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BENOJIOr ns

CUHTE3 1 BUOJIOTNYECKAY AKTUBHOCTD
ITPOMN3BOOHBIX
o-(3,4-TUTUOIPOKCH-1-HA ®TNJI)-POCPOHYKCYCHON
KHNCJIOTHI

N.K. Apcernues, | A.H. Tpunés, [ ILIL. Ilypeirum,? M.M. 3y6anpos, H.W1. Mutus,

A B.Kanycrun,? 11.C. Hukonaesa, E.A. T'onosanosa, T.B. I[Tymkuna, O.B. Baknanosa,
A H. ®omuma*

CunresupoBansl mpom3Bonuble (V-HadhTuIGocHoHyKCycHON KucioTel. N3yuensr
X [IPOTUBOBUPYCHAI U AHTUMUKPOOHAsS aKTUBHOCTL. Y CTAHOBIIEHO BUDYJIMINIIHOE
IEICTBUE IOJIyYeHHBIX COENWHEHWY B OTHOLIEHWM BUpyca GosesHu AyscKu B Kyiib-
Type pubpobiacToB sMOpMOHa KypPHITHI.

BBeneune

B cBs3u ¢ HamWuMeM NPOTUBOBHUPYCHOM AKTUBHOCTH Y HOCHOHYKCYCHOR KUCIIOTHI
(OYK) [1-3] n ranonnupoBanusix 1,2-HadToxunoHoB [4], omus u3 koropsix (6-6pom-1,2-
Ha(QTOXWHOH) IPUMEHSETCS B MEIUIMHE [0 HasBaHUeM GoHabTOH [5], mpencTasnser uH-
Tepec U3yUeHne IPOTUBOBUPYCHON U APYTUX BUAOB OHOIOTMUIECKON AK TUBHOCTH BELIECTE,
COUETAIONINX B CBOEN cTPYKType dparMeHTsl kak YK, Tax u ramounupoBaHHBIX 1,2-
HadToxuHOHOB. C 5TOH 1eNb0 OBIIN MOIyYeHbl coenuHeHns 0b6men Gopmyas 1.

H,C,0(0)C” H P(O)(C,H;0),

la, &

VunuBnayanbHOCTE U YUCTOTY IOy YeHHBIX BEIeCTB KOHTposiupoBain MeTonoMm TCX,
IaHHBIE HJIEMEHTHOTO AHAJIN3a COOTBETCTBYIOT DACUéTHLIM. B Macc-cnmekTpax coenmue-
Huit [a, 6 TuKM MOIEKYIIPHLIX MOHOM30TOIHLIX MOHOB, U30TOIHOE DACIPeNeleHNe INKOB
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II0 Macce U OTHOCHUTEILHON WHTEHCHBHOCTH ¥ XapaKTep GparMeHTAllUM COOTBETCTBY-
10T npemraraeMoil crpykType. Qua nonreepxaaercs Takxe UK cnekTpamu, B K0TOPBIX
IPUCYTCTBYIOT OXUOAeMble XaPAKTEPUCTUIECKIE TACTOTEI IOTJIOMIEHNS.

W3yueHo MUTOTOKCHIECKOE U BUPYCUHTUOUPYIOllee OeACTBUE coequHeHuR la, 6 B 0T-
momennn Bupyca A/PPV (Hav 1 N 1) B kmeTouHO# KyIbType KypuHBIX GubpobracTos
(K®), supycuurubupyiomee neiicrue Ha supyc rpunna A/PR-8 (HON 1) u supynununz-
HOe [eHCTBYUE B OTHOLIEHUY BUpYyca Gomesuu Ayscku (BBA) B 72-uacosoit kymbType K.
Y ¢TaHOBIIEHO, UTO U3y YeHHbIe COeAUHeHUs B fo3e 500 MKT/MII DM CYyTOYHOM 3KCIO3UIIUY
CHUXaIK HHGeKIUoHHbI TuTp Bupyca A/PR-8 (HON 1) ma 1,0 1g TIII5( no cpaBHEHNIO
¢ kouTpoiieM. Uudexunonuntit Tutp BBA B Tex xe ycmoBusax cumxkasics Ha 5,0 1g T,
T. €. IMeJIa MeCTO IOJHAI MHAKTUBALUSI BEDYCA.

W3yuennble coequHeHNs OKAa3bIBAIOT TaKXe BLIDAXKEHHOE IIMTOTOKCUIECKOE NEHCTBUE
Ha kiaeTku K®. x MmaxcuManbHas IepeHOCHMas KOHIEHTDAIUS TaKXke HAXOOUTCA B IIpe-
nerax 500 Mxr /M. Bo3sMoxHO, BUDYCUHIEOUDPYIOLiee NefCTBIE 3TUX BEIIECTB OLOCPENO-
BAHO UX IUTOTOKCUIHOCTBIO.

WNsyuenue mpoTUBOMUKPOGHON AK TUBHOCTH coequHenun la, 6 mokasaso, 4To oun obia-
IAOT BLICOKOW AKTUBHOCTLIO IPOTUB IPAMIOIOXNTENbHLIX bakTepuil. Ix MuHIMAaIbHAIL
nopasisiomas xouneaTpanus (MIIK) cocrasumna 15,6-31,2 mxr/ma. MIIK B oTHOmIEHNR
[AJIOYKY IPOTes ¥ BO30ynuTesns MUKpocnopun cocTasiana 61,5-125 mkr /M. Ilo oTHo-
LIEHNIO0 K OCTANILHLIM MCIONbL30BAHHBIM MOLENIIM U3yUeHHbIE COeOUHEHNS HeAKTUBHLI.

1. BKCHepI/IMeHTaJ'IbHaH XmMN4YecCckKasa 4acTb

VK crnexTphl MOIyUeHHLIX COEOUHEHNI CHSTHL Ha cuekTpoMeTpax Perkin-Elmer 599
u Perkin-Elmer 457 B cycuensum B BazenumHOBOM Macie. ¥ ® CleKTpPBI 3aIUCAHLI HA IPU-
6opax EPS-3T Hitachi u Perkin-Elmer 575 B sTanone. Macc-cieKTphl CHATBL Ha MAacc-
cuekTpoMmeTpe Varlan MAT-112 mpu morennuane monusamuu 70 5B ¢ npsMmeiM BBOmOM
06pasila B MOHHBIN MCTOUYHUK. TeMIepaTyphl INIaBIeHns HoaydeHsl Ha mpubope IITII-1
[IPH CKOPOCTH Harpesa BOiu3K Touky mwiasienusd 1-3 °C/vun. UHAMBUAYAIBHOCTD COCAR-
HEHWHA U X0 peakuuu KOHTposuposaiuck MeronoMm TCX ma mnacrmukax Silufol UV-254
B cucTeMax: xinopodopM, Gensom-meranon (9:1), 6emson-aneTon (4:1). Ilepen smeMenT-
HBIM aHAJIU30M O0pa3lUbl COEOUHEHUH TePMOCTATHPOBAJINCH B BakyyMe Han P»Qs mpnm
50-56 °C.

Coenunenus la, 6 cuETE3MPOBAHLI U3 COOTBETCTBYIOMINX 1,2-HaGTOXUHOHOB U docdo-
HYKCYCHOTO 3(Upa, IOy YeHHBIX U3BeCTHBIMEU MeTomamu [6-8].

TpusTUNOBLIE 3bup - (3,4-auruapokcu-2-xiop-1-Hadrui)-bocHOoHyKCyCHOR KUCIIo-
Tl (Ia). Beixon 58 %. T. m. 178,5-179 °C (u3 ykcycroit kucnorsr). Hasineno, %: C 52,07;
H 5,10; Cl 8,66; P 7,11. M* 416 (**Cl). C15H22ClO;P. Brruucnero, %: C 51,87; H 5,32;
Cl 8,51; P 7,43. M 416,8. Y® cuexTp, Amax, M (lge): mmewo 223(4,34), 240(4,43), neuo
297(3,68), 308(3,69), 343(3,57). MK cmexTp, Vmax, cM~1: 3517(OH Bam.), 1733(C=0),
1343(OH zmed.), 1262(P=0), 1158(P-O B P-OC,Hj).

TpusTUNOBLIHE 5bup a-(2,7-mubpom-3,4-gurunporcu- 1-aadTumn)-GochoHyKCYCHOR Kuc-
notsl (16). Beixon 55 %. T. m. 200-202 °C (n3 yrcycroir xucnorsr). Haitneno, %: C 40,00;
H 3,90; Br 29,78; P 5,50. M+ 538 ("°Br). C1sH31Br2O7P. Brrumcneno, %: C 40,02; H 3,92;
Br 29,59; P 5,73. M 540,2. Y® cuekTp, Amax, M (lge): 221(3,83), 254(4,26), 304(3,64),
312(3,62), 350(3,54). UK CHEKTD, Vmax, cM~1: 3285(OH samn.), 1735(C=0), 1330(OH
ned.), 1270-1250 (P=0), 1160 (P-O B P-OC,Hs).

Coenunenus la, 6 — GecuBeTHBIE KPUCTAIINYECKIE BEIECTBA, PACTBOPUMEIE B XIIOPO-
dhopmMe, cnupTe, QUOKCAHE, YKCYCHOR KUCIOTE, HE PACTBOPUMEIE B BOIE.
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2. BKCHepI/IMeHTaJ'IbHaH 6uoJiornyeckas 4acThb

IIporuBOMUKpPOOHYO AKTUBHOCTD U3YYaIl METONOM ABYKDATHBLIX CEPUUHBLIX pPa3Be-
IEeHVH B XUOKOW IUTATENBHON Cpefie ONUCAHHBIMEU MeTomaMu [9] B OTHOIIEHUY 4eTHIPEX
BUJOB IDAMIIOJIOKUTENBHLIX, [ISTH BIAOB IPAMOTPUIATEILHBIX OaKTepUil, ST BUIOB
[ATOTEHHBIX IpuboB n MuKoGakTepun Ty6epkynésa (mramm H37RV, B orcyTcTBHE CBI-
BOPOTKH).

[uroTokcuueckoe u BUPYCUHT UOUPYIOIee NefCTBUE COCOUHEHNT B OTHOIIECHNN BUPYCa
rpunna A/PPV (HAV 1 N 1) B kametounon xynsType K® n BupynununHoe meiicTBHe Ha
supyc rpunna A /PR-8 (HON 1) usyuens! mo MeTOOMKe, OMUCAHHOR B paGoTe [10].

Onpenernenre MHAKTUBUPYIOIIErO NeACTBUA coenuHeHuy B oTHoweHuu BBA mposo-
nwiu B 72-uacoBoil kynbType K®. UcnonbsoBascs maTuBHBIN KynbTypainbusii BBA ¢
uubeknumonusiM TuTpoM 5,0-5,5 lg TI[I59. Bupyccomepxaimuii MaTepua U pacTBOPHI
UCCIIEAYEeMBIX COENWHEHNI CMENIMBAJIM B PABHBIX 00BEMax A0 KOHEUHOW KOHIEHTDAILUU
ucnerrTyemoro coenuuenus 500 Mkr/mi m mHKyOupoBasu B TepmoctaTe upu 37,5 °C B
TeyeHNe CYTOK. KOHTpOIEM CIIyXuil BUPYCCONEPXKAINUA MATEPHUAJ, K KOTOPOMY BMeC-
TO PaCcTBOPA UCIBITYEMOTO COENWHEHNs N00ABISIIN QU3PACTBOD U MHTAKTHYIO KYILTYDY
K®. Cumecn Bupyca ¢ npenapaTaMu I KOHTPOJIb BUPyca TUTPOBAIU B KyiIbType K®. Cre-
[I€Hb WHAKTUBAIIMYI BUPYCOB OIPENEIISIIN IO PASHULE THUTPOB BEPYCA B OILITE U KOHTPOJIE
u seipaxany B lg TI[M 5o (TKaHEBLIX NUTOCTATHIECKHX T03).

ABropnl BelpaxawT biaronapHocTsb Ilerpy CepreeBuuy XoXIoBy 3a METONUYECKYIO
[IOMOIIIb DU U3yUeHUN OMOJIOTMYIECKON AKTHUBHOCTH.
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SYNTHESIS AND BIOLOGICAL ACTIVITY OF
DERIVATIVES OF
a-(3,4-DIHYDROXY-1-NAPHTHYL)-PHOSPHONOACETIC
ACID

I. Arsenichev, 5 P. Purygin,® M. Zubairov, N. Mitin, A. Kapustin,”

I. Nikolaeva, E. Golovanova, T. Pushkina, O.Baklanova, A. Fomina®

The derivatives of (x-naphthylphosphonoacetic acid were obtained. Its antiviral
and antimicrobial activity were studied. Obtained compounds were shown a virulicidal
activity against Aueski disease’s virus.

5Igor’ Arsenichev, | Aleksey Grinev, | chair of pharmaceutical chemistry, Samara state medical

university

SPyotr Purygin, chair of organic chemistry, Samara state university

"Murtazali Zubairov, Nikifor Mitin, Aleksandr Kapustin, laboratory of virology, Scientific research
institute of veterinary virology and microbiology

8TIrina Nikolaeva, Elizaveta Golovanova, Tat’yana Pushkina, Ol'ga Baklanova, Alla Fomina, section
of experimental chemotherapy and toxicology, Center of drug chemistry



