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CHHTE3UPOBAHLl CJAe[NYIOWIMNE COeINHENII, NPRIOJHBIE AJL HMMOOHAM3AL Ha OCH-
Kax: Galp1-3GalNAcal-OCH,CH (CONHCH ;) NHCO (CH,) ,COOE(, Galp1-3GalNAco I~
O(CHz)sNHo, GalB1-3GalNAcp1-O(CH,) ;NHo, GalNAcal-OCH,CH(CONHCH;) NHCO-
-(CH3) ;COOEt. Konmnloranueit ¢ dearayi (BCA H HHTOXPOM ¢) DOILYYEHBI COOTBETCTBYIO-
1e HeorAHKOIIPOTe LT,

Oparment (Galpi-3GalNAcal-)Ser/Thr — crpyrrypuas egunuma, mampdo-
nee rumpuras s O-neweir  tamrouporensos  [1]. [Mucaxapup  Galdil-
3GalNAcad, coejumenuniii 5 TIMKONPOTCHHAX JPHTPOIIITOB Yemopera O-Tam-
ROBHIIOE CBA3BIO ¢ OCTATKAMH CEPUIIA I TPEONITHA, ABIACTCS YIAeBOMHOMN
nevepymuHanToii amwrmrema Tomcena — Mpupenpedixa (T-awrurena) — opsore
18 BAIKHBIX MapRepos mpoleccos onkorpaucdopmanun [2] w muddepentmpos-
Kir [3, 4] wueror. Henbo gamiofl padorer Obli CHHTE3 HMCKYCCTBEHHEX aNTHIE~
HOB  (HEOTJUROUPOTEUNOB), wmeeyumx fucaxapuimeri  (pparmeur Galpil-
3GalNAc. Heorawrouporenner, mruodawntme o-6wosupy Galfl-3GalNAcal,
UPeAHAHATAIUCH A MOTYUCHIA aury-T-augTiren i, gajnee, KIGL HeHTI PR~
i T-aurnrena Ba TWOREPXUOCTH ROPTHRAMLHBIX THMoptTos [5]. Heormuno-
uporens, wecyutnil P-Omosng Galpl-3GalNAcBl, 6sir Heodxopun mis u3yde-
HES CIenua HocTH aHTHTEN, TaKk KAK CYIECTRBOBANA OUACHOCTE, YTO Oilll MOIYT
Y3HABATEL TAKAE 1 3TOT AMCAXAapMAHBIN (DPArMeHT, BCTPeUalonHiCH B raHTIno-
supgax (wampusep, 8 GM, [6]). Harouen, HEOrAHKROIPOTENH ¢ COPITHCOAEDRA~
TUUM TANTeHOM CHETCSUPOBAN ¢ ABOAROH 1exbo: 1) g yTOUmenus chenu-
GEuwoCTH aNTHTE] W 2) DPH HEoOXONUMOCTH, AJA MONYTeHis antu-T-agTiures.

TTocragiennpie zagaqi oupees Iy BRIOOD XUMHUYECKHX CTPYKTY) Tante-
HOB 1l COOTBCTCTBEITHO METOAOB MX CHHTe3A, M3BecTHO WECRONLKO CHHTE30E
T-ranrena 1 amrmrexos, ero mecyu(nx [7—17], rem ne menee B fannoil padore
NPEeJIATACTCA WHas CXEMa CHHTe3a, UTO BHIZBAHO JKECTRUMU CTPYRTYPHBIME
TPEOOBAHMANME K CEpULL TAIITEN0B, MecOXOMMMBIX JUIA HONYUCHHSI I Xapawrre-
PHCTHRIY cTetuuunocTn amrures [5]. Tanmrensr CaTe3mpoBaubl U3 HMEBUIMX-
CH B HALICM DACIOPAMCHNE CTAHAAPTHBIX CHIITOMOB, ROTOPBIE panee YiKe e~
ITONB30BATHCH [UIST HOJAYYOHHA MCKYCCTBEHHBIX PYIIOCTOINI(DHUECRIIX ARTHTe~
noB. PezympraTsl OMOJOrHYECKIX MCIBITAHNN CHUTE3HPOBAHHEIX COCMBE U
obcyxpatotes B padore [5].

I. Fanmen (GalP1-3GalN Acal-)Ser

Knovesoll cragmeit cmuresa ororo ¢pardMenta ObIIa CTamuMA CO3JaHIA

C-PIMKO3HIHON cpAsy Mesuy samumermsiv cepurom (I) uw mpoussopmemvm
2-azupno-2-pesosen-H-ramaxrossr (LI, LIT).
Mpouseogmoe ceprua (I) cuureanposamo M3 XJIOPTEApPaTa dTHIOBOTO ddupa
L-cepuua MOCIeNOBATENBRHON 00PaAdoTKOH MeTHIAMHHOM B MeTaHome u N-oKCH-
CYRLMHIMU/HBIA 2(PHPOM MOMOSTHIOBOTO A(Ipa afMNHHOBON KHCHOTHL B 2Ta-
voae (Boixon 62%). '

Mnukozummposanue mpoussonnoro (I) f-xmopumom (II) [18, 19] 8 upueys-
CTBON HuaH@fa PTyTH B cmecw Oensosx — mmrposmeran mpu 60° C mpoxonmio
¢ mumsxmm BeIxomgoM (14%) paske npum MCTONB30BAIMM BAKYYMOOH TEXHEKN
ponrorosku pearentos [20]. Tnuxosuauposamme coepumenns (1) rem sme
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RlO o a RO O
- or! CONHCIH,
00112?{
N, R® NHCO(CH,),COR3
_/CONHCH, () Ri=Ac (IV) Ri==Ac, R2=N,, R3=0FKt

(V)  Rl'=Ac, Rz=NTAc, R8=0Lt

e
HOCHZc\If (VI) Ri=Bzl, R2:==N;, R3=0F¢

\NHCO(CH,),COOEt  (ITT) R==Bzl (V1) Ri=H, R*—NHUAc, R3=-OLt
M (VII) R1=I1, R2==NHAc, R3=N,

XJOPUOM B IPHCYTCTBHM KapOomaTa M mepxiopara cepedpa IpuBeno K -~
rosupgy (IV) ¢ ewte menpmmm soixogom (10%). Menonnsonanue B KauecTse
KaTaluzartopa TIMKoauuupoBanms rpuduara cepebpa (rpudropmeraHcyrbgo-
nmata) mossicuno swxon (IV) mo 25%. Bo Beex cayuasx O0IpIIYIO 9acTh
coepuueunsg ([) BuIGENAIM B HEH3MEHHOM BHIE.

Sasera amernposansore xagopupa (11) ma Genswmuposawusiit  (I11)
[21, 22]), sspmommiics Gomee MOUIHBIM IIWKO3WIMPYOWEM  arentom [19],
TIO3BCJILIA TOAYYHTE Kpuerammuuecknit o-ramrosmy (V1) ¢ seixogos 85%.
Boceranonuenue asmporpyitust tpudenumadocdhrmon [23], N-anerunnposatie
W NOCJERYOINMI THADPOre O3 O3B0 oMY YHTL IPOM3BO/HOe N-aleTyil-
a-D-ranaxrosamuua (VII) ¢ cymmapusin Berxogom 91%. To ke coepe-
nue (VII) 6pro momryueno ua raurosupa (I'V) uocrmenoBatenbubiy MHAPOIeHO-
auson, N-anermadposarsem u Hea-O-auetHIupoBanieM; TepesTepuduRann
ITORCHRAPOOHIIBIION IPYIITIGI HA TIOCTEHHEH CTa NI He MPOHCXO/HIO.

Peariyreil rpucaa (VII) ¢ Oemsannperuiod B TPHCYTCTBHM XTOPHIE LIIHK&
monyuen auerass (LX), KOTOPHT mamee TIHROBMAMPOBAIN aueToOPOMIAIaKTO-
s0it no Lenndepuxy, nonyuaas mrcaxapus (X) ¢ sexogom 57%.

Lo CHOR' (1,017
0 0 r'0 | R0

eV cee s
NHCO(CH) COOEL __y NHCO{CH,),COR

OCILGHCONIICH OCLCHCON AT,

NHAcC on! NHac
(IX)

(Xy  Rl=Ac, R?R®=PLCII, R*=0Bt
(XI) Ri=R?=H, R?=0Et
(XII) RI= R%= H, R%=N,li,
(XITT) R1= Rz =H, R¥== N,

Crarue Gemsmiugenonoit samurel W rocaepytoniee pes-O-anerumiposamnme
opHBean & 1enesoMy ruurosmiacepmry (X1), myewmenmy B cocrane cneficep-
HOTl rpyruuposrir chosmmosdupuyio rpymny. Ms coepunenus (XI) namee 6pumi
monyaensr rafpasuy (XIT) w aswp (XIT1) oo meromy [24]. Tomyuenmsnit
romwiorauuesn asuga (XII1) ¢ Geapunm chmoporosnniny annbymumaom (BCA)
HEOrawROIpoTes (CM. TuKe) Obl HPEeRHAZHAYEH A HMMYHH3AIHIT in vitro,
TPeOYIOIeil MEHUMAJILHOS KONHYECTBO BeOIMecTBA. [JODTOMY CHHTE3LI LPOBO-
JHIHCE B TOLYMUKPOMACIITale, & IIPOMEIRYTOIIEIC COEMIUHEHI OXapaKkTePIs0-
BaHbl TOILKO AaunsiMu [ITMP- g macc-ecnerrpos.

II. JIpyeue canmenwi, srawuawwue gpaznenm GalP1-3GalN Acol

He comeprammii cepura amagor OUMCAHHONO B IPEfbIYLIEM pasielie Tail-
TeHa CHITe3nposad crenywommM  obpasom. I-(Tpudropameramumo)mpomna-
gon [25] rnuxosunnposanm B-xmopumom (I1) mo Tenvdepuxy; mosyvennsiia
¢ Boixogom 80% o-rmurosug (XIV) pesauerwamposanu, saTeM o0paboradm
OeH3ANBJETIAOM W XJIOPUCTHIM LMHROM. Bensummienosoe npoussonnoe (XV)
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falee TIIMKO3HIUponanu amerobpomranartosoii mo [exbdepuxy, mwcaxapuj
nebroruposany (cpavaka yreycHoit wnenoroil mpm 100° C, szareM MeTHIATOM
HaTpUA), nonyaad coejuuenue (XVI).

Ci,0R' CHo0M CH,OH
B0 0 Ho
oR® —>
1 O(CH,)sNHCOCF, O(CH,);NHR'
Ns ou R
(x1v) R'=R%=Ac (XVI) R'= COCF;, R%= Ny
(xv) R'R' = PneH, R*=1 (XVID) R'= COCF,. R®=NHaAc

(Xvill) R' = H. R?= NHAc
(X1X) R‘= CO(CH,),CO0E, R®= NHAC
(XX) &' = CO(CH,),CON3, R*= NHAc

[Tocaenosaresvurie rugporenonns u N-agerwanposaume nopusensn r T-ramre-
uy (XVII), mrixom woroporo cocranun 42%, cumras Ha MCXORHEEI PIKRO-
g (XTV) (7 crazuit). Jlawce N-rpudropaieTHILEYO 3a0(ATY KOJITICCTEeHHEO
crumnvarn amsonarorm 3 O ~-dopae m anmn (XVIID) agunupopaan N-okern-
CYRUMHIMUAUGIM  3QUPOA  MOMODTIIOBOrO  0(puUpa aNUNHHOBOI  KHCIOTHI.
Honywenmptr ranrosun (XIX) manee mpeBpauiasni o ONMCANHON BHILE CXEMe
w asugonpousnouoe (XX).

I7l. Tanmen, codepucawuil @pazuenm GalpI-3GalNAcBl

3-Cuasannpril aHAIOT ONUCAWHOTO B IPeABIAVINGM pPasjelie TalTeHa CHHTe-
suposan mwa pmcaxapupa Gall1-3GalNAc [26], wocaepsuii amermnnporanu
U anerar Ipespaulaliu B orcasoamnosoe npoussonuoe (XXI) mo meroxy [27]

ﬁHQOAc CH,0Ac (JHQOR (,HZOR
Ac([)—-o\ \/\<—0 O(CHy);NHR
0 _>
:\~— NHAc
CHj (XX11) R'= Ac, R*=COCF,
(XX1) (xx1n R'=H, R*= COCF,

(xx1v) R'=®’=¥H
(XXV) R'=1H, R%= CO(CHy),COOES
(XXVID) R'=H, R?= CO(CH,)4CON,

Timxosunuposanue 3- (Tpudropamerammio) mponanona oxeasomumonm (XXI)
¢ seIxonoM 76% pamo P-rmmmosmy (XXIT), woropsit pmes-O-anermmwpomadnn,
satem cuumanm N-rpudroparnernabiyn samuTy anmomuTom B OH™-dopme.
monyaaa awua (XXIV). Anmauposamme mocuaeniero N-OKCHCYR[HHOME/IHBIM
HPUPOM MOHOITHIOROTO 2(PHpPA agMIIUHOBON KHCIOTH ITPHBENIO K IIPOA3BOILHO-
My (XXV), woropoe ganee npespamann B asug (XXVI), rotosbiii g ROHDBI-
ramuy ¢ OCJTKOM.

IV. Hunobususayus 2anmenos na 6earar

Heorsuxonporensn onyuann gouwnorannei agugos (VIII), (XIII), (XX)
7 (XXVI) ¢ BCA u quroxpomom ¢ no merony [24]; BCA — KOHBIOTATH HCTIOMNH-
30BAJIUCL B KATECTBC AUTHTEHOB A MMMYHH3AUUM, HHTOXPOMOBBEIE KOHBLIOTA-
THL — IS TeCTHPOBAHHA ANTHTEN K YIAeBOAHBIM TanmTeHam. VmmoSunusammm
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uposoimin 20 w npu pH 8,9—9,3 n remuepavype 4° C. Tlomydennsie HeOrAHKO-
nporeunsl cogepsann 1,0—17% (o secy) yraesogos (cMm. «IRCIEPUMEHTALE~
uyio dacrsy ). Kpome HHCAXAPHIHLIX AHTUTCHOB IIOJYIeH TAK/ie TAK HA3pBaE-
Motil T'x-auTHren, NpejcTaBiIAlILIA coDOM o-CBA3anublii ¢ CEPHION WIN TPeo-
HuHom N-auermuaranaktosamun [28]: sua sroro mpoussognoe {VII) ofsramsim
crocoboy npespatus B coorsercrsyownit asuwy (VIIT), woropsrit savem
KOWHIOTHPOBAIH ¢ GeIRAMIL.

Kavecrpenssill @ KONMISCTBLHABIN YIJEBONHBIH COCTAB HEOTNUKOMPOTEIHOB
YCTAHABANBAJL, TOABEPrasg OOPA3LEI KUCIKOTHOMY Meranonusy [29] m amami-
3UPYS METHADAMKOZIBL B BUAC TPAMETHICHIINIbHEIX nmpomssogubrx (ITPHX):
COOTUONIELIMEe MOMOCANAPHUAOB B OMCAXAPHAHBIX KOHDBIOraTax OBIIO GAH3KIM
K ORBEMONBHOMY; COAEDAAIE YINAEBONOB, OUPEICNEHIOe B KOHTLIOraTax, Nnpu-
BELEHO B «DKCUEPHMEHTANBHON FacTny,

Cxema wmmymmzanun  meorsmrouporensom  GalB1-3GailNAcal-O(CH,) »
NHCO(CH,).CO-BCA, a ramme XapaKTepucTHKA crnenu(uaHocTy TONyIen-
HEIX MOHOCHeNn(DEISCKIX auTHTes ontucanb B8 padore [3]. :

3RCH8pHMCHTaJIbHElH qacTh

Temmeparypy naasresus oupefnensnn ua ripubope Boetius (TP). On-
THUCROES Bp(nuume VI3MEPII Ha UOMAPHMETDE Perkin — Elmer 141 (CIIIA)
mpu 20—25° C. Cuexrper IIMP cusmrer wa upnbopax Varian SC-300 (300 MI'u)
u Bruker WM-500 (500 MTm) ¢ rerpaMeTmIcHIaHOM B KAYECTBE BHYTpEU-
gero crapgapra. Macc-crewTpst (METoX XHUMHUECKOH HOHMWBAIMI aMMUIAKOM
B OMOTOI 9JEKTPOHHOrO yHapa) zamucesannch xa npudope Varian MAT-44S.
TCX uposoaunir ua twracrmiukax ¢ curukareses 60F-254 (B, Merck), Be-
wecrsa oomapyusaau 5% pacrsoponm H,SO, B aeranone npu 150° C. Ifono-
HOTHYI0 xpomarorpaduio ocymecteasian wa cunurarenc 40—100 amar (Che-
mapol, HCCP). T'HX swronsssin na xpomarorpade Hewlett-Packard 5710A
¢ IIAMEHHO-NOAMBALHOMHBIM JTeTeRTCPOM Ha Karmmaspuol komomxe (50 mX
X024 mar) ¢ dasor SE-30 mpu 140—220° C (2°/mui), raz-HoCUTENDL — TeIHi.
Hutamng pryru, nepxsopar, tpudaar (moxyven waw onmcano 8 padore [30])
u wapGonar cepedpa swicymmsann 30—060 mun 5 sawyyme npu 0,1 MM pr. cT.
HENOCPeNCTBEIHO [ePe;l BBEIeHHeM B DEaRUIo. PacTBODITENH YIapPUBAJIH B
Baryyme npu 30—35° C.

N-(5-Ororcurapbonnanenranoun)-L-cepun, meruaanud (I1). K oxmampen-
nomy mo 5°C pacreopy 16 v (0,52 sronp) mempramuna & 100 aa aeramorna
apndasmap 10 r (64 MMONB) XJIOPTHIPATA METUIOBOTO scbnpa L-cepusna
(Reamnal), mocre wonworo pactsoperns Bsipepxupain npu o° C ewe 24 T,
sarem npubasuam 100 ma sommoro pactsopa 7 v (70 mmonn) KHCO, u pac-
TBOP VIAPWIN B Barkyyme pocyxa. OCTaTor TPHMIR SKCTPATHPOBANM 10
100 M rewnoro merawmona, o0bLeMUEHHbIE IRCTPAKRTHL YHAPHAN I OCTATOR
cycenenanposany 8 100 yur ade. sramona (cmecs A).

K pacrropy 13,5 ¢ (75 \I\IOJIB) MOHO3THIOBOTO dPupa agANTHOBOH KiC-
rorsr 8 100 sor guxsopmerama apuiaBuIn IPU TePENCLIIBARNH CHATATa 8,6 r
(75 \moms) N-oxcucyxnmummupa, satem 10,5 v (70 MMO0NDL) NULIKIOTEKCHI-
RapOommumuga, Beimapiougil 0Caj 0K JUNMKIOTCRCHIMOTEBUHLl uepes 15 aum
OTHENAII, PACTBOP VIIAPWIK M TONYYIeHHbil cupon mpubasmin K cMecw A IpH

°C. Pacrteop sergepsusann npu 5° G eme 24 w, prinapnmrii ocamor N-oncH-
CYRITEHMAA OT/JCTHAN, PACTBOP YUAPWIA M TOJYIEHHBIH CUPON HAHECTH
Ha womonry (10X6 cum) ¢ ormebo amomunusg (medTpanbuas, aKTUBEIOCTL 11
no bpormauy) u auronposamu eMechlo xygopodopym — atanorx (9 : 1) coegume-
nue (I), Kotopoe meperpweraLM3OBANH W3 armianerara. Beixonm 10,8 r
(62%), r. . 124°C [al, —64° (¢ 0,9, xaopogopm). IIMP (CDCly): 1,247
(3, J 7 Tu, MeCH.), 1,64m (4H, CH,CH,), 2,29w (4H, 2CH.CO), 2,78z
(3H, J 5 T'm, NMe), 3,64m u 3,9%m (2H, CH,OH), 4,10xs (2H, J 7 Tu,
CH,Me), 4,46m (1H, CH), 7,000 (1H, J 7,5 I'm;, NH), 7,13x (1H, NH).
Haidigewno, % : C 52,58, H 8,04, N 10,24. C,,H,,N,0;. Boraucaeno, %: C 57,54,
H ¢,08, N 10,21.

N-(5-9rorcurapboruanenranoun) - O ~ (2-asudo-3,4,6-rpu - O - ayerica-2-
desoreu-a-D-eanrarronuparnosdua)-L-cepur, meturanud (1V).
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A. 300 »r (4,4 mwoms) coeymmenus (1), 460 mr (1,8 aaronn) nmanija
pryry, 1 v cur 4 A, 3 ma Gensona u 3 MI HETPOMETANA BHIAEPAHBAIH 30 MuH
npu 20° C, sarem npubasunn npu 50—60° C 3a 2 v pacrsop 620 amr (1,8 maoms)
xxopuja (11) [18, 19} B 3 mu cmecnm 1ex ke pacrsoputeneil B armocdepe
asota. Bopepmupanu npn H0—60° C 18 v u eme 24 u npu 20° C. Pastasuiun
PeARLMOHHEYIO cMech 20 Ma xiaopodopma, NpoduibTPOBANY H IIPOMBLIM Ha-
coreunpim pacrsoporm NaHCO, (10 ma), somoit (20 ), puicymmay Na,SOs.
Xpomarorpadguein na cmwrurarene (Komomka 25X2,5 ¢M, TONYOJL — ITHIALETAT,
10:1—1:1 (300 mn), sarem xaopodopm — sranoa, 9:1 (300 mx)) soine-
mg 90 mr (149%) ramxosupa (IV). Cupon, [a], +69° (¢ 1,8, xaopodops).
WE: 2100 cu~'. IIMP (CDCIl,): 1,267, 3H, MeCH,), 1,68m (4H, CH,CH,),
2,06¢, 2,08¢, 247¢ (8H, 3Ac), 2,32x (4H, 2CH,CO), 2,86x (3H, J 5 I'n,
MeN), 5,205 (1H, Ji, 3,5 Tu, H-1), 6,58x (1H, J 9 Tu, NH), 6,68 (1H,
NH); mfz 588 (M+1), sserTpoHuslit yaap.

B. 55 yr (0,2 swmons) coejuunenuss (1), 110 mr Ag,CO;, 0,5 ¢ cur 4 A,
2 Mx tonyona ¥ 1 aa pnxgopamerana seigepssusasiu 30 smm npuw —7° C s Toxe
azora, nocae wero jodanian 11 ae (0,05 amomsn) AgClO,, sarem pacrnop
55 mr (0,16 smoan) xaopura (I1) 8 esecn 0,5 My tonyora w 1,6 wir nux.rop-
metama npu —7° G Peaxyonayio ¢Mech BLIACH/KUBAIN 33 4 B TORe a’ora
uprr —7° C, sarear pazbasumm 10 M puxsgopyerana uw 06padoTand, Kar B MeTO-
ae A. Berxon a-rankosimla (IV) 10 e (10%).

B. 55 wmr (0,2 myvioas) coepumnemiia (1), 0,5 v enr 4 A, 35 v (0,3 o)
rerpamermyouesnl w H7 Mr (0,22 anronn) rpuduiara cepebpa B 7 ma -
xaopaeraga sppepswisanun 0.5 « mpy 20°C p orore azora. Cyech oxmairu
u npu 0°C npubasnay sa 4 4 100 mr (0,3 mvons) xaopupa (1) B 2 ua
soxaopserauna. Cyvecs puyepmaan 32 w opie 0° G, zatenr mpudanume cue
20 mr (0,07 armoan) rpudaara cepedpa u pacrsop o0 ur (0,16 aneas) xmo-
puma (11) B 1 mo guxmopamerana. Beigepmusams 24 w gpw 0°C w 45 w vipw
20° C, aaren cOpadorami, wak B ameroje 4. Boxoa a-ranxosiga (IV) 30 ar
(25%).

N-(5-Orokcunapbonuanenrtanoun) ~ O - (2-ayeraando-3,4,6-rpu-O-ayerua-
2-0esorcu-o-D-zanarronupanosdua)-L-cepun,  meruaanud (V). 7L v
(0,12 avoms) asupa (IV) ruppuposanw 25 g 10 mx sravouaa mag 20 mv
5% Pd/C, ppudannnm 0,1 Ma yKCYCHoro aHTHApPUNa M BLIACPAKHBAAN 24 W
mpu 5° C, waranuzarop oryieamn u opactsop yrmapmiun. Ocrarok xpomatorpa-
duporanu wa cwimukarene (ikosomka 10X1 ewm, xxopodopym — merarmon, 19 : 1),
moayui 49 ar (67%) npowssonmoro (V). Amopduoe, [a], +82°C (¢ 0,84,
xxopoopu), HMP (CDCL): 1,24r (3H, MeCH,), 1,67n (4H, CH,CH,),
1,95¢, 1,97c, 2,05¢, 2,16c (12H, 4Ac), 2,32m (4H, 2CH,CO), 2,821 (3H, J
o I'y, MeN), 4,86p (1H, /i, 3,0 'u, H-1), 6,27a (1H, NH), 6,66m (1H, NH),
6,72x (4H, NH); m/z 804 (M+1), snexrponmnslil yiap.

N-(5-9rokcurapdonuanenranoua) ~ O - (2-asudo-8,4,6-rpu - O - fenaua-2-
desokcu-a-D-eananronupanosua )-L-cepun, meruaanud (VI). 0,55 v (2 apaonn)
coejummerng (1), 5 r Ag,CO,, 100 nr mepxsopata cepedpa w O r_cnr 4 A
B 50 Ma nmxgopyerana sugepsrusany 3 ¢ npu 20° G; saren npubasian B-xy0-
pux (LIT), moayaemmsir uz 1,45 r (2,1 anoan) cootpercrayiomero o-0pomigia
[21, 22), B 10 M muxmopmeramwa upu 20° C aa 20 . Boylepsiusani 15
upyr 20° C, mpodunbTpoBanm, PACTBOP VIAPHMIM ¥ OCTATOR MAMECHH Ha KO-
Joury ¢ cmamrarcaest (30X2 cM) W DHOMPOBAII CMCCHI) TOAYOI — alCTOH
(3:2) 1,24 v (85%) coepprmermst (VI). T. ma. 120—122° C (adhuip — rewcan),
[a] » +90° (¢ 1, xmopocpopm). [IMP (CDCL): 1,250 (3H, J 7 Ty, MeCH,),
1,65y (41, CCH,CH.C), 2,22w (2H, CH,CO), 2,32w (2H, CH.CO), 2,71x
(3H, J 4,5 Tu, MeNH), 3,8851 (1H, J., 3,5 T, J., 10,8 Tn, H-2), 5,041
(1H, J,, 3,5 Tu, H-1), 6,61n (1H, NH), 6,715 (1H, J 7 I'm, NH), 7,30—
7,44y (15H, 3Ph). Haigeno, %: C 64,10, H 6,62, N 9,59. CyiH N0, DBri-
uncreno, %: C 64,01, H 6,75, N 9,57,

N-(5-rorcurapboruanenranoun-0-( 2-ayeranudo - 2 - dezorcu-o-D-zaaak-
ronupanoauwa )-L-cepurn, meruranmud (VII). K pacrsopy 73 mr (0,1 mnonn)
asmpa (V1) B 3 sur orcomama mpubaswam 31 mr( 0,12 avont) rpudeuin-
docdhuna u pegepmunaan 15 v npu 20° C, sarem npudasimr 0,1 M@ 8oL
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Yepes 2 1 ynapuim, pacTBOPHIN B 2 MJI fHpujuEa, nprbasuan 0,5 a1 yRCyc-
HOTO aATUAPUIa M gepes 2 u yunapuiu jocyxa. OcraTor HAHECTH HA KOJOHKY
¢ cumuraredem  (20X1 ¢M) M 9TIOHPOBAIE  CMECHIO XJOPOHOPM — METAHOI
(24 :1) 70 wmir 2-NHAc-npoussojiioro, xoropoe pactsopung B 10 mn sramo-
ga n pmojeeprax rugporemonusy mag 30 mr Pd/C (10%-moro) mpu 20°C =»
revenne 72 u. Karvanuzarop OTHENHNE, STAHON VHAPHWIM UM TONVIMIE 43 Mr
(91%) coeummenus (VII). Awmopdmroe, waenrtudunuposauo B BHIe Hepane-
rara (V): 10 mr coepmmenust (VIT) sergepsmsanm 15 9 B camecw 1 an na-
pupmga u 0,3 MI YKCYCHOrO anTHIPHAA, YIAPHIE H0CYXa; YACHbHOe Bpalle-
Hue u cnertp IIMP mpoaykra aneTunupoBaHAs ¥eHTIYIB [TOJYICHHBIM pa-
Hee i coemwnennst (V).

N-(5-Ororcurapbonuanenranoun) - O - [2-ayeranudo-3-0-(p-D-zanrakro-
nupanosua )-2-0ezorcu-a-D-eararronuparnosus [-L-cepun, meruaanud  (XI1).
B 15 ma merawona pactsopmim 48 wmr (0,08 mmons) coepusenust (V), npu-
Bapwam 0,2 sur evoasl Amberlyst A-26 (OH™) (Fluka) wu nepememrmpanm
12 = mpu 20° C, cmony ortpennny, pacteop yuapuiw. Ocraror (rpwox (VIT))
pacrsopunn B 0,5 aa Gemszanemerina uw mpubasuni 30 M XTOPHETOTO UK,
rnepesenimpany 24 w npu 20° G, sarvem rpubasuma 10 awx sdupa. Yepea 1 w
9P HEKAHTHPOBAJM, OCATOK Ha CTEHRAX KONOHL ABAYKALL HPOMBLIL 2(PUpOM
U PACTBOPMIN B 20 MI XJ0podopma, TPOMAIH XnopodopMueiil pactsop Ha-
cengermeivg - pactsopamu NH,Cl, NaHCO;, sopoit, smeyunan  Na,SO,
n oyaapunu, Ocrator  NeperpHCTaNNH30BaIE H3 oTauoka, notyuwnn 10 wmo
opouseoanoro  (IX). IIMP  (DMSO-ds): 1,18r (3H, / 7 TI'y, MeCH,),
1,51 m (4H, CH,CH,), 1,85¢ (3H, NAc), 2,106m (9II CH,CO), 2,28m (2H,
CH,CO), 2,60 (3H, J 5 'y, MeN), 4,771 (lH le D T, H-1), 5,34¢ (1H,
PhCH), 7,32—7,40m (5H, Ph), 7490 (1H, J 7,5 T, NH), 7.79x (1H, NH),
7,950 (1H, J 9 I'n, NH). IMonyaennoe COGJJ,]’THGIU’[Q (IX) (10 wmr, 18 srMons),
9 mr (30 mrMonp) nmavuga pryTa, 2 ar (4 MRM().HL) Gpomupa pryru i 100 mr
cut 4 A B 3 yu eMecw nprpomeran — Genson (2:1) mepesmemmusann 1 w npu
20° C B rore asora, sarem npw 50°C npwbasunu 15 mr (36 mrmonu) ane-
TOOPOMTAIARTO3EI B 0,0 MJI cMecH Tex ke pacmopmeneu Beimepmmpanu 5 o
mipin 50° C, zarem 15 w mpu 20° C, sarem nprbasmid emie OfHY TOPLIMIO ale-
TodpoMrallakTossl B rex ke ycrosuax. Cmecwh pasbasmiau 20 ai xaopodopma,
uposeiin wackenusidm pacrsopom NaHCO,, sopoit, seeymman MgSO,. Xpo-
marorpadueil wa cuankarede (xumopoopm — meranon, 19 : 1) momyuunu 6 Mr
nucaxapujia (X). Amopdustiy, [a] » +22° (¢ 0,2, xnopopopm), IIMP (CDCly):
1,27t (3H, J 7 T'n, MeCH;), 1,68m (4H, CH,CH,), 1,99¢, 2,02¢, 2,05¢, 2,06¢,
217¢ (15H, 5Ac), 2,29m (2H, CH,CO), 2,30m (2H, CH.CO), 2,770 (3H, J
5 I'm, MeN), 4,781 (1H, Ji.,- 8 Tu, H-1), 4,940 (1H, J,, 3,2 T'n, H-1),
5,05¢ (1H, PhCH), 6,24x (1H, J 9 I'u, NH), 6,77« (1H, NH), 7,3—7,4m
(5H, Ph), 7,55 (1H, J 6 Tu, NH); m/z 835 (M), smexrponmstii yuap; m/z
896 (M+1), xumuueckan womuzamusa. llonyuenmoe POKBBOJIHOE (X) (6 wmr)
seyjlepssuBany 1 9 ¢ 1 ma 60% yreyenoit xucaorst npu 80° C, sarem yunapmin
pocyxa, Ocratok pactBopuiu B 1 MI Merawona u npuGaBmm 15 mrx 1M
pacrsopa MeONa B meramone, suipepmusann 12 « npu 20°C, npméanmim
D MKI YRCYCHOH RKucmorsl i ynapuay. OcTaTox HKCTPATHPOBALKE TOPATHM HTA~
HONOM, 3TANON ynapmwin, nouyduwiu 2 mr coepmuenus (XI1). Asopduoe, [a] o
+47° (¢ 0,4, DMSO), IIMP (DMSO-ds): 1,17 (3H, MeCH,, J 7 I'n), 1,50m
(4H, CH,CH,), 1,8%c (3H, NAc), 2,16m (2H, CH,CO), 2,22m (2H, CH,CO),
2,601 (3H, J 4,5 I'u, MeN), 4,300 (1H, J,. .- 7,5 T'n, H-1"), 4,691 (AH, J,,
3,0 Ty, H-1), 7,26p (1H, J 8,5 'm, NH), 7,83m (1H, NH), 7,99z (1H, J
8,0 T'm, NH); m/z 640 (M+1), xusHgeckas MOLM3aI A,

(3-Tpugropayeranudonponun)-2-asudo-3,4,6- T])LL - O - ayerua-2-0ezokcu-~
a-D- ~2ANARTORUPaNOTUD (XIV). 3,5 r (10 M\IOJH;) B-xmopuma (I1I), 5 v cur
4 A, 25 v (10 maonw) mmawupa pryru w 3,4 v (20 mmous) 3-(rprdyropaie-
Tammo)nponauoﬂa [25]) B 50 wmu cmecu Gewsoam — umrpomeranm (1:1) Bbi-
fAepswusamu 3 u npun 20°C B roxe asora, sarem 10 u npm 55—60° C. Cumecn
pastasman 100 mur xmopodopma, npodunsrposanu, mpoubiun 100 ma wacer-
menunoro pacteopa NaHCO,, swicyumnn CaCly, Xpomarorpadueir na curmura-
rene (romomka S0X2,5 oM, xmopodopsm — auerom, 9:1) segenmmm 3,36 v
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(80%) a-rmmroswyia (XIV). T. wr 104°C (spup — rexcan), [a]o +897
(¢ 1,1, xaopoopm). ITMP (CDClLy): 1,94 (2H, CCH,Q), 2,06¢, 2,08¢, 2,18¢
(9H, 3Ac), 5,010 (1H, J,, 3,6 Tu, H-1). Haitneno, %: C 42,09, H 4,78,
N 11,40. Cy;H,:F,N,O,. Beiubcneno, %: C 42,15, H 4,75, N 11,57

(8 - Tpugropayeranudonponua )-2-ayeranudo-3-O-(5 - D - eanarronupa-
Hosua )-2-desokcu-a-D-2anakronupancsud (XVI[). K pacrsopy 650 ar
(1,34 muons) ramrosmra (X1V) B emecn 50 mir merarmoaa n 10 mx nuxmop-
sverama npudasumin 30 mra 1 M pacrropa MeONa B aeTanosne, BBLISPIIRIRAIIT
15 7 mpur 20° C, ynapunum, Ocraror pacrsopmiau 8 10 aur Gewsanmbuersia, npu-
Sasmau 1 v xuopucroro nuira ¥ uepememusann 24 a4 opu 20° C. Cmecs pas-
Hanunn 100 ma xmopodopma, uposstan sogoii (2X100 mu), ynapuiu. K ocrar-
wy mpudapyan 100 M rexcawa, vepes 30 MHII TeKCAH JEKAHTHPOBAII, a OC-
TABHIMIICA CHPOT CIIE PA3 ITPOMBLII [EKCAHOM, 3ATEM X POMATOrpadiiponaiin ua
cunuraresc (xomomka 20X2 ca, xuopodopat — Meranon, 14 : 1), nonywrau
370 v Gemsmmupenosoro upoussopnoro (XV), 1. mr. 129°C (xmopodopir —
adup), [als, +155° (¢ 1, xaopodopy). Noayaennoe BEMIECTBO PacTBOpPILIL
B 30 »u emecn Oenson — mutposeran (1: 1), mpubasunuw 1 r cur 4 A, 560 wr
umanupa prymw w40 mr Opommpa pryru. Yepez 1 « mpmbasuan npu 20°C
0,93 r auerobpomrasaxTossl o sHgepsEUBaTy emech 4 u mpw 60° C. PasGasmim
100 an xmopodopma, npomsine pomoit (50 ML), HACHIIEHHBIM DPACTBOPOM
NaHCO, (50 i), sereyinnumn CaCl,. Pactsopurenit vITapuwin # OCTATOR BBI-
gepsrysam 2 v upi 100°C ¢ 20 mx 60% yRCYCHOR KUCIOTHI, 3aTEM YHADHIN
Tocyxa moocTartoR xpomarorpaduposansu na cunnxareae (Romomka 20X1,5 e,
5—=10% wreramonsa n xaopodopme); noayuenusie 600 Mr pemccrsa pezaye-
TILIHPORAIH To 3emnaedy, odpadorasu waruoumrom [R-120 (H*), B aera-
monbweid pacreop (30 wur) coepnmenmus (XVI1) wnpwmfaswrm 300 ar 10%
Pd/C u rugprposanu 15 @ npn 20° C. Ilarasugatop oTuIbLTPOBAM I K pac-
TBOPY upwbaswar 1 ar yreycuoro asvmapuga. depes 4 U yuapiunig, yiapuin
C TRHOJOM 1 TIePEeKPUCTAIEZ0BAM N3 pranoda, noayuian 300 Mr coefirie-
ana (XVID) (42%, B mepecwere na rawwosuy (XIV)). T. o 205-208° C,
[a)s +82° (¢ 1, soga). IIMP (D,0): 1,87x (2H, CCH,C), 1,99¢ (3H, Ac),
3,46y (2H, CH,), 3,60am (2H, CH,), 4,42n (1H, J. o 8 ', H-1"). Halipero,
Y%: C 42,55, B 5,83, N 5,16, C\,HF:N,O,,. Boruucneno, %: C 42,54, H 5,78,
N 5,22,

(3 - Tpugpropayeranudonponua) - 2 - ayeranudo-4,6-0u - O - ayerua-3-0-

(2,3,4,6-rerpa-O-ayerua-p-D-eanarronupanosua) - 2 - desokcu-p-D-eanarronu-
parosud (XXIT). Pacrsop 383 mr (1 mmoas) 2-ageramuio-3-O-(B-D-ranak-
TOUUPAHO3II) -2-/iedokcu-D-rastakTonupanossl [26] B 5 M mupugmna u 2
VKCYCHOTO anrmupupa seiaepssnsasu o 1 npu 20° C, ynapwan jocyxa, ocra-
ror pactopuan B 30 mn DMF 1w nputasann 120 yr (1,2 aoas) ruppasib-
anerara, nepemenvpagr npi 20° C 10 TOMHOY0 PACTBOPCHIS THAPABHIATETATA
i ewe 6w upn 20° C. Cuecs pasbaswman 150 ya xaopodopya, porbiin 50
Hacemerporo pactsopa NaCl, seicynrmmm MgSO,, yrmapuim, erme pas yna-
puwm ¢ roxyonom. Qcraror pacrsopumn B 20 Mo gamxmopMeTana, TPHOABMIIT
430 w1 (4 mmonn) 2,6-myrupmna u 230 mr (2 mvoan) wmeswuaxgaopuna. Bri-
nepsrusanm 48 u mpu 20° C, pasdasmum 40 MU JEXJOPMETAHA, NPOMLIIH XO-
nopmoit soyoit (20 mu), maceinienmusiy pacrsopoM NaHCO, (20 aa), seicy-
munn CaCl,, ymapmmm, cuosa ynmapiim ¢ TojyosoM. OcraTok  (0KCaszemum
(XXI), 530 mr, 86%) romorenen mo TCX u mmeer Ra 1,1 (xmopodopy —
ameranon, 9: 1), [onyuenupiit onrcasomun (XXI) pactBopuang B 15 aom -
xgopartana, upnoaswnr 510 mr (3 aaous) 3- (rpudropaiieTaMIy0) 11POTTAHOTA,
lo MT A-TOJYONCYIBMOKMCTOTH M BBHIJIEPRYBAIN 15 aun npu 70° C. Xpoara-
rorpadueil na cwmrkareae (xomomma 20X2 cm, 3—5% weramona B xn0po-
dopume) seremn 500 v (76% ) raurosuga (XXIT). T. . 101—-103° C (xa0-
podopy — ahup — rewcar), [alp +33° (¢ 0,54, xmopodopa), ITMP (CDCIy):
1,88: (2H, CCH,C), 1,899¢, 2,00¢, 2,07¢c, 2,08¢, 2,08¢c, 2,13¢, 2,16c (21H,
TAc), 5,01x (M{ J.q 85 T, H-1), 5,970 (1H, Jy xx 8 T‘I NH). Haifeno,
%: C 47,31, H 5,46, N 3,50. C;,H,,F;N.O . Berameaeno, %: C 4721, H 5,46,
N 3,55.

* HA—IIOJ[BH?I\'IIOCTB OTROCITRILIIO TepameTara HCXOAHOro Jucaxapuipa,
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Asuder (VIII) w (XIII). K pacrBopy o memonb srmrosoro adupa (VIIY
o (XI) B 2 s abe. sragona mpubasmau 100 MEQ rHAPasUHTEAPATA M BEIED~
srupaiy 24 4 mpu 0° C. dramon ypammiy B Baryyme npu 20° C, sateM uszdbIT0R
rEApasuMEANeTaTa VAANUIH B BakyyMm-axcmrarope upu 4°C wmag P,O; npum
0,1 mym pr. cr. Ocrarox pacrsopuam & 0,5 mu DMF, oxnanuau mo 0°C uw npu-
Gapmmm 5 mxx 4 M pacrsopa HCl B puorcame. Oxmapmin mo —25°C u npu
repeMeIuBBapEK Npudaswan pacTsop 1 Mrx Tper-6yrunnurpura B 7 mrix DME,
nepemetmpany 30 suu npu —20° G, sarem mpubdasmnu 8 mra 0,5 M pacrsopa:
cyiabdayuuosoit kucaorst 3 DMPE m soiepsrsann 20 ymum npu —30° C, mocue
yero paam rmopusrhes remmeparype o 0°C. Tomydemusre asuper (VIIT)
(XIIT) cpasy menonbaoBagy MIA MPHCOSIWHEHHA K OEIKAM.

Asudur (XX) w (XXVI). K pacrsopy 0,1 mmouap ranrosupa (XVIT) wan
(XXIII) (nocmepmmit mosyumnu us anerara (XXII) O-mesanermamponatuenm
o 3emmyreny) B 10 ma cvecn sranmos — Boga (1:1) npudapuian 2 MI anHoHHETA
Amberlyst A-26 (OH™) u nepevemusanu 15 v mpu 20°C. Cumony ormenwnm,,
PACcTBOP YHApPHII, OCTATOK PACTBOPHIM B O ajp abc. MeTamona ¥ NpudaBuIn
pacrsop 0,15 avons N-oxcucyKumHMMUHIIOTO 2(hupa MOHOITHIOBOTO 3(hupa
aEHOBOH Kueworsr B 1,0 Mx oxcosana {pearedt Monyvaan U3 2 MMOAL MOHO-
aTusoBoro adupa ALMUMHOBON RUCHOTHl, 2 MMoxb N-OKCHCYRUMHAMIZA W
2 MMOIbL Juuuknorekcuaxapbommumuga B 10 mx oxrcomama, 15 u upu 20°C,.
PACTBOP (PUIBLTPOBANM ¥ OCAXOK JAHIMKIOTEKCHIMOUIeBHHLL npombizatu 10 »x
orconaua). Hepes 15 a npubaswnm 50 mu ade. achupa, PacTsop JeRAMTUPOBAH,
A 0Ca/I0K HA CTEHKAX KOLOBI HECKOIBKO pa3 npoMbliu oxconanoM. [lonyuerupie
sruaoneie amper (XIX) uw (XXV) panee npespauamu B asmisr  (XX)
i (XXVI) o ormcannoit Belize MeTOMHKE,

Horwsweayus asudos ¢ BCA ¢ yuroxpomos c. Pacrpop asupa, moayyeHHsit
113 & MEMOJE COOTBETCTBYIOLEr0 aTHAOBOTO adhupa, HOPIUMAME TPHOABIMIH TIPH
0°C = pacrsopy 5 mr Oeara B Oydepuon pacrsope npu pH 8,9—9,3 (0,08 M
rerpabopar warpus — 0,30 M Ouxaplonar wnamusa). Pacrsop meigepmuBagm
20 w npm 4° C, gmanuzopanw UPOTME IHCTHINHDPOBAHHONW posiet mpu 4°C (juia
gouworatop BCA) mnm dunsrtposanm uwepes wogoHRY ¢ cedamercom G-25
(15X1 car, pmomusa sogoit npw 4° C), nuodmnuzopanun. Peayinratst yraesoi-
HOTO amajmaa MOJIYYCHHBIX [EOTAMKOTPOTeNntHos (Bec.% yrienogos) cie-
Ayoume:

BCA+(VITH) —1,7%; uuroxpom ¢+ (VIII)—25%;
BCA+ (XIIT)—1,0%; mrroxpos ¢+ (XIIT) —-1,5%;
BCA+(XX)—10%; muroxpou ¢+ (XX)—17%;
BCA+(XXVI)—4%; muroxpom e+ (XXVI)—5%.
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SYNTHESIS OF NEOGLYCOPROTEINS HAVING HAPTENS
(Galp1-3GalNAcwl-)Ser, GalB1-3GalNAcal, Galfl-3GalNAch1,
(GalNAcod-)Ser

BOVIN N. V,, ZEMLYANUKHINA T, V., KHORLIN A, Ya.

M. M, Shemyakin Institute of Bioorganic Chemistry,
Academy of Sciences of the USSR, Moscow

Glycosides Galp1-3GalNAca!-OCH,CH (CONHCH ;) NHCO (CH:) ,COOEL, Galp1-

3GalNAco1-O (CH,) sNHo,, Galp1-3GalNAcB1-O(CH,) s NHo, and  GalNAco1-OCH,CH-
- (CONHCH,) NHCO(CH,),COOEt were synthesized and coupled with proteins (BSA
and cytochrome ¢) to give the corresponding artificial antigens, including T (Thom-
sen — Friedenrcich) and Twn-antigens.
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