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ITpu uepesrepudprragu 2,3,6,2",3",6'-rexca-0O-6ensom-P-0eH3NITIARTORINA ¢ JILOTRII-
KeTaneM TUIIHDPYBATA ¢ IOCHCKYIOMM OMBITEHHEM 3alMMTERIX OeH30MILHEIX TPV, 0C-
pobossueneM KapboKeIILHON QYEKUME ¥ KaTannrmdeckaM ragporeonuszoy 1-O-0egsuinb-
HOIT rpymnsl cuATe3nposada  4'-O-(c-dToxeHIpONTOH-2”-mi)-nakrosa. Harpuesas conp
4/-0O-(x->TORCHIPONUOH-2"-1171)-Tak T35 B KONmenTpaiwu or 1 mo 50 MKI/MA He okasupana
BANWSHMAA HQ CIIOCOOHOCTH BRPYCA TPHINIA 1B arriiOTHHHPOBATE KYPUHbBIE 9PUTPOUMTEL B HA
pasMHOKeHHe Brpyca fomesHy Heloracaa B KYIbTYPe KIETOK KypPUHBIX aMOPHOHOB. BB KOH-
negTpamuy 10 MKL/MA COegHMEenNe NPOSBIAI0 OHOJLOTHYECKYIO AKIMBHOCTh, CTUMYMNPYS
BUDPYCUHAYIRPOBANHBI HHTEDHEPOHOTEHES.

Helpasuruinsagrosa NPUHATIELUT K YHCAY HPOCTeRmX CyGCTpaToB
BUDYCHBIX Hefpamunumas. [lomex nporuBoBmpyCcHEIX npeunapaToB 110 TTPHH-
nuoy cuEresa cybcrparornogobnex MHrHOHTOPOB MOMEeT MCXOLMTH M3 TOHY-
YeHMA AHANOrOB IeHpPaMUHILITAKTOEL.

WapeerHsr pBa TPUPOMHBIX H30MepHhX coepuncnust: N-aneruimeiipamu-
wun-(2 — 3)-0-p-D-ranaxronnpanosun-(1 — 4)-D-raroxomupanosa n  N-
amernwiarefparumia-(2 — 6)-0-f-D-raxarromipanosni-(1 — 4)-D-raroxonu-
panosa [1]. O6a uzomepa ¢ pasaodl CKOPOCTHIO PACILENISIOTCA OUHIICHHOH Hefi-
pamunmgazon (H@ 3.2.1.18), rem campiv o6HApy»HBasg 3aBHCHMOCTD MCAY
CKOPOCTHIO pacnagd dH3uMeyOCTpaTHOTO KOMINeKCca # THIOM CBAsH N-ame-
THTUEUPAMHIHOBON KHCJIOTH ¢ nakrosol. Ilokasaro, 910 BEIICJEHABE A3 KEH-
CKOTO MOJOKA OMHTOCAXAPHAB ¢ (2 — 4)-THIOM CBA3Y MEKIY HEHpaMUHOBON
KHCTOTON W IVIIOKO3AMHOM ABIATCA WHTHOMTOpAMM BUPYCHHIX HeHpamMuiim-
nas [2]. ,

UpeeraBnano maTepec WOLYYUTH COCMIHEHIE € BHPYCHMHLHOHTODHBIMA
CBOLCTBAME, MAKCHMAMbHO YUPOCTHB OCTATOK HEHDAMHUHOBOH KHCGJIOTH — pe-
AYULPOBABR €ro O OCTATKA NHPOBHHOIDAXHON KHCTOTLI, NPHCOEIHHEHHOTO K
NAKTO3C CenupUUecKod KeTOBM/(ITOM CBA3LI I COXDAHAMILETO BaIRHYIO IS
B3AMMOIEHCTRIIS ¢ (PEPMEHTOM RapOOKCHALHYIO Tpymy [3, 4]

Cuures 0ogobUBIX COCIMHEHHN OCYLIECTBIEH HaMM paiee nepesrepudura-
UHMEd AUHTUAKETANS PTHUHIHPYBaTa ¢ CeJEeKTUBITO OCH30MIUPOBAHHBIMA T1POK3-
BOAHLIMH B-MerTria-D-rararronmpanosuna [5].
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B pammor pabore nomywenmeie npm uabuparejibHoM OeH30BIAPOBAHUHI
p-6ersmanarrosmra  2,6,2°,3" 4" ,6"-rexca-O-6ensonn-p-6ensmunaxrosnn  (I)
u 2,3,6,2'3",6"-rexca-O-Geusoun-p-oenzmniarrosun (11) momBepraytet mepe-
atepuduraiuy ¢ gusTHARerasey druanupyesara (IT1) B npucyverBuM KaTanm-
THYCCKHX KOIMHIECTB R-TOAYOICYIbOOKUCIOTH,
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IIpm umepesrepuduramun  2,3,6,2",3",6"-rexca-O-Gensoun-P-Gensmmnarro-
supa (I) ¢ masTunkeragem sTHanupyBara ¢ Buxoposm 40% noayuen 2,3,6,27,37,
6'-rexca-O-6ensoun-4'-0-(a-sroxcnuponuon-2"-nn)-f-6ensuraaxrosun  (1V).
Wsomepmoe coeqmmenne (I1) co csobonmoit 3-OH-rpyuno#t B onucasunix yeuo-
BHAX HE BCTYIAL0 B PCAKITHIO nepedTepruOUKAL i OLLIO BO3ZBPAILCHO KOJATe-
CTBEHHO B HOHBMEHEHHOM COCTONHMME, YT0 YKA3HBALO HA OTCYTCTBUE MUTDAIUE
Gen30MAbHOE TPYIILEL B YCAOBIMAX PEAKIMH TlepedTepHHKamu,

Habnogaewas panee na 2,3,6-rpu-O-6eusomn-f-smerin-D-raraxronapano-
supe [5] murpaumns Gensomnbuoil rpynnst C, — Cg B yenosuax nepesrepudmka-
nau Ha Gersoare Geuswin-f-rarrosuna (1) re obuapysnena, Tak Kak B YCIOBHAX
TCX wzomepnr coepuuenna (1) pasmirganuces 65 XpOMATOrpPaPUICCKOR TOBIIK-
Hocreio [6]. He erymmpimmass B pearuiio wacth mexogmoro 2,3,6,27,3',67-rex-
ca-O-Gensonn-f-CeHaniIaKTOSUNA BO3BPAIIANIACh B IEH3MEHEHAOM COCTOAHMIA
B BHE XpomaTorpaduIecKi OJHODOMHOTO BEHICCTRA,

Hocne omprrenns xerans (IV) yMeTaHOTHHLIM PACTBOPOM METHIATA HATPUA
Oymamuas xpoyarorpadus ITPOAYKTA PEAKIMH ITOKA3aTa MPACYTCTBHE NBYX
Bemects. Ilpemapartupuoit BX Boimeserna TPeHMymecTBEHIIO HATPHEBAS COND
4'-O-(z-3rorcnnponmon-2"-wir)-f-Gemsuraarrosuga (V) u nefonbmoe Koxnve-
¢TBO meomblmennoro adupa (VI). Bensunrpmasn
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samprra B coegunennn (V) yjasena KATANHTATECKUM THIDOTEHOIN30M HaJ Oaj-
JafMeN Ha yhae, B pesyiaprate wero moaydgena ¢ prxojom 70% nmarpmeBas conk
4’-O-(g-arorcunponuon-2”-un)-naxrossr (VIT). Ilpn rupporenonnse nabiioga-
JIOCH TACTHUHOE DPACIETLICHIC KeTAJNLHON IPYHUIUPOBKY H 00pasoBanme CBO-
0OMHOE TaKTO3L.
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CTpYyHTYpa M MHAUBULYANLHOCTE CHHTEBHPOBAHHBIX COCIHHEeRUT TOATReDH-
nema axmeMenTHbM amanuzoy, TCX, MHK- n YO-cuexktpamn u ompegenenyenm
VIEABHOTO BPALlCHHA.

[IporrBoBUpPYCHAS aKTHBHOCTL MOXYIenuoll HaTpresoit conu 4'-O-(z-aToK-
cunponmon-2”-mu)-naxrossl (V11) 6bia nposepena ma mMomenu BUPYC Gomesnn
Heroxacaa — ®Kyabrypa KiaeTOK KYpPUHbLIX 9MOPMOHOB.

Brustme Ha reMarmioTHHAIED ONDEAesUIE Ha MOZENH B3auMOoneficTBUSL
Bupyca rpuona B. Harpuesas coan (VII) xopowo pacrBopsiack B POCTOBRIX
cpepax (cpena WMrya), me menmsma pH cpenst upw pactBopenun. VcubrTniBae-
moe coequnenme B Kommeutpanmax 0,0001—50 mur/ma we 6BN0 LHTOTOKCH -
HO IS RYJLTYDPH KJIETOR KYpWHsIX oMGpuomos upu 120-yacoBoil coBmecTroit
naryCanuu. B xoumenrparuy 1—>50 MKI/Mx BeIecTBo He BIHAIO Ha CUOCOG-
HOCTH T'pUTIA B arrnioTHHUPOBATH KYPHIBIE SPUTPOLUTH, BeiecTso me Dpo-
ABISIIO aKTHBUOCTH IPH HCIOJAb3OBAHUN DA3HBIX J03 BMpyca rpunma: 8, 16,
32 remarrnoTaREpyoOmuX eguauy * 5 0,25 M.

Jrs m3ygenus BIUAHNA BEINECTBA HA pasMuokenme Bupyca Goxesuw Hrpio-
racaa coeguuenne (VII) B rommenmrpammsax 0,01—50 mrr/ma waryGuposanu
¢ KyJIbTYDPOH RIETOK RYpHHEX sMOpmonos, sapaykanum B gose 1000 Gusirko-
obpasyomux egmuaui 8 0,2 M w BegepmuBanm 24 ¢ upu 37° B UPHCYTCTBHH
coepumuenws (VII). B pasnu9ueIX omBITaX BaphHEPOBANW JIATEABHOCTH TIpPE-
BAPITENBHOTO KOHTAKTA BEOIECTBA ¢ RYJILTYPOH mo sapaskenmsa or 10 mun no
5 cyr. Turp Bupyca oupegensiin 0o ero 6aAmMKo00pasyomell akTHBHOCTH O
arapoBeiM TORpbITHEM [7). B mpoBemeEmbix ONETAX HE OTMEYEHO CYMICCTBEH-
HBIX PasnuIuii YpOBHA pPAaSMHOKEHWS BHPYCAa B ONBITHEIX H KOHTDOJBHEX
rpyomax.

BemecTBo mccaemoBamocsh Taxike B OTHOLICHMA BIHAHWSA Ha BUDYCHHAY-
uupoBanubii warepdeponorenes [8]. Ins sroli menm coemmmenme (VII) B
roumentpanpn 0,1 —50 Mrr/va unkybapoBasu 20 mMEH ¢ KYIBTYPOA KACTOK
RYDPHHELX 9MODHOHOB, UOCIE Tero BHOCUIM AHTEP(EpPOHOTEH (BHUPYC I'DUOIA
B, mramm Lee) n momgmepuBanmyo cpeny. epea 24 v murybaunu npw 37°
B KYJbTYPANBHON ;RAXKOCTH ompepnensnn taTp uurepdepora. Orazsanoch, 4ro
B KoruenTpanun 10 mrr/va coenumenue (VII) B HesmaquTenbHol CTENCHE CTH-
MYJIHPOBANO BHPYCHHAYUAPOBANHEHE HHTepPepoBorenes, TOBHIIAA KOHIEHT-
panuo narepdepora no 256 em/mu uporus 144 en/Ma B KoHTpPOIE. 3TO YKABHI-
BaeT HA T0, 4YTO, HECMOTDS HA OTCYTCTBHE AKTMBHOCTH BEIECTBA Ha IeMarryiio-
THERPYIOMEe CBOHCTBA BHPYCOB H PA3MHOMKEHIE HX, NPEHAPAT HPOSBISET
HEKOTOPYIO OMOJOTHIECKYIO AKTHBHOCTS.

31{cnepnmeﬂ'ra,nbﬂaﬂ YacTh

Huast agcopbouonuofl xpoMaTorpadmu HA KOJMOHKE MCIIONB30BaNH CHUIUKA-
rens JI (100—160 p) {Chemapol, UCCP). OTHomenue Beca BemecTBa K BECy
copbenra 1 :10. OnoHMpoOBaNH BEmECTBA € KOJOHKW CHCTEMaMM: TeKCAH —
xaopodopm, 3 : 1 (A); rekcar — xnopogopm, 1 : 1 (B). Onmoponuocts coepn-
nenwit onpegensan TCX wa canydore B cmcreme Xxa0pofopm — METAHOI,
50 : 1 (B). Hpossasam xpomarorpammsr B ¥ D-csere. BX mpopomwman Bocxo-
M cnocobom ma Gymare Barmam Ne 1 B cucreme ameronm — w-Gyramon —
H,0,7 :2 :1 (I'); BoccTamaBaaBaomue caxapa OpOSBIANN KUCTEIM PTATATOM
AHAIMHA, HEBOCCTAHABIWBawmHEe — mepronatubiM peakTasoM [9]. MK-cnexr-
pel cummanu Ha cnexrpomerpe UR-10 B Basenmmosom macie, YD-cuekTps —
B cumpre Ha Specord UV Vis (I'IIP). ¥Ymearuoe Bpamesne oupeneasans ga Opi-
tope EIIJI-1A. Pacrsopurenn ypanaiu mox YMEHBIICHHALIM FaBICHMEM IPH
Temmeparype me seme 40°. Jlawnbie saemenTHOro amannsa CHHTE3WDOBANHEX
COCAMHEHUIT YIOBIETBOPHTEARHO COBIAHANH C BHYHCIEHHBIMUE.

* FeMaI‘I‘J’IIO'lI[HprIOIlLaH eJUHHLIa —— 9TO KoHeyHoe paaseﬂe}mc BHDYCa, €llie BLI3BEI-
BAIOINCC TCMATTIIOTHHALMIO,
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2,8,62,8,6'- u 2,62 .8 4 ,6"-Iekca-0-6ensoun-f-tensuanarmosudn (I u
[1) monyvensr ua3bupareJbHLIM OeH30MIUPOBAHMEM DeH3UI-P-TaRTo3MAA.
2,3,6,2'8" ,6'-I'exca-0-6enzoun-4' -0O-(a-amorkcuamuanponuon-2"-ua)-f-ter-

suasarmosud (IV). I pacrsopy 1 r 2,3,6,2" 3" ,6"-rexca-O-6ensoun-p-Gersuar-
garrosuga (1) B 15 ma cyxoro 6ensona godasasiau 0,025 ¢ n-ronyoncynshoruc-
gorst u 1,9 ma (10 sxB.) dTHIOBOTO 9Upa HUITUAKETAIA THPOBHHOLPAIHOI
rucaorsl ({11}, PearuuoHuyw ©MeCh HAYPEBAJM NPU KUNSHAW 4 4 ¢ OJHOBpe-
MEHHON OTIOHKOH PaCTBODUTENST AJIA YaNeHHs OTIONIAIONEeT0CH COMpTa 1 ¢
modasiaenueM 06eH30/1a O TTOCTOAHHOTO 0oObemMa pearmuoHmoil maccei, llocie
OKOHYAHMA DPEAKIHA PACTBOPUTENDb YHANMIM, 0OCTATOK XPOMATOTpadupoBaIn
Ha KOJOHKE ¢ cunukarenem. Llpu smonuu cucremoir A moxydvanu B BUe CHPO-
ma 0,45 r coemumenus (IV) (39,9%). [alp®® + 16,87 (¢ 0,24, xnopodopm), R,
0,21 (B). B VHK-cmextpe orTcyrcTBOBafa HOA0CA NOTIOMEHHSA B 00dacTH
3470 cu™, mposBasowasncs B ucxoamom (1). Hpu snonuu cucremoir B mony-
ymrn 0,52 r mexommoro coemunernus (1).

Hampuesas coav 4'-O-(a-smokcunponuorn-2"-us)-p-6ensuararmosuda (V).
K pactsopy 0,23 r maxrosuna (LV) B 20 mx abc. meramonma OPHIMBAIE 2 M
0,1 M pacrBopa MeTHIATA HATPHS M OCTABIANY IPH KOMHATHOI TeMmepaType
Ha 24 u. Oromyanue peaxiuu xourpomuposasu TCX B cucreme B. Ilpu BX
B cucreme I' pearumornan macca obHapysuBasa gsa nsartaa ¢ Ry 0,12 u 0,66.
Y@anagw 4acTh MeTAHoIa, OCTATOR MPEmapATHBHO XpoMaTorpadupoBamm Ha
fymare. 3ony ¢ R; 0,12 osmrouposanu cnuprom. Burxon coemuuenua (V) 0,08 ¢
(73,5%). lalp® —22,31° (¢ 0,36, CH;O0H). B K -cnextpe npucyrcToBasy n0-
noeut moraowenus mpu 3600—3200 (OH™) u 1610 em™ (—COO7). B Yd-cuexr-
Tpe HAGHIOLaLHCh TOJOCH worgowenns B obmacti 260 Ha.

Juoupyst 3ouy ¢ Ry 0,66, wonyuuwnu 8 sage cupona 0,013 r (11,4%) 4-0-
(e-sroxcupTranponnon-2"-uin)-f-censuinarrosuna (VI). B MK-cnextpe wpu-
cyreTBOBaNK moockH nortomenus npu 3600—3200 (OH™) u 1735 cu* (C=0).

Hampuzsas coav 4'-O-(a-smokcunponuon-2"-ua)-raxmoszw (VII). PacrBop
0,026 r watpuesoit conu (V) B 5 a1 abe. MeTanosa upu aTMocHepHoM MaBIeMHu
CEAPUPOBANM HaL ipegBapureabro orMmoiteiy o pH 7,4 10% Pd/C zo wou-
HOTO YAAMCHUA OEH3MABHOH rpymmbl (OTCYTCTBHE IOTIOIIEHHA B 00MacTH
260 gy B YD -cmerrpe). Hartaausarop oruIbTPOBEIBANY, MPOMBIBAII METAHO-
aor, Ilocme yranmemms pacTBOpUTENsS ITOJyYadd CMECh, CONEP/KALIYI0 HAPALY
¢ ocuoBHEM Komuwuecrtsoym coepmuenns (VII) ¢ Ry 0,16 (I') nesnagurenbHoe Ko-
mmaectBo naxrossl ¢ Ry 0,21 (I'). Paspenenne cumecu npenapat meuoit bX npu-
BomuIo K obpasosamuio 0,016 r (70,5%) amopduoro npomgyrra (VII). [a]p?®
+-36,7° (20 mun) - - 73,4° (okonu., ¢ 0,18, H,0). B MHK-cnexrpe npucyr-
CTBOBAJIM ONOCH worjomenus B obaactu 3600—3200 (OH™) u 1640 cm~t

(—CO07).
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THE SYNTHESIS OF 4’-0-(-ETHOXYP ROPION-2"YL)-LACTOSE,
A MODEL OF SUBSTRATE-LIKE INHIBITOR OF VIRUS NEURAMINIDASES

VALASHEK I. E., SHAKHOVA M., K., SAMOKHVALOYV G. I.,
ROYHEL V. M., REYZIN I*. N,

All-Union Institute for Vitamin Research, Moscow,
Institute of Poliomyelitis and Virus Encephalitides,
Academy of Medical Sciences of the USSR, Moscow

4'-0O-(a-ethoxypropion-2"-yl)-lactose (I} was synthesized by transesterification of
benzyl 2,3,6,2",3',6"-hexa-O-benzoyl-p-lactoside with diethylketal of ethylpyruvate,
followed by removal of the protecting benzoyl groups, liberation of carboxylic function and
catalytic hydrogenolysis of 1-O-benzyl group. Sodium salt of (I) over a conceutration
range from 1 to 50 ug/ml was found to be without effect on influenza B virus ability to
agglutinate chicken erythrocytes and it also failed to affect the Newcastle discase virus
reproduction in the cell culture of chicken embryons. On the other hand, the title com-
pound in 10 pg/ml concentration showed biological aclivity, namely, it stimulated
virus-induced interf{eronogenesis.



