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rmoMowbto  Memoda CUMIMIeKCHO20 MnaHuposaHusi onmumu3duposaH cuHme3 2'-0-a-D-pubogbypa-
Ho3unadeHo3uHa — MOHOMepHo20 38eHa nonu(ADP-pubo3bl). Modbop onmumarbHbIX COOMHOWEeHUU
kamanuzamopa (SnCly), Hykneosuda u ya2re8o0HOU KOMMOHEeHMbI M038071UT M08bICUMb B8bIXO0bI Ha

cmaduu enukosusnuposaHusi ¢ 35 0o 64%.

Knrodeenle cnoea: ducaxapudHbie Hykneo3udsl, nonu(ADP-pubo3sa), enukosunuposaHue, onmumu3ayusi.

[ucaxapuaHble HyKI€03UIabl — BaXKHasl IpymIa
HOPUPOJHBIX COCTUHEHUH. DTU COEAUHEHUS SIBIS-
IOTCSI CTPYKTYPHBIMH 3JIEMCHTAMH OHOIIOINMEPOB,
takux kak TPHK u momu(ADP-pu6o3a), Bxomar B
COCTaB AHTHOMOTHKOB W JPYTUX OHOJIOTUYECKU
AKTUBHBIX COCOUHEHUU, MpOABISASL — HIMPOKHUH
CHIEKTp OMOJIOTUYECKON aKTUBHOCTH — aHTHOaKTe-
pHaJbHBIE, IPOTUBOTPUOKOBEIC, TePOUIIUAHBIC, UH-
CEKTUIMJHBIC, MPOTUBOOMYXOJEBbIE U AaHTUBU-
pycHbie cBoicTBa [1]. B 3THX coennHEeHnIX MMeeT-
Cs JONOJHUTEIbHBII MOHOCAaXapUAHBIH OCTaTOK,
OPUCOEAUHEHHBIH K OJHOM M3 T'MIPOKCUIBHBIX
rpynn Hykineosujga O-riaMko3ugHou cBsa3bro. Hanu-
Yyhe IUcaxapuJHOr0 OCTaTKa M TeTepOLMKINYec-
KOTO OCHOBAHUSI ONpeAeNseT CBOiicTBa coenuHe-

HUN, PpOACTBEHHbIE CBOMCTBaM YIJIEBOJAOB H
HYKJICO3UIOB.
2'-0-a-D-PubodypaHo3uaaicHO3MH — MOHO-

MepHoe 3BeHO Tonu(ADP-pu6o3br), koTopas Bo-
BJICUCHA B IPOILECCH MOAYIISIHH CTPYKTYpPBI XpO-
MaTHHA, PEIUTMKALWK, TPAHCKPHUIIIHNU, perapamnuu
JHK u auddepenuupoBku kinerox [2, 3]. Ilonu-
(ADP-pubo3mn)upoBanne OCITKOB KaTaU3UPYETCS
HecKonbkuMu TmonmMepaszamu. [lomu(ADP-pu6o-
30)nonuMepasza-1 orsedaer 3a cuHTe3 90% monwm-
(ADP-pubo3s1) B kieTke [2] u sBaseTcs GepMeH-
TOM-MHIICHBIO [T CO3JaHUSI HOBBIX JEKapCTBCH-
HBIX MpenapaToB [4].

Pe3yabTaThl M X 00cyxKAeHHE

Panee B Hameil nmabopatopum OBLT BIIEpBBIC
cunTe3upoBa 2'-0O-a-D-pubodypaHo3uiaicHO3NH
— MoHoMepHoe 3BeHOo mnoym(ADP-pubo3sr) [5].
CHOXXHOCTh CHUHTE3a JJAHHOTO COCAMHCHHS 3aKITIO-
4aeTcs B TOM, YTO HYKJICO3M] U JOMOTHHUTEIbHBIN
PUOO3HBII OCTATOK JOJKHBI OBITH CBS3aHbI 1''—2'-
TJIMKO3UIHOH  CBSI3bIO, HMMEIOIIEH  0-KOH(DHUTY-
panuro. KiroueBsimu CTaausIMHU CHUHTE3A SIBJIISIFOTCA
IMKO3WJIMPOBAaHWE W yHaJeHUE OCH30MIbHBIX
3anuT (cxema). I'Mko3uiaupoBanue Hykieosuaa 1
MPOBOJIWJIM  COTJIACHO paHee pa3paboTaHHOM
METOAUKE C HCIoab3oBaHueM |-O-amermn-2,3,5-
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Tpu-O-0eH3omn-o/B-D-apabuHopypano3sl 3 U
TeTpaxyiopuaa ojosa [6]. Brixon aucaxapuaHOro
HyKJIeo3usa 4 Ha CTagudl TIUKO3WIUPOBAHHUS
cocraBisier 62% [5]. Ynamenue OEH30MIBHBIX
3alIUTHBIX Ipynn B npucytctBud MeONa/MeOH
poTeKaeT ¢ 06pasoBaHneM N -GeH30MI-IPOH3BOI-
HOTO 6 ¢ BBIXOJI0M 47% [5], MOGOYHBIM TIPOIIECCOM
SIBISIETC YacThdHOe pacimervienue 1,1,3,3-terpa-
W30TPONMIIAUCHIIOKCAH- 1,3 - TUHUII-3aIUTHON TPYTITIBI
(TIPDS) [7]. 3amMeHa MeTHIIaTa HATPUS HA PACTBOP
METWIaMHHA B JTaHOJIC ITO3BOJLIET CYIIECTBEHHO
MOBBICUTh BBIXOJ Ha CTaauu JAEOJIOKUPOBAHUS
OCH30MIBHBIX 3aIUTHBIX rpymn po 77-87% [7].
OpHaKo NMPUMEHEHUE ANKIJIAMUHOB JUISL yIOAJICHUS
OCH30MJIBHBIX 3aIIUT MPEANnojaraeT MpOTeKaHHEe
kak O-, Tak U N-1eOeH30UINPOBaHUs C 00pazo-
BaHHEM IIPOXYyKTa 7, comaepamiero CBOOOTHYIO
AMHUHOTPYIITy B 6-M TIIOJIOKCHUU TETEPOLUKIH-
4ecKoro ocHoBaHms. Takum oOpa3om, moiydaercs,
910 CTajus 3amuThl N°-aMHHODYIIBI aJeHHHA
OKa3bIBACTCSl JIMIIHEH ¥ JIMIIb YBEIHYUBACT
o0IIyI0 CTagUHOCTh CHHTE3a. B CBA3M C 3THM
OBUTO pEIIeHO HE TPOBOMUTH IPEABAPUTEIHHYIO
3aIIATY TETCPOLUKINICCKOTO OCTaTKa B HYKIICO-
3UJie U BBOJIUTH B PEAKLUHUIO TIUKO3HIUPOBAHHS
MIPOM3BOAHOE aJICHO3MHA 2 CO CBOOOJHOM aMMHO-
Tpymnof (CM. CXeMy), YTO MO3BOJIUT ITOBBICHTH
o0mMii BBIXOA IYTEM COKpAllEHUS CTaIuiHOCTH
CUHTE3A.

K coxanenuro, TTMKO3WIMPOBAHHUE TPOU3BOI-
HOTO 2 MPOTEKAJIO C CYHIECTBEHHO MEHBIIUM BbI-
x0oaoM — 35%. UToOBI MOBBICUTE BBIXOJ Ha 3TOM
CTaJ¥H, YCIOBUS PEAKIUU OBUIN ONTHMH3HPOBAHBI
METOJIOM CHMIDIEKCHOTO IUTAHHPOBAHHS, MIMPOKO
W3BECTHBIM B MaTeMaTHUYECKOM MOJCTUPOBAHUH U
WHXXEHEpHOU npakTtuke [§, 9].

[BmKeHHEe K ONTHMYMY B 71-MEPHOM IIPO-
CTPaHCTBE HE3aBHCHUMBIX TEPEMEHHBIX X; B 3TOM
METOJIe OCYIIECTBISETCS MOCIIEA0BaTEIILHBIM OTpa-
JKCHHEM BEpIIMH CHMIUIEKca. B Hamem JKcre-
pUMEHTE ONTUMH3UPOBAINCH JBa MapaMeTpa:
KOJIMYECTBO YTIICBOAHON KOMIIOHEHTHI (MMOJIb) H
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KOJMYECTBO  TeTpaxjopuzaa oyioBa  (MMOJIb),
MO3TOMY HaMH HCIOJIb30BAJICS 2#-MEPHBIM CUMII-
JIEKC, MPEJCTABISAIONINA CO00M PaBHOCTO-POHHUI
TpeyronbHuK. HauanbHas cepust pac4eToB COOTBET-
CTBYeT BEepIIMHAM HCXOAHOTO cumiuiekca. Cpas-
HHUBass MEXIy co00il 3HaueHMS KpUTECPHS ONTH-
MaJbHOCTH B BepmmHax (1, 2, 3), HaXoAsT cpeau
HUX CaMyl0 «HEyAayHYyIOo» BEpILIMHY C TOYKH 3pe-
HUS 9KCTpEMyMa HCCIIEeyeMOM 1eneBol QyHKINU.
OTa TOYKa 3aMEHSAETCS HOBOH, MPEICTABISIONICH

NHR NHR NHR NH,
W SN OTN SN
~ N N/) N~ N7 N N/) N N/)
07 o \(O \(,O HO
By 010 1y o o
76 7— I| >— I|
i o i o)
>/\Si/0 OH ' >)3i/o o >/\Si/o o HO O
1:R=Bz +
2:R=H OBz OH HOHO
BzO o}
BzO ™ OAc BzO! HO
Bzo- © Ho— © Ho— YO
OBz 4:R=Bz 6:R=Bz 8
3 5:R=H 7:R=H

co00i «3epKaJbHOE OTPAKEHHE» OTHOCHTEILHO
MPOTHBOIOJIOKHOW TpaHd  cuMmIuiekca. [locre
BBIYHCIICHUS (I)yHKL[I/II/I B HOHOHHHTCHBHOﬁ TOYKE
OIATh TPOM3BOIHMTCS COIOCTAaBJIEHHE PE3YJIbTAaTOB,
CHOBA BBIABJIACTCS HAMXY/IIIAs TOUKA, KOTOPAs TAKKe
3aMEHSICTCS €€ «3CPKAIBHBIM OTPAKCHHEM», M T.II.
Ota mporeaypa IIaroBOro BOCXOXKICHHS C IIOCTIE-
JIOBATEIbHBIM  OTOpPAChIBAHWEM HAMXY/AIIAX TOYEK
MOBTOPSICTCSL 0 TEX IMOp, IOKa HE JOCTHUTACTCs
CTaIioHapHast ooyacth [8].

Cxema. Peazcenmot u ycnosus: i. SnCly/DCE, 0°C, 24 q; ii. MeNH,/EtOH, 48 u.

B peaknuio BBOOMIM HYKIICO3HJ 2, MOHOCA-
xapua 3 u karammzarop (SnCly). KommgectBo
HYKJICO3U/Ia 2 BO BCEX OIBITAaX OCTAaBaJOCHh ITOCTO-
saabpM  (0.392 mmons). KommyectBo yrimeBoma 3
BapbupoBasocs ot 0.325 (0.8 3kB. K HyKJICO3HULY)
mo 0.65 mmonpe (1.6 »kxB. K Hykieosunay). Komm-
YEeCTBO TETPaxXJIOpHAa OJIOBa BapbHUPOBAIOCH OT

0.427 (1.1 akB. k HyKIeo3uay) 1o 0.856 mmodb (2.2
9KB. K HyKIIeo3uny). [laHHble Koiu4ecTBa ObLIH
BBIOpaHBl TIPOM3BOJIBHO W HCHOIB30BAINCH IS
HAXOXJICHUS OCHOBHOTO YPOBHS ¥ HHTEpBaJa
BapbUpOBaHUs cornacHo (opmynam: Z% = (L +
Zuin) | 20 AZ § = (Znax— Zimin) / 2 COOTBETCTBEHHO [8].
Brruncnennsie 3HaYCHUS IPECTABICHB! B Ta0M. 1.

Taomuua 1
Z] ZZ
KOJIMYECTBO YTJIEBOJIHON KOMIIOHEHTHI, xomgectBo SnCly,
MMOJIb MMOJTh
Z’; 0.488 0.640
AZ ; 0.163 0.213

Hcxomuass marpuna B Ge3pa3sMEpHBIX BEJIHYH-
Hax npejcTaBiieHa B Tabi. 2 [8].

UCXOTHYIO MAaTpPHUIy HCHONB3YIOTCS (OPMYIBI KO-
JIUpOBaHMs B Oe3pa3MepHbIe BEIMYUHBI U Tepexo/ia

Tabmuma 2 K HaTypaJbHBIM 3HAYCHUSM [ 8].
Dopmya KOAUPOBAHUS:
0.5 0.289 X=(Z:-2%/AZ,
X= -0.5 0.289 Ilepexon k HaTypalbHBIM 3HAYCHUSAM:
0 -0.578 Zi=2°+AZ;X;
IlomyyaemM TiepBBIM CTapTOBBIA  CHMILIEKC
J71s TOCTpOeHHsI CTapTOBOIO CUMILIEKCA yepe3  (taldu. 3):
Tabmuua 3
Z] Z2
Ne .
oNbITa KOJINYECTBO YIJIEBOJHOM konuuecTBo SnCly, Bsixon, %
KOMIIOHEHTBI, MMOJIb MMOJIb
1 0.569 0.702 17
2 0.406 0.702 24
3 0.488 0.517 10

[locne mpoBeneHHsT TpeX AKCIEPUMEHTOB TOYKY CO 3HAUCHHEM HAMMEHBINETO BbIXona (ombeiT Ne 3)

0TOpaCHIBAIN U CTPOIITH e¢ 3epKaIbHOE OTOOpaskeHne. [1J1s1 9TOr0 HaXOIMIIH:
1) xoopaMHATY IIEHTpa IpaHu TPEYTOJIbHUKA:
Zl(c) = ocraBmuecs 3HadeHus Z, / 2 = (0.569 + 0.406) / 2 = 0.488 MmmoIb
2,9 = ocraBumecs 3HaueHus Z, / 2 = (0.702 + 0.702) / 2 = 0.702 MMmoIH
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2) KoopavnHaty HOBO# TOYKH:
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Zl(4) =2 - Zl(c)f Z, oropaceiBaeMoit Touku = 2 - 0.488 — 0.488 = 0.488 mmoutb
7, =2 - 7,9~ 7, or6paceiBaemoii Touku = 2 - 0.702 — 0.517 = 0.886 MMoIb

[Tomygaem HOBBIN cUMITICKC (Tab. 4):

Tabmuma 4
Zl Z2
Ne .
OmIbITA KOJIMYECTBO YTIIEBOTHOMN kosmuectBo SnCly, Brixon, %
KOMITOHEHTEI, MMOJIb MMOJTb
1 0.569 0.702 17
4 0.488 0.886 43

AHanorn4Ho OBUIM IMOCYHMTAHBI BCE IOCIEITY-
IOII[UE TOYKU U TIOCTPOCHBI CUMILICKCHI.
Takum oOpazoM, HamMH OBLIO MPOBEIACHO

9 ONBITOB U TOCTPOEHO 7 CHMIUIEKCOB, B PE3YIlb-
TaTe Yero HaOJIFOIajIM MOBBIIICHUE BBIXOIOB H JIOC-
THXKEHHE 00acTH onTuMyMa (tabai. 5).

Tabnuua 5
Z] ZZ
Ne .
KOJI-BO yTJIEBOJIHON KOMIIOHEHTHI komuectBo SnCly Brixon, %
OITBITA
MMOJTb SKBUBAJICHT MMOJTb SKBHBAJICHT

1 0.569 1.4 0.702 1.8 17

2 0.406 1.0 0.702 1.8 24

3 0.488 1.2 0.517 1.3 10

4 0.488 1.2 0.886 2.3 43

5 0.325 0.8 0.886 2.3 27

6 0.408 1.0 1.071 2.7 33

7 0.571 1.4 1.071 2.7 52

8 0.651 1.7 0.886 2.3 61

9 0.734 1.9 1.071 2.7 64

W3 Tabn. 5 BUAHO, YTO yBENIWYEHUE KOHIEHT-
palMy TIUKO3WIMPYIOUIEr0 areHTa M KaTajau3aTo-
pa B PEaKIMOHHON CMECH CIIOCOOCTBYET yBelHue-
HUIO BBIXOAOB CTAIHH, YTO HAXOAUTCS B COOTBET-
ctBuu ¢ npuHuunoM Jle Illatense. OgHako 1enbio
JAHHOTO WCCIICIOBAHUS SIBISUIOCH HAXOXKJICHHE
MHHAMAIBFHO BO3MOXKHBIX H30BITKOB, JafOIINX
MaKCHUMaJIbHBINA BBIXOJI 1LI€JIeBOro npoaykTa. Cepus
IKCIIEPUMEHTOB TIOKA3bIBACT, UTO BBHIXO 64% ObLI
JIOCTUTHYT TP M30BITKE apabmHO3bl 1.87 3KB. K
HYKJICO3UAy W M30BITKE TeTpaxjiopuiaa oyioBa 2.7
9KB. K HykJIeo3uy. JlanpHeliee yBeInueHUe KOH-
[CHTPALIH TIHKO3WI-I0OHOPA TPUBOIAMIO K OIH3-
KUM 3HAYEHUSM BBIXOJOB LI€JIEBOTO MPOIYKTa, HE
npesbimatonuM 64%. Ilo meToAgy CHUMILIEKCHOTO
IUIAHUPOBAHMA, OOJACTh ONTHMyMa CUYHTACTCS
JOCTHTHYTOH, KOrga  JanmpHEeWImas  cepus
OKCIICPUMEHTOB MPUBOAUT K 6HH3KI/IM 3HAYCHUSIM
HCKOMOTO IapaMeTrpa (B HalleM ciiyvae, BBIXOJa).
Takum  o0Opa3oMm, ompenmereHbl  MHHHMAIBHO
BO3MOXKHBIE  M30BITKM  pPEareHToB,  JAIOLIHe
MaKCHMAJIEHO BO3MO>KHBIH BBIXO]I.

C menpio Ooniee TOUYHOH OLIEHKH BBIXOIOB Iie-
JEeBOr0 MpOAyKTa B ombITax 1-9 xpomartorpa-
(uyeckoe paszzgeneHHe MPOBOJWIM B CTaHIAPTH-
3MPOBAaHHBIX YCIOBHUIX: HA KOJOHKAX OJWHAKOBOTO
JUaMeTpa, COAepiKalluX paBHbIe 00bEMbI CHIIMKa-
Telis, BEIIECTBa AIIIOUPOBAJIM B CHCTEMaxX COCTaBa

METHJIEHXJIOPUI—3TAaHOJ B OAMHAKOBBIX COOTHOIIIE-
HUSIX (cm. DKCIEepUMEHTAIbHY IO 4acThb).
MarepunanpHple OaxaHCHl KOJOHOK TPHUBEICHBI B
Tabn. 6. JlemuMyio cMech MPeaBapUTEIHHO BEICY-
mHUBad W B3BemmBainu. Dpakiuu, cojepiKaiie
HETIPOpearupoBaBIINe HCXOIHBIC KOMIIOHEHTHI M
IUCaXapuOHBIA HYKIEO3HWn S, ymapuBanu B
BaKyyMe, BBICYIIMBAJIM M B3BELIMBaIU. YHUCTOTY
¢bpakumii onpenensim Metogom SAMP. Uwucrora
¢pakiuu 1 (yriieBoaHbIH KOMIOHEHT 3) — HE MEHee
95% mou., ¢ppakuuit 2 (mpoaykT 5) u 3 (Hykieo3us
2) — He MeHee 98% MoJ1. YMeHbIIeHHe CyMMapHOM
Macchl (pakumii Ha BBIXOJIC W3 KOJOHKH IIO
CpPaBHEHHUIO C MAacCOW NEIMMOW CMECH CBS3aHO C
copOmuell HCXOAHBIX BEHIECTB W MPOAYKTOB
peaknuuy Ha CWiIMKareige. B Xome TIHKO3M-
JUPOBaHUS TaKXkKe 00pa3yIoTCs MPOMYKTHI arrypH-
HU3AIUM U OCMOJICHUS, OTJENIIeMbIe OT IeJIEBOTO
IpONyKTa Ha KOJIOHKE, YTO CHIKAET BBIXON
JCaxapuIHOTO HyKIIeo3uaa 5.

Takum 00pa3oM, B X0/1€ pabOThI OBUT CYIECT-

BEHHO YBEJIWYEH BBIXOJ CTaJWU TIUKO3UIUPOBA-
Husa  3',5'-O-(terpamzonponuiaucuiokcan-1,3-mu-
un)-ageHo3uHa ¢ 35 o 64%, dYTo TO3BOJHIIO
MOBBICUTHh 00ImMK BbIX0a 2'-O-0-D-pubdodypano-
3WJIaJICHO3MHA — MOHOMEpHOro 3BeHa moiau(ADP-
pubo3sr) ¢ 13 [5] mo 21%.
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Tabmura 6
No Henumas Macca ¢pakiuii Ha BBIX0JI€ U3 KOJIOHKH, MT
CMECh,
ofbITa MT Opaxrus 1 Opaxrms 2 Opaxkrus 3 CopbupoBaiiochk
Momnocaxapun 3 ITponyxkt S  Hyxkneoswun 2

1 487 241 64 149 33

2 404 149 90 136 29

3 446 217 37 158 34

4 446 151 161 104 30

5 364 104 101 132 27

6 406 134 123 118 31

7 488 176 194 86 32

8 528 198 228 67 35

9 570 231 239 63 37

JKcnepuMeHTATbHAS YacTh
SIMP-cniekTpbl pErUCTpUPOBaNIM Ha CHEKTPO-
meTpe Bruker AMX 400 (I'epmanwust) npu 300 K.

Xumunueckue caBury (O) MPUBEIEHBI B MUILUTHOH-
HBIX JIOJIIX OTHOCHTEIFHO BHYTPEHHETO CTaHAapTa

— Terpamermicuiana (O 0 m.u.). Bennuunsl KoHC-
TaHT cnuH-cinHOBOTO B3aumoaeiictus (KCCB, J)
usMepensl B ['eprax (I'm). Ilpu omucaHum coekT-
poB "H-SIMP IIPUHATHI CIEAYIOLINE COKPAILCHUS: C
— CHHIJICT, YII. ¢ — YIIMPEHHBI CHHTJIET, O —
nyoner, nn — ayoner ayOneroB, amun —mayOrier
nyOneroB ayOneToB, T — TPHIUIET, AT — AyOseT
TPUIUIETOB, M — MYJIBTHIUIET. XpomaTorpaduio
MIPOBOMJIN Ha KOJIOHKax ¢ cuimkarenem Kieselgel
60 (0.040-0.063 mm, Merck), TOHKOCIOHHYIO
XpoMaTorpaduio — Ha aTIOMHHUEBBIX IUIACTHHAX C
copoentom Kieselgel 260 F (Merck). OoOHnapy-
KeHue BemlecTB Besid B Y®-ceere (A 254 HM) U
HarpeBanueM 10 150-200°C. Hyxneosuns! 1 u 4
MTOTYYaH COTIACHO METOJaM, OIIMCAHHBIM B JIUTE-
patype [5, 10].

3',5'-0O-(Terpanzonponuiagucuioxkcan-1,3-
aunia)aaeHo3nH (2). Axenosus (2 r, 7.48 MMoIb)
ynapuBaid ¢ mupuanHOM (2X20 M), K OCTaTKy
nobasmsmy 30 M mupuanHa. K momydyeHHO# cyc-
MIEH3WU TPH TMEepeMENIMBaHUN N00aBIsu 2.7 MII
(8.6 mmonp) 1,3-muxmnop-1,1,3,3-Terpanzonpomnmi-
qucuiiokcana. Peakuuro npooauiu B Teuenue 20 4
IIpU KOMHATHOH TEMIIepaType M MepeMEIlINBaHIH,
3aTeM PEaKIMOHHYI0 CMECh YIMApUBAIH, OCTATOK
pPacTBOPSUTM B METHJICHXJIOPHUIE U IEPEHOCHIIN B
JIEUTENbHYI0 BOpPOHKY. OpraHuyeckuil — cioit
NPOMBIBAJI HACBHIMICHHBIM BOIHBIM PacTBOPOM
OuxapOonata Hatpus (80 M), HACBIIICHHBIM
BOIHBIM pactBopoM NaCl (2x25 wmu), cymwiu
Na,SO4 w ymapuBamu B Bakyyme. [Ipogykr
OCaXTamy W3 cMecH JTaHoi-Tekcad, 1:1. Bexon
coenunenus 2: 3 v (79%) B Buae 0Oro MIOTHOTO
nopoika. Ry 0.26 (MeTHIEHXI0pUA-3TaHoN, 95:5).
'H-SIMP-ciektp (DMSO-dg): 821 ¢ (1H, H-2),
8.08 ¢ (1H, H-8), 7.33 ¢ (2H, NH,), 5.87 ¢ (1H, H-
1), 5.62 n (1H, Jy ou = 4.6, 2'-OH), 4.80 an (1H,
J3',2' =49, J3"4' = 8.5, H-3’), 4.52 nn (1H, H—2’),
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4.06 o (1H, Jsaa = 3.1, Jsa 50 = -12.3, H-5'a), 3.99
aun (1H, Jysp = 2.1, H-4"), 3.93 a1 (1H, H-5'b),
1.12-0.92 m (28H, i-Pr). 13C—}IMP—cnem"p (DMSO-
d¢): 156.09 (C-6), 152.48 (C-2), 148.62 (C-4),
139.20 (C-8), 119.25 (C-5), 89.33 (C-1"), 80.75 (C-
4"), 73.64 (C-2"), 69.81 (C-3"), 60.80 (C-5"), 17.36,
17.16, 17.00, 16.91, 16.82, 12.73, 12.44, 12.23,
12.06 (i-Pr).

1-0-Auerna-2,3,5-tpu-0-6eH3ou.i-
o,pB-D-apaéunodypanosa (3)

Cragusa 1: noayuyenue 1-O-merni-2,3,5-tpu-
O-0en3oui-o-D-apadéunodypanossl. K mertanomy
(260 M) moprusiMu T00aBISUIM aneTHiIxiuopun (5
MIT), TIpH 3TOM IIPOMCXOJHUT HArpeBaHUC PEaKIIH-
oHHOHl cMmecu. [locne oxnaxkIeHUs MOIYYEHHOTO
pacTBopa 10 KOMHATHON TeMIIepaTyphl JOOABIISLITH
D-apabunopypanosy (10 r, 66.6 mmois). Cycnen-
3UI0 TEPEeMCHIMBAHUM 5 9 TpH KOMHATHOU
TeMIepaType J0 TMOJHOTO PacTBOPEHHUs apaOWHO-
¢ypaHO3Bl U ymapuBaimu B BakyyMe. OCTaToK co-
ynapuBanu ¢ mupuaraom (30 M), pactBopsitu B 70
MJI CyXOT0o MUPHUAMHA, 100aBisuU 1,2-auXI0paTan
(100 mm), oxmaxngamu g0 0°C W moGaBisL TIO
KarsiM Oensomwnxmopun (31 mi, 266.67 MMoub).
Cycnensuto ocraBsuid Ha 16 4 mpu KOMHAaTHOM
TeMmriepaType, 3areM oxjaxmamu go  0°C,
nobasisuty Boxmy (10 mur) u BeinepkuBanu 30 MUH
mpu 20°C. K cmecu m00aBIsITM METHICHXIOPHU
(150 mm) u Bomy (150 mum). OpraHuyeckuil cioi
OTHCTSUTH, BOHBIA OKCTPAarHpPOBANIN  METHJICH-
xyopuaoM (2x30 mi). OObeAMHEHHBIC OpTaHuYeC-
KHe CJIOM MPOMBIBAJM IOCIEAOBATENIFHO BOJOM
(100 mu1), HaCBHIIEHHBIM BOIHBIM PacTBOPOM OH-
kapOonara Hatpus (70 mu), Bomoit (2x50 wmu),
cymmin 6e3BonHbIM NapSOs, punbTpoBanu, ymna-
puBaJM B BakyyMme aocyxa. OcTaTOK ymapHuBald C
tomryosioM (3%30 mut) U ¢ 3TWIOBBIM criupToM (30
Mi). BemectBo mepekpHCTANIN30BBHIBAA U3
strnooro crnmpta (80 mur). Beixoa: 18.55 r (58%)
B BuAe Oenblx KpucTauioB. Ry 0.65 (MeTuieH-
xnopun). Tt 97-98°C (mmr. 101-103°C). 'H-
SAMP-criektp (400 MIm, CDCly): 8.12-7.25 ™
(15H, BZ), 5.58 1o (lH, sz,3': 1.0 FH, J3'ﬂ4': 4.9 FH,



H-3'), 5.51 1 (1H, H-2'), 5.18 ¢ (IH, H-1'), 4.85
i (1H, Jsag = 3.6 T, Jsasy = -12.1 T, H-5"a),
4.69 nn (1H, Jspe = 4.9 Tu, H-5'b), 4.57 ar (1H,
H-4'), 3.49 ¢ (3H, OMe).

Cragus 2: amerom3 1-O-metnia-2,3,5-tpu-
O-0en3oui-a-D-apadunodypanossl. K cmecu 1-
O-metun-2,3,5-tpu-0O-6en3omn-o-D-apadbunodypa-
Ho3uma (15.8 1, 33.2 MMONB) W YKCYCHOTO aH-
ruapuaa (15 mu) B 120 MiI YKCYCHOM KHCIOTBI
MOPIMSIMHA TPUJIMBATN KOHIEHTPUPOBAHHYIO Cep-
Hyro kucnory (7.8 mm) (OCTOPOXHO! [lpu
000agneHUY CEPHOU KUCIOMbL NPOUCXOOUM CUTb-
Hblll Hacpes peaxyuonnou cmecu). CMechb BBIAEP-
’kuBanmu 16 4 mpu KOMHATHOHM TemIeparype, pas-
GaBmsun MetunenxiopuaoMm (300 mur) m nmensHOU
Bogou (150 mu). OpraHudeckuii CIOW OTHEISUIIH,
MPOMBIBAIM TocienoBareabHo Bomod (100 ),
HACHIIICHHBIM BOJHBIM PacTBOPOM OWKapOOHaTa
HaTtpus (5%50 mu), Bogoi (50 mu). BonHeie ciou
SKCTParupoBajiu  MeTmwiIeHxJopuaoM (50  wmul).
OpraHu4ecKue CIOM IOce SKCTPAKIUU OO0BEaH-
HsUM, cymuiu 6e3BogHbM NaySO4, GuinsTpoBaiy,
ynapuBaid B Bakyyme pgocyxa. OcTaTok moj-
BEprajil XpoOMaTOrpauyecKOi OYMCTKE Ha CHIIH-
karene (150 r). Ilpoaykt smrompoBamy METHIICH-
xynopuaoM. Beixon 16.4 T (98%), cMech aHOMEpOB
o:PB=6:1 (cupom). Rr0.46 — o-anomep, 0.29 — B-
aHoMmep (MeTUIIeHXIIOpU ). lH—HMP—CHeKTp
(CDCls): 8.15-7.20 m (15H, Bz), 6.64 1 (1/6H, J;»
= 4.8 I'n, H-1'B), 6.48 ¢ (5/6H, H-1'a), 5.99 nn
(1/6H, J3 » = 6.6 'y, Jy 4= 5.5 ', H-3'B), 5.80 a1
(1/6H, H-5'B), 5.65 ¢ (5/6H, H-2'a), 5.63 1 (5/6H,
Jy 4= 3.5 I'n, H-3'a), 4.82-4.50 m (3H, H-4', 5'a,
5'b), 2.13 ¢ (15/6 H, B-Ac), 1.88 ¢ (3/6H, a-Ac).
BC SAMP (CDCL): 169.14, 166.01, 165.81 u
165.34 (C=0), 133.69, 133.65, 133.14, 129.89,
129.86, 129.79, 128.56 u 128.33 (Bz), 93.71 (C-1"),
79.98 (C4'), 76.07 (C-2'), 75.52 (C-3"), 64.75 (C-5"),
20.85 (Ac).

9-[2-0-(Tpu-0-6en3oni-o-D-apadbunodypa-
HO31J1)-3,5-0-TeTpan3onponuiancuiaokcan-1,3-
auni-p-D-pudodypanosuialanesun  (5). Cwmech
aykneosuaa 2 (200 mr, 0.392 mmons) u yrie-
BOJHOM KOMIIOHEHTHl 3 (KOJHMYECTBO BapbUPO-
Banoch oT 0.8 1m0 2 3KB. K HYKJIEO3WIY) CYIIWIN
nmox Bakyymom Haj P,Os B Teuenne cyTok. Cmech
OpoAyBald a30TOM M pacTtBopsiii B 3 mi 1,2-
JUXJIOpITaHa (PacTBOPUTENb JOOABIAIN dYepe3
PE3UHOBYIO HACAAKy IPH HOMOIIM CTAIBHOW WI-
ae1). Pacteop oxmaxgamu mo 0°C u moGasisuin
SnCly (xomuvecTBO BappUpoBasioch oT 1.3 mo 2.7
9KB. K HyKJICO3HY) Yepe3 pe3NHOBYIO HACAIKy IPU
MOMOIIM CTaNbHOM wWriel. [ MuKo3nnupoBaHue
npoBoawiu npu 0°C B uHEpTHOI aTMocdepe azoTa
B TeueHue 20 4. PeakimoHHyl0 cMech HeUTpasu-
30BBIBAI  HACHIMCHHBIM BOTHBIM  PacTBOPOM
Ouxapbonata Hatpus (30 M), mepememuBas B
TeyeHue 20 MUH NMpU KOMHATHOM TemImepaType 10
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MIOJTHOTO TPEKPAIICHUS BBIICICHHUS YTICKUCIOTO
raza. PeakuuoHHy0 Maccy QUIBTpOBald uepes
nemut  (Super-Cel Hyflo, 30-40 wm), uenut
MPOMBIBAJI  CUCTEMOU METWICHXJIOPUA—ITAHOIM,
97:3 (2%25 mu) u nepeHocunu GUIBTPAT B JeNU-
TEIbHYI0 BOPOHKY. OpraHMuecKuil cioi OTAeNsy,
mpoMbIBaiK Bomoi (2x30 min), cymwim 0e3BOj-
HeIM Na,SO4 u ynapuBaiu B Bakyyme. OcTaTok
HAHOCWJIM Ha KOJIOHKY C CHJIMKareieMm  JUIs
pasgeneHust (AMaMeTp KOJIOHKH 15 MM, o0beM
cumkarens 25 wmi). KonoHky mpombiBanmm MeTH-
JNEHXJIOPUIOM W  CHUCTEMOH METHUJICHXJIOpUI—
ataHod, 98.5:1.5, MPOOYKT AMIOMPOBAIN CUCTEMOU
METWJICHXJIOpUA—3TaHol, 98:2. Beixombl yucToro
npoaykra (oOvemnHas Oemasi 1meHa): 17-64%
(mpusesiensl B Ta6. 5). Ry 0.42 (MeTHneHXIOpUI—
staHoi, 98:2). 1H-}IMP-cneKTp (CDCl;): 8.25 ¢
(1H, H-8), 8.18 ¢ (1H, H-2), 8.10 an (2H, Jortho-meta
= 8.6, Jortho—para =12, O_Bz)y 8.05 nn (2H; Jortho-meta
= 8.4, Jortho—para =11, O—BZ), 8.00 mx (2H, Jortho-meta
= 8.4, Jortho-para = 1.2, 0-Bz), 7.62-7.56 m (2H, p-
Bz), 7.51-7.22 m (7TH, m-Bz, p-Bz), 6.17 ¢ (1H, H-
1" Ado), 5.82 ¢ (1H, H-1" Ara), 5.79 ym. ¢ (2H,
NH,), 5.71 ¢ (1H, H-2" Ara), 5.62 n (1H, J,3-= 5.0,
H-2' AdO), 4.84 A0 (IH, J3'4’ = 81, J4’5’a = 33,
Jysp =45, H-4" Ado), 4.78 nx (1H, Js455 = -12.0,
H-5'a Ado), 4.68 on (1H, H-5'b Ado), 4.67-4.61 m
(2H, H-3" Ara, H-3" Ado), 4.30 n (1H, Jsus5% = -
13.5, H-5'a Ara), 4.26 on (1H, Js» = 8.2, Jspy =
2.3, H-4' Ara), 4.01 nn (1H, H-5'b Ara), 1.17-0.78
M (28H, i-Pr). *C-SIMP (CDCls): 166.29, 16591,
165.70 (C=0, Bz), 155.31 (C-6), 152.84 (C-2),
149.04 (C-4), 138.56 (C-8), 133.70, 133.61,
133.14, 130.09, 129.86, 128.69, 128.54, 128.38
(Bz), 120.41 (C-5), 104.89 (C-1" Ara), 89.03 (C-1'
Ado), 82.14 (C-4' Ara), 81.80 (C-4’ Ado), 81.45
(C-2" Ara), 79.14 (C-2' Ado), 78.05 (C-3' Ara),
67.89 (C-3' Ado), 63.65 (C-5' Ara), 59.74 (C-5'
Ado), 17.59, 17.47, 17.43, 17.39, 17.17, 17.04,
16.99, 16.86, 13.51, 13.08, 13.00, 12.73 (i-Pr).

9-12-0-(0-D-Apadunodypanosun)-3,5-0-

TeTpau3onponuiaucuiaokcan-1,3-guuna-g-D-pu-

oodypanozuia]anenun (7). Hykneosun 5 (724 wr,
0.759 mmonb) pacTBOpsuid B 3TaHoje (4.7 M) u
nobasisin 8 M MeNHy/EtOH (4.7 mn, 37.6 MMornb).
Cwmech OCTaBIISIIN IPU KOMHATHON TEMIIEpaType Ha
48 4. PeakiimoHHYI0O CMeCh yHapuBald TOJ BaKy-
YMOM, COYHapUBaJH C METHJICHXIOpUAOM (4x15
mir). OCTaToK HAHOCHJIM Ha KOJOHKY C CHJIMKa-
reneM (30 mur) mist pazpenenus. KojgoHKy mpombl-
BaJlM CUCTEMAaMU METHJIEHXJOPHUI-3TaHoI, 95:5 u
METHJICHXJIOPUA—ITaHOM, 92:8, MpOIyKT 3IIIOHpO-
Balld CHUCTEMOW METHIIEHXJIOpUA—3TaHol, 88:12.
O®pakuuu, coaepiKale MpOAYKT, OObEeTUHSIIH,
ymapuBaiu B Bakyyme. Beixom: 423 mr (87%) B
Buzge TeHbl. Ry 0.17 (METHIEHXIOPHI-3TaHOI,
90:10). lH—HMP—crIeKTp (CDCl3): 8.57 ¢ (1H, H-8),
8.25 ¢ (1H, H-2), 6.39 ym. ¢ (2H, NH,), 6.14 ¢ (1H,
H-1'" Ado), 5.72 ¢ (1H, H-1" Ara), 4.63 nn (1H, J;
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=50, J5 4 = 9.0, H-3' Ado), 4.60 a1 (1H, H-2'
Ado), 431 ym. 1 (1H, Js, s¢= -13.4, H-5'a Ado),
422-4.19 m (2H, H-2', H-4' Ara), 4.17 a1 (1H,
Jysp = 2.2, H-4' Ado), 4.09-4.06 m (1H, H-3'Ara),
4.02 nn (1H, H-5'b Ado), 3.88 a1 (1H, Js4,=2.3,
Jsuse=-12.5, H-5'a Ara), 3.79 an (1H, J5p4=1.2,

I', Ara), 89.19 (C-1’, Ado), 87.39 (C-4', Ara), 82.17
(C-4', Ado), 78.76 (C-2', Ado), 78.61 (C-2', Ara),
76.28 (C-3', Ara), 67.61 (C-3', Ado), 61.42 (C-5,
Ara), 59.65 (C-5', Ado), 17.61, 17.49, 17.43, 17.20,
17.13, 17.08, 16.90, 13.66, 13.08, 13.01, 12.82 (i-Pr).

Paboma evinornena npu purancosoi noo-

H-5'b Ara), 1.17-0.87 M (28H, i-Pr). “C-5IMP-
ciektp (CDCly): 155.52 (C-6), 153.27 (C-2),
148.70 (C-4), 138.53 (C-8), 120.00 (C-5), 105.71 (C-

Oeporcke Poccutickoeo ¢onoa gyrnoamenmanvHuix
uccnedoganuil (epanm 12-04-32085).
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Disaccharide nucleosides belong to an important group of natural compounds found in t-RNA and poly(ADP-
ribose). They are also key elements in the structure of antibiotics and other physiologically active compounds.
Poly(ADP-ribosylation) is a posttranslational modification of proteins in eukariotic cells catalyzed by poly(ADP-
ribose)-polymerazes. The importance of poly(ADP-ribose) has been established in many cellular processes such
as DNA replication, recombination and repair and cellular differentiation. The development of the synthesis of
poly(ADP-ribose) and it’s components is still a challenging problem. The synthesis of 2'-O-a-D-ribo-
furanosyladenosine, a monomeric unit of poly(ADP-ribose) reported earlier has been improved. An important step
on this way is the formation of a 2'-O-glycosidic bond between the adenosine and carbohydrate moieties. A new
strategy involving glycosylation of 3'5-0-(1,1,3,3-tetraisopropyldisiloxane-1,3-diyl)ladenosine has been
suggested. Varying of the catalyst (SnCly), nucleoside and carbohydrate relations by the simplex method allowed
improving the yields in the glycosylation step from 35 to 64%. As a result, it made possible to reach a higher
overall yield of 2"-O-a-D-ribofuranosyladenosine in comparison with the literature data.

Key words: disaccharide nucleosides, poly(ADP-ribose), glycosylation, optimization.
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