBLIX aTOMOB (TeMuble sieMeHTH, AL = 0,38 Kkan/Monb) B CPaBHCHMN C
CQRTHBHONH» CTPYRTYPOIT (CBETHLIC DIEMEHTEI)

4) B 11epEXOHOM COCTOSHEU IMOIAMEPA3HON PEearkIuu Ha BUPYCocremudu-
vweckoit JIHHK-momumepase pesoxkcupubosupii muen cyberpara ITPHHAMAET
04" -ondo-koagopmamuio. B moab3y TAKOTO NPENOTOMEHIA MOMKET CJAYKATH
CXOJNCTBO OfHOM 3 cradmapublx KoH(QOPMaNHi amuKIoBUpa ¢ KOoHbOpMa-
el Hyrireosupa ¢ O4'-sndo-caxapom (puc. 1),

5) OCHOBHAIMHM TOYKAME CBA3HIBaHMA cyberpara B axtmpHoM nenrpe JIHH-
HOJUMEPABH SBIAIOTCA HYKIEWHOBOE OCHOBAHHE, KHCIOPOAHBI arom pubos-
Horo umxna u o-dpocdarHad rpyooa.

Taxum ofpasoM, B nepsoM UPHUOMHMREHME 331298 CBOJAMTCSA K LOHCKY OT-
HOCHTENBHO cTabUABHOFO KOHQOPMEpAa M3yJaemoro anamora, (yHKIMOHAND-
{0 3HAYNMEBIC ATOMBEL M T'PYIITHI KOTOPOTO COBUAJANY Obl B MPOCTPAHCTBE C CO-
OTBETCTBYIOIUMI ATOMAME IEPEeXOJHOTO COCTOSHMA TONMMEPA3HOH DPeaKINH.
-OcHoBB TAKOrO WomXxoma 0wk paspaborassl Hamu pamee [7].

3nmech caelyer cHenaTh JBA BAXMKHBEIX 3aMedaHnsd.

Bo-nepeoix, KOHKPETH3HPOBATH MOHMATHE «OTHOCHTEIBHAS CTABHIABHOCTEY.
Ilockonpry npu remumeparypax, GAU3RMX K KOMHATHOM, KOHCTanTa PaBHOBE-
¢ yMeHbImaeTca mpubnusuresbHo B 10 pas mpH TOBHIIIEHHM JHEPTHH CO-
ccroguns Ha 1,4 KKaax/Moab, 974 BeqWUnHa Ohla BRIOPaHA B KAYECTBE IPAHMY-
HOW sHeprud. [Ipyrusmy caoBaMu, MBl PACCMATPHBANM JAIND Te KOH(GODPMEPH
AUHKJONYKICO3IIA, ROTOPHE UPEBLITANM [0 9HEPrAEm KOH(OPMEDP, COOTBET-
/CTBYIONHH TI00AXbHOMY MUHUMYMY 9HEPTrws, He Gonee wem a 1,4 KRaI/MOXB.

Bo-BTopsiX, KOHRPETH3WPOBATH TE TOUKW CTPYRTYPLI aHamora, KOTODBIe
OUPEHEeNAIOT CXOACTBO Koudopmepa ¢ «axtusHoiy rKoumpopmaumeii. Har Orrao
oraszano ¢ momoubio AMP [8], mrsa amurniumdecKux agamoroB HYRICO3UIOB
B PACTBOPE XAPAKTEPHO «CBOOOXHOE» BPAIeHNe BOKPYL BeeX OPANHAPHLIX CBSi-
3eif, TPUUEM BCC BO3MOMRHBIE POTAMEPHI IPHCYTCTBYIOT B PABHOBECHOW CMECH
B CPABHHMBIX ROTMIECTBAY. YUATHIBAS OTY KOHGOPMAMHMOHHYID 0COGSHHOCTH
AUURIOHYKRIEO3ITOB, Ml OTPAHNWHIUCH CPABHEHMEM CTPYRTYD IO MOMOKEHRT0
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mre wersipex atomos: N1(9), C1" (monomenue cusizn CU—N1(9) onpegensier
IOJOKeHMe HyKIennosoro ocuopanus), O4' (omma m3 ToYeK CBASBIBAHAA) W
05" (ompepnenser momoskenue o-docdara).

Teopervaeckuii KOHGOPMANMOHHBIH auaMM3 ALUKIOHYKICO3HJ0B IPOBO-
MM METOLOM CILIOBOTO TONA ¢ mapayerpamu ug padorst [9]. MHorenumansryio
HHEPTUI0 KOHPOPMEPOB NMPEACTABAANM KAK CYMMY BaH-IeP-BaaabCcOBOM I TOP-
CHOHHOM oHeprHu. B KadvecTBe «aKTHBHOWY CTPYKRTYPH wHcmoansoBamu O4-
ando-roupopmep  2-mesorcu-L-pubodypaross  (parMeHT  PEHTTEHOBCKOH
cTpyRTyphl 2 -pesoxcuryanosni-d’-gocdara [101). Cpasuenue woudopyepos
ALMKIOHYRICO3UTIOB € (AKTUBHONY CTPYKTYPOW MPOBOMUIN, MUHMMUBIDY T
cymmy paccrosanit or N1(9)-, C1'-, O4'- u O5'-atoMoB «@RTHBHON CTPYKTYDE!
O COOTBETCTBYIONMX aToMOB KoH(opmepa. Ha nepsowm srane xonpopmep pac-
CMATPMBAMM KAK HECTRYI0 KOHCTPYKIUMIO. 110 pocTHykeHun Hawryqiero coot-
BETCTBUA CHHUMAIN OIPABMYCHNA HA M3MCHOHME NBYIPAHHBIX YTIOB Yy KOU-
dopyepa AUMKIOHYRIC03HAA (paspeniaii TOABKO BPAILEeHe BOKPYT OPAuHAap-
HEIX CBA3EH) M «CTATHBANIY MOTAPHO CTPYKTYPHO BAaKHBIC ATOMBLI IBYX CTPYK-
TYP, HOCHE Yero PacCYMThIBANNE IIOBBIICHKE JHEPTUM ROHOOPMEPa AlHKIO-
HyRJIEO3UIA 33 CHYeT M3MEHEHUS TOPCHOHHBLIX YTIOB,

B rawectse 00DBEKTOB HCCHCHOBAHUA OLLI BubOpausr (£)-6-rupporcu-2-
OKCA-4-TeKCCHUALHLIC MPOM3BOIHBIE HYKIEMHBOBLIX OCHOBAMIIL:

H H
5 4, 2/
C=C 0O B
/ AN 1
HOCH, CH, CHy
o
(D

B = mmygunua-1 (), ypauuana-1 (6), nuroswmui-1 (8), agemniua-9 (r), ryanmmia-9 (a),
3-kapborcarmuno-1,2,4-rpragomnn-1 (e), H-rapborcamuno-1,2,4-rprnasgonun-1 ().

Takoit BrGop ompepemsaNCa TEM, YTO ITH COCIHHEHWA, ¢ OTHOH CTOPOHEL,
OPUHOUIHANBHO OTIUIAIOTCS 0T AIMKIOBUPA XHMIYECKON CTPYRTYPOH, ¢ Apy-
roif — obnagaioT QYHKIMOHANBEO BAJRHBIME TPymmamy (THAPOKCHI X adup-
BB KHCIOPOM), M, KAK MTORa3HIBAIOT MAHHBIE KOHOOPMAIMOHHOTO PAacuera,
OOMH 113 OTHOCHUTEILHO CTabMIBHLIX KoH(GOpPMEpoB (CM. puc. 2) mo paceMoT-
PCHHBIM BRI KPHUTEPHAM BecbMa OJMB0K K (AKTHBHOU» KOHQOPMALT
(raba. 1 u pue. 3). Taxmm 0Gpason, MOMKEO BHIIO ORALATH, UTO HM3YYCHEE IPO-
TUBOBHPYCHOR AKTUBHOCTH BDTUX ALUKIOHYKICO3MJOB TO3BOJUT CHEJAThH pa-
BYMHLIe OPEUONOMKEHHA O COOTHOIIEHMH «(XHMUYECKOTO0» I «IEOMETPHICCKO-
0% (AKTOPCB M TIPEABAPUTENLHBIE BBRIBOIEL 0 NPOCTPAHCTBEHHBIX OrpaHMye-
HYAX BHPYCOCHEIH(PHIECKUX (HEPMEHTOB.

Byrenumokcumeruanibee IPON3BONNBIE HYKIEMHOBLIX ocHopapmit (la—m)
OBIIM CHHTE3MPOBAHL ¢ MCHOJIb30BAHMEM B KadecTBe ANKHIMPYIOULero areHTa
(2)-1-xnop-6-amerorcu-2-oxca-4-rexcena (IT):

H H
N,
Cc=C
YRR
AcOCH, CH,OCH,CI
(I

Baausmoneitcreme xmopuga (II) ¢ TPAMETHICHINILHLIMKE I OM 35 0MHLIMIL
TUMHAHA, YPAMIa HIM TUTOSHHA WM ¢ HATPUEBHIME COJIAMY AZCHAHA MM ITH-
nosoro adupa 1,2,4-1pruason-3-kapGoronoil KHCIOTH MPABOMIIO0 K 6-aneTorcH-
2-0KCa-4-TeKCEHUNLHRM [POM3BOJAHEM COOTBETCTBYIONX HYKICHHOBHIX OG-
HOBaHU#, KOTOPHIE 663 BLIJENEHMS ITOHBEPTas il aMMOHONU3Y [dA yAANEHHA
ATCTHABHON TPynrsl u obpazopanng KapboKCAMHUIHON TPYUIH B TOCKEHEM
cayaae. [Iponssonnoe ryanuna (Ix) cupresuposanu 1o paspaborammomy paree
metony [14]. Bumixomer m Quswko-xmvuueckime Xapa®kTePHCTUKH COEMHEHMIT
{(Ia—m) mpencrapmens B Tabn. 2.

Crpoesvie arMRIOHYRICO3MA0B OBLIO moprsepsugeno Y- u ITMP-cmert-
pavu (tadm. 3w 4). Xuawueckne CABAIM U MYJTBTHILITHOCTL CUIHATOB B CHERT-
pax IIMP moimHOCTHIO COOTBETCTBYIOT OMMHIACMEN JUIA CHHTE3HPOBAHHBI X
COEIMHEeHI .

1364



TaGauya 1

Hapamerput nanbonce Gau3roro K& «aKTHEHOI) CrpyRTYpe KoH(opiepa
G-raporen-2-0Kea-4-rCKCEHUABHBIX TPOMBBONUHIX HYKALHIIOBHIX OCHOBAIHIT

JIByrpayHeit vrom, rpag
AL =,
RIaan/ MOL

N9—Cl'—02"—C3 C4'—C5'—C6'— 08"

Ct'— 02 —Cy'—C4/ l 02'—(C¥ —C4'—C5’

178 ) 64 l 86 , ~59 0,26

® FU2I0CTE NOTEHLHASILHEIX auepriit xondopatepa M rJI00aALHOPO MMM Y MA.
Tabaya 2

Bb\x()luﬂ, YCAOBHA PCaK 1 CcBOHCTBA ANMRIAYCCKIX alaa0ron

TIPOAYKT pean- Temneparypa Cp\?ﬁl)ﬂﬂe:{ﬂ SJJ'](I)%]—[‘
T peakuin, °C p'ucn{;pau\nﬂ, Buixon, % T. uy, °C
{pemn, u) sTanora, %
(fa) 84.(6) b 53 7981
(16) 84 (6) 7 56 97-98-
(I3) 84(6) 35 50 142— 144
(I 20 (20) 2 2% 180—182
(In) 84(10) 45 32 >300 (pasa)
(Te) 20(24) 20 T 118=120
20(24) 10 21 87--89

(Imm)
TaGauya §

Y O-crrcrTper apHKHIHeSKIX aHAICr0B HYRACO3IJ0B

Jmaxe HM (€-10-7 m~cn-')
Coetuuenue

pH 7 piH 13 pH 1
(Ta) 262(9,2) 262(7,3) 262(9,2)
(16) 256(9,9) 255(7.,5) 256 (10,1)
(In) 264(7,9) 264(7.8) 274 (11,7)
(Ir) 257 (15,0) 257(15,2) 262 (15,0
(1n) 247 (12,5) 260 (10,4) 253(11,8)
(Te) * 196 (13,0)
(L) * 192(11,2)

214 **(8,5)

% CrexTp CHAT B BOAE. .
## Jeperud CnenTpadsiof Kpueoil.

IporupoBupycHLIe CBOHCTBA AIMKNUIECKHX AHANOTOB HYKJEO3UIOB OI-
PeeNATy B KyJNbTYpax TKaHe#l B OTHOMIEHHYM BUPYCOB TeDPNeca IPOCTOTO TH-
ma 1 (1C), ocmoBaxumuer, xmacewaeckon aymsl mruig (Poctrox H7NI), pecou-
paropro-cuETHIHanbHOTO (Jlour), Besukynapuoro cromatura (Mupgmana), Be-
HecyasibeRoTo dHedanommennra gowanein (B3J1-230) w ECHO-6. Har Bumno
w3 1aba. o5, cpenyw 7 MCCHENOBAHMELIX COCAUHOHMH TOJIHKO OJHO ITOKA3aJ0 Hay-
Gosee BHIPAMKEHHYIO TPOTWBOBMPYCHYIO AKTHBHOCTL B ODKCHEPIMEHTAX C BI-
pycoMm repreca mpocToro,

ITonyuenusie pesyapTaThi VEOBIETBOPHUTENLHO COBIAJAIOT ¢ TIPEAcKasa-
HUAMM, CACNAUHBIME B paMKax paccMarpusaemoit mofmenu. Ouesugno, Iro 370
COBTAJEHUE MOMReT GhITh CHYIARHBIM W er0 HeNbh3d PACCMATPNBATL KaK JoKa-
3aTETBCTBO AJIEKBATHOCTH MOeds wuaydaemoay sasienwio. Crporo ropops,
NONYYeHHbIE PE3YNBTATE YKA3KIBAIOT JHINH Ha TO, UTO HaNbHeHiuue HCCefo-
BAaHWA B BHIOPAHHOM HAaUPAaBIEHHH MMEIOT CMBICH. Ecnw Bee-TaRM OPeauromno-
HUTH, 9TO BHABIEHHOE COBIAJCHHE NPE;CKA3AHNA MONENW M DKCIeDPUMeH-
TAIBHBIX PE3yJAbTaTOB He CcHyJdaiino (OKOHYATeALHbI OTBET Ha 39TOT BOOPOC
MOMKHO MOJYIHTE TONBRO C MOMOIIBI JANBHEHUINX DKCIIEPHMEHTOB), TO MOMKEO
CHCNATH HEKOTOPHE TMPEefBAPHTENALHEIEC BLIBOILL:
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TaGauya 4
Crextper IIMP (8 DMSO -dg) allneaueckix aHaJI0r0B HYKIE03H/I0B

§, m.m. (KCCB, Tuw)
cosme yem, | -CH 1 5'-CIT A A
‘- /-CH 11 5-CIT . Apoyar. ) -, MMAHO- 1 aMu-~
e (c) ’ ‘ 3-Cr, ) ([‘\Il)J 6'-CH, n}?(?ﬂl)i; \Imlojloﬁgowm.r Y

(Ta) * 511 4,450 5,59 4,041 7,58k 10,07¢ (3-NH)
(6) (1,7)

(16) 5,13 4,150 5,64 4,03n 7,691 10,14¢ (3-NH)
(6) 5,681
) (8)

(Is) 5,10 4,150 5,58 4,051 7,625 7,20c (4-NH.,)
(8) 5,75m
(7,6)

(Ir) 5,59 4,17m 5,59 3,99M 8,27¢ 7,25¢ (6-NHs)
8,20¢

(Im) 5,39 4140 9,97 4,01 7,83¢ 10,50¢ (1-NH)

(6) 6,02¢ (2-NH,)

(le) 5,63 4,19M 5,63 4,02n 8,80¢ 7.82¢c 1 7,61¢c
(3-CONH,)
(Trx) 5,94 4,20 5,59 4,02m 8,17¢ 8,21c v 7,99¢
(5-CONHy)

* Caraan 5-CGEL, npu 1,88 M.,
Tadauga 5
Ilporaposupycasie eBoiicTBa AHKIMYECKUX AHAXOTOB HYKACOZUANS *

%‘éii‘“lgggui‘:"";: ‘:}T”:‘ VcemenoBaHne MeTOROM DPEX YKL GAAUIEK
TOLOM «CHEPUMMULLI-
C[)QTLHHQ— TECT», MM
Whe Bipye ¥ Kousen-
Tonarme- | TPAIA | Tyrp pupyca, [ Fasnocts .
ToKCHY- |HuA ofpa- | BPEUADA- | o BOE/yg | C RONTPONEM, XTH
HOCTH Z0BAHIL Ta =, 1g BOE/mu
Gnaurer | MKT/MI
(Ir) BaJI 0 14 100 <70 =1,50 1
50 8,08 0,42
25 8,18 0,32
0 8,50 -
(L) BaJl 0 14 100 <70 =1,50 1
20 8,34 0,16
25 8,46 0,04
0 8,50 -
(Im) BOB 0 16 100 <32 =1,62 2
50 <3,2 =1,62
25 4,56 27
0 4,82 -
(Ie) BOB 0 12 400 <3,0 =150 1
) 200 4,23 0,27
100 4,34 16
0 4,50 -
(IB) BOB 0 18 400 <3,0 =15 i
200 4,28 0,22
100 4,43 0,07
0 4,50 -
(In) BUIL 0 16 100 =1,61 8
50 =1,61
25 =1,61
12 =1,61
6 NE!
0 —

* Coupamenst: BOB — BUDYVC ocnosarumuel; BUIL — Bupye repueca npoctoro; B3I — Bupye
autedagomncinra mowadeli; BOE — 0aAWK000pasy0Ue eauHybl; XTI — XunMuoTepanesTyec i1t
THIEG

B mepxucil CTpoKe M HAMKAOTO COCBITHEHWS NPHBEACHA MAKCHMAILHAMA [EPEHOCHMAA KOH-
TEHYpAIUA,
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1) B cayyae anMKIOHYKICO3HIOB «TeOMETPHUYECKUY (HAKTOP MTPAeT O0CHO-
BOIIONArATOILYTO PONB B NPOABIEHHYN ITPOTHBOTEPIECHOR AKTHBHOCTH;

2) aHaXor BXOAHMT B AKTHBHBI TEHTD (epMenTa-ManreHn sQUPHEIM KICIO0-
pogowm, mpmyem ¢parmedr amamora (G3'—C4 =CH'—CB6’ me ucubiTHBAET 3a-
METHHIX TPOCTPAHCTBEHHX OTPAHHUEHHH €O CTOPOHRI AKTHBHOIO IE@HTPA.

JKCMePUMEHTANLHAR YACTH

Comexrper IIMP sanmcpreanu wa cunexrpomerpe XL-100 (Varian, CIITA),
Y®D-cexrpsr cummanu wa upubope Ultrospec (LKB, Ilpewss). Tomrocaoi-
HyI0 xpomarorpaduio mposopmnu ma mractmHrax Silufol UV 254 (UCOP),
npostzasig anbo cmeckio BtOH—CHCl, (20% aramona), mufo cmMecnbio m30-
mponanon—amvuak—soga (7 : 2 :1). Jdua romoHowmoM xpomarorpaduu we-
nonsaopanu cunurarens L 40/100 (UCDP). Cueck, noxyuennyio 13 10 mmous
HYRJIGHHOBOTO OCHOBAHUS, PA3NENANM HA KOJIOHKe paszmepoM 3 x 16 ca.
AIAOUPOBAIN XTOPOGOPMOM MIM CMEChI0 DTAHOIA ¢ XJA0POGOPMON (TUHeHHEIH
rpajiientT KomueHrparum dranona or 0% 1o sxomMpPYyOIEl KOHINEHTPAlUK
+ 15% ofuun o6vemom 1 ) cpemHue SIIOUPYIONIEE KOHLCHTPALMY 3TAHOIA
upusefenst B Tabm. 2). JISMEHTHLIH aHAIM3 CHHTE3HPOBATHLIY COSJUHEHIH
oTHMYANCA 0T paccuuranuoro ve 6oaee wem ua 0,2%.

1-X nop-6-ayemorcu-2-okca-4-eexcer. (I1). K pacrsopy 10 © (0,1  amoan)
yuc-4,7-murunpo-1,3-proxcenunra 8 10 Ma cyXoTo mexTasa TP TepenMenuBa-
‘HAHM J00aBIANH HECKONLKO KPHCTAMINKOB mDoramenHoro ZnCl,, a 3arem
megnentso, wo xammssm, 11,8 © (0,15 amonk) auerunxmopupma. PeaRimonHyIo
cmech mepesernnpasu eme 1w npu 20°C, pacTBopuTenh W I3BHITOR ALETHI-
XJIOpHIA YHAPHBAIM B BaAKyyMe, a octarok pacrsopsan B 00 aa xmopodopma.
Honywennsiit pacTsop 6u1¢Tpo mwpombsann 20 AMa JeaHoH BOIH, ¢ymman 6es-
BogubiM NaySO, u Puavrpopasnm. Iocme ypaieHws pacTBOPUTEIS OCTATOK
MepeToHANd B BaKyyme. Bnixon XIOpuAR (II) 44% , 7. xumn. 78—80° C mpm 2 Mir
pr. cr. [IMP (CDCI;), 6, M. m.: 5,65 ( H4 u HB5), 5,42 (¢, 2H, 1-CH,),
4,58 (n, 2H, 3-CH,), 4,25 (}[, 2H, 6-C Hz), ,0 (¢, 3H, CH3).

6-I'udpokcu-2-okca-4-zercenuavvie npoussodnsie yumosuna (la), mumuna
(16), ypayuaa (I6), eyanuna (19). K cycuensuu 10 MMONB COOTBETCTBYIOMETO
HyKIemHOBOT0 ocHopaHua B 10 wmn  rexcamermapucuiazama mobaBIANM
100 mr (NH,),S0,. Cyecr xkungrang 4—5 ¥ B crygae TMMAHA, ypanuira o IH-
rospHa ¥ 12—14 u » caywae ryamuwna. V3bmTor TeKcaMeTHIANCHIA3AHA OT-
roHsuIH B Bakyyme. OQcraTroR PAcTBOPMIM B 2D MJI cyXoro guxmopsrana. I mo-
- AYYEHHOMY PactBopy wpudasgsim 15 maoxb xnopupma (11) mw smubo ocrasasnu
npu ~20° C u mepesemmuBarum, HE00 KHUATANH (YCHOBHA PeaKIMH TpPHBE-
medst B taba. 2). Pacrsopurens ynapuBagm B BAKyYMe, OCTATOK PACTBOPAIM
B 50 mar 50% womHoro sramona, kunaTuau 10 MwH m ymapmsamin gocyxa. Oc-
TaTOK mepeyimapusanu ¢ abe. sranomom (3 x 20 wu) u xpouamrpa@npomun
Ha KOMOWKe ¢ crankareneM. Dpaxuuwy, copeprrauue IPOAYKT, 00BeInHAILHN,
PACTBOPHUTENb YIAPWBALKM B BAKYYME W OCTATOR KPHMCTAJIIH30BAIM K3 9TAHO-
aa. Bwixomsr, cpexHie amo:upymume ROHIEHTPALMI It TEMIEPATYDH TUIaBIe-
Hus npuseneHnt 8 Tabu. 2, gampsie Y®-cmexrpos — 3 rabx. 3, IIMP-cmerr-
PoB — B Tabu. 4, MCOHTABMI TPOTHBOBMPYCHOH aKTMBHOCTH — B Tabm. 5.

6-Tudpokcu-2-okca-4-zexcenavnee npouseodnve adenune (l2) w amnudos
1,2, 4-mpuazoa-3-wapoonosoi rucaomun (le, xe). H cycmemsum 10 amons ame-
HUuHa nam aruinosoro adupa 1,2,4-tpmason-3-rapbouosoit Kucaorsr B 40 Ma
cyxoro ammermmadopmavupa gobasmasn mopmusavu 0,45 r (15 amons) 80%
cycmensuy Nall B Basenumononm maciae. Cmech DepeMelTMBaXd o TpeKparie-
HIS BEIACICHEA BOZOPOxa. 3atesm nobasasanm 15 smons xnopuga (I1) u peax-
IMOHHYI0 ¢cMech mepememmuBaay 24 ¢ upn ~ 20° C. Ocapgor ormensanaw, QUIbT-
par ymapHBagy, ocraror pacrsopsam B 00 MI HACKIEHHOTO PacTBOpa
NaHCO,, npoumsamy rexcamoMm (1 > 20 Mu), 9KCFParupoBadd Xmopodop-
smon (4 x 50 mu). Xmopodopaase srerparts cymuau Na,SO;, pacTBopnTenn
ymapusann. K ocrarky npubasrsmn 50 mu momynacmuessoro npa 0° G ye-
TAHCALHOTO PAcTBOPA aMMHaKa, Beaep:mpamn upum ~20° C B Teuenne 2 cyr,
IOCHe 9Yero PacTBOPUTENbh YIAPMBAIM, & OCTaTOK XpoMaTorpadupoBamy Ha
KOJIOHKE ¢ cuaurarener. [Ipogyxrbhl meperpucTajIN30BBIBAAM HA 2TAHONA.
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Boixofpr, cpeqane anionpyomue KOHUEHTPAIIT 9TAHONA M TEMITePATY P MIAR-
TeHHA mpusenenst B raba. 2, mawunse Y- u [IMP-cuexkrpos — B raba. 3 u 4,
PE3YALTATH BUPYCOIOIHYECRUX MCeCHeoBannis — B rabda. o.

I pomusosupycryino armusrhocms coedunerll OTIPEALT T METOJAMU «CKPU-
HHHT-TECTY M PEAYRIMH OJsIIeR nox arapossiM mokpbituenm. G supycom ECHO
HCCASMOBAHAS BHIIIONHAN HA MOHOCIOMHBIX KyJIbTYPaX MACCHPYEMBIX ROMKHO-
MBIIICYHBIX KJXETOK HMOPWOHA YeNOBEeKA, ¢ PECUUPATOPHO-CHHTHITHAIBHBIM
BUPYCOM — HAa IEpeBMBaeMBIX KJeTKax Jerkoro kpoaura (RL-33), ¢ ocrans-
HEIME BHDPYCAMI — Ha NePBAYHO-TPHICHHAINDPOBAHHHIX (ubpobracrax oM-
OPUOHOB KyP.

HpurepusivMy HPOTHBOBUPYCHOR AKTMBHOCTY CYMTAAM HAJMIHE 30HBL 10-
HaBaeHus o6paszopanus GIAUIER P MCCIHCLOBRHUE METOHOM (CKPHHIHI-TECTS
¥ CHI/KEHWSA THTPA BHPYCa B CPABHEHWN ¢ HeoOpaboTaHHBIM KOHTPOIEM. XH-
MHEOTEPATEBTHYCCKII MHIEKC PACCUMTHIBAAN KaK OTHOIIEHHE MAKCHMAILHON
KOHIEHTPAIMM, MePeHOCHMON THAHeBON KyALTYPOH, R MWHAMAIBHOM aKTUB-
HOMl ROHIEGHTPAaUUH, 00eCIHeduBAIONIel CHUMEHMEe THTPA BUPYCa Ha BEJIUMIHHY,
coorsercrayoutyio 1,25 lg BOE/ymn. Hompobuo wmeromuxa mccaegopadus
OLGUKHU TOJyY9aeMblX PesyiabTaroB ouucada panee [12],
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Based on the available data on the acyclovir’s machanism of action we attempted
to predict the antiherpetic activity of 6-hydroxy-2-oxahexen-4-yl derivatives of nucleic
bases. In terms of this model 9-(6-hydroxy-2-oxahexen-4-yl) guanine might be active.
6-Hydroxy-2-oxahexen-4-yl derivatives of adenine, guanine, cytosine, thymine, uracile,
1,2,4-triazole-3 and 1,2,4-triazole-5-carboxamide have been sinthesized and their activity
against herpes virus I investigated. The guanine derivative proved to possess rather high
activity (chemotherapeutical index 8).
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