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BBeneHue

Y - KJIETOYHAs aJire3us
- mepeaada MEXKJICTOUYHBIX CUTHAJIOB
- MEAUATOPbl BOCIAJICHUS

- MapKepbl OHKOTpaHCchOpMalu

- XEMOATTPAKTAHTHI
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[IporoTnn

(_la _25 _5) _75 '10,
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Tagnem-Tur
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Llenb paboTshl:

- CHHTE3  OJINTOJIaKTO3aMHMHOB M Le‘-copeprkamux
OJIMTOCAXapHUJ0B B BUJIE CIICHCEP-TIIIMKO3HU/IOB;

- cuHTE3 (IyOopeCLCUH-MEUYCHBIX IIIMKOKOHBIOTaTOB M
M3yYCHUE YIJICBOAHOM CHEIU(UIYHOCTH TaJICKTUHOB B
COCTaBe KJIETOUHOM MEMOpaHHI.
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CuHTE3 NnakTo3aMmMHOBbIX MMMKO3UJT1aKLUEeNTopOB

AN OAc
Ph
O~ 3 ab,cd 0 o o 0 5
NHAc ~"NHCOCF
AcO AcO
15 OAcC NHAC s
6 (61%)
yle,d
OBn OAc OBn OAc
0 AcO
\)( o o 0 0~ <fgad %0‘%0\/\
EtO NHCOCF NHCOCF
o AcO NHAC 3 AcO on © NHAG 3
18 17 (84%)
lh la
OBn OAc
AcO
X O‘XKéO&O \0
HO AcO ~"NHCOCF, \/\NHCOCF
OAC NHAc

19 (70%)

20 (69%)

4

a: 10% Pd/C, H,, MeOH/H,0;
b: CF,COOCH,, NEt,, MeOH;
¢: PhCH(OCH,),, TsOH, MeCN;
d: Ac,O/Py;

e: NaCNBH,, HCI/Et,O;

f: MeONa/MeOH;

g: CH,C(OEt),, TsSOH, MeCN;
h: 80% BogH. AcOH.



BbiGop meToga rmmko3nnmupoBaHus

OAc OBn OAc OAc
Ac
0 o O NH
v S 0% ACO%
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OAc
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2

TMSOTF, CH,CI,
(38%)

GIcNAG 1~

a: Zn, AcOH/Ac,O/NEt, (74%); b: 10% Pd/C, H,, MeOH (85%); c: Ac,O/Py (85%); d: 1. MeONa/MeOH, 2. NaOH/H,O (98%).



CnHTE3 pa3BeTBNEHHbIX onurocaxapuaos 3 n 7 E
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a: AgOTf, TMM, MS-4A, CH,CL,; b: Zn, AcOH/Ac,O/NEt, (50%); c: 1. MeONa/MeOH, 2. NaOH/H,O (95%).



CuHTE3 gunakro3amuHa 5
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a: AgOTf, TMM, MS-4A, CH,CL,; b: Zn, AcOH/Ac,O/NEt, (73%); c: 10% Pd/C, H,, MeOH (73%); d: Ac,O/Py (90%); e: 1. MeONa/MeOH, 2. NaOH/H,O (96%).



CUWHTE3 pa3BETBIEHHbLIX onnurocaxapunaos 6 n 8
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a: AgOTf, TMM, MS-4A, CH,CL,; b: Zn, AcOH/Ac,O/NEt, (60%); c: 1. MeONa/MeOH, 2. NaOH/H,O (95%).



CuHTe3 1-6-3ameLleHHbIX onurocaxapuaos 1 n 4 E
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a: AgOTf, TMM, MS-4A, CH_CL,; b: Zn, AcOH/Ac,O/NEt, (65%); c: 1. MeONa/MeOH, 2. NaOH/H,0 (95%).



CWHTE3 NMHEeNHOro TpunakTo3aMmmHa
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i 10% Pd/C, H,, MeOH;
j: NaOH/H,0.



CuHTes Le*-rnmukosnngoHopa E
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2. NaOH/H,0.



CuHTes TeTpacaxapuga 13 @
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a: AgOTf, TMM, MS-4A, CH_CL,; b: Zn, AcOH/Ac,O/NEt, (81%); c: 10% Pd/C, H,, MeOH; d: Ac,O/Py (76%); e) 1. MeONa/MeOH, 2. NaOH/H, O (87%).



CuHTes TeTpacaxapuga 14
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a: AgOTf, TMM, MS-4A, CH,CL,; b: Zn, AcOH/Ac,O/NEt, (52%); c: 1. MeONa/MeOH, 2. NaOH/H,0O (92%).



CwuHTe3s onurocaxapugos 11 n 12
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a: AgOTf, TMM, MS-4A, CH_CL,; b: Zn, AcOH/Ac,O/NEt, (70%); c: 10% Pd/C, H,, MeOH; d: Ac,O/Py (80%); e: 1. MeONa/MeOH, 2. NaOH/H,O (95%).



CpaBHeHMe CTepeOoCENEKTUBHOCTM MUKO3UINNPOBAHUS @
nakTo3aMMHOBBLIM U Le® goHopamm

% _%OVANHCOCF

NHAc

A @;w % %OWNMF
cO
TrocHNBr NHAc NHAc¢
>~ B/o> 10
+
Ac OAc OAc
o MR AR % AR o,
[
OAC TrocHN Br NHAc 22
Ac OAc % —%/
OV‘NHCOCF
AcO NHAc AcO NHAC

acol Qhc B/e= 4.9
~ &k;%/ O—ka%vof
NHCOCF -
AcO OAf‘co NHAC 3 - PB/oe=1.6

20

AcO

OAc OAc
AcO o} 0 _~_NHCOCF,
o] A°% + NHAc
AcO TrocN| Br

- B/ae=0.9

OBn OBn
AcO o]
0O AcO O_~_NHCOCF,

HO NHAc
OAc /8




CuHTe3 conyopecuUeHTHbIX NonuakpunamMmmaHbix
rMNKOKOHBIOraToB
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M3yyeHune TMranaHon creu(puIHOCTH raJICeKTHHOB B
COCTaBE KJIETOYHOM MEMOpaHbI
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VYrnepoaHas cnelu(pUIHOCTh TAJIEKTUHOB B COCTABE
KJICTOYHOM MeMOpaHbl. CBsI3bIBAHUE C OJIMTOJIaKTO3aMHUHAMU.
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VYrnepoaHas cnelu(pUIHOCTh TaJIEKTUHOB B COCTaBE KJIETOUYHOM
MeMOpaHbl. CBsi3bIBaHUE ¢ Le°-comeprkaliuMuy oJInrocaxapuaaMu.
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BbiBOObI

1. CunTe3upoBaHsbl (B BUI€ 2-aMUHOITUI- I 3-aMUHOTIPOTIIITIIMKO3UIOB) IMHEHWHBIE U
Pa3BETBIICHHbBIE OJINTOJIAKTO3aMHUHBI, a TakXe Le-comepxkanine oIurocaxapuibl:

GlcNAcP1-3Galp1-4GleNAcB-O(CH,);NH,
GleNAcp1-6Galp1-4GleNAcB-O(CH,):NH,

GleNAcp1-6
GleNAcp1-3

Galp1-4GlecNAcp1-6
GIcNAcp1-3

GlecNAcp1-6
Galp1-4GlcNAcp1-3

GalB1-4GleNAcB1-3GalBl-4GleNAcB-O(CH,),NH,
Galp1-4GleNACcB1-6Galpl-4GleNAcB-O(CH,);NH;

Galp1-4GleNAcB-O(CH,),NH,
Galp1-4GleNAcB-O(CH,),NH,

Galp1-4GleNAcB-O(CH,),NH,

GalP1-4GleNACB1-6 54181 -4GleNAB-O(CH,),NH;
Galp1-4GleNACcP1-3

Galp1-4GleNAcB1-3Galp1-4GleNAcB1-3Galpl-4GleNAcB-O(CH,);NH,
Galp1-3G1ecNAcB-O(CH,);NH,
GlcNAcP1-3GalBl-3GleNAcB-O(CH,);NH,
Galp1-3GlecNAcB1-3Galp1-3GlcNACB-O(CH,)sNH,
Galp1-3GlecNAcB1-3Galp1-4GlcNAcB-O(CH,);NH,
Galp1-3GleNAcB1-6Galp1-4GlcNAcB-O(CH,),NH,

2. ITokazano, 4yTo 3 HEeKTUBHOCTH NNIMKO3MIUPOBaHUS Le -IITUKO3MIIOHOPOM HIKE, YeEM
JIAKTO3aMHUHOBBIM.

3. CunTe3upoBaHbl (IyopeCIienH-MeUeHbIE TITMKOKOHBIOTaThl BCEX MOTYUYSHHBIX OJIUTOCAXapHJIOB, C
MTOMOIIIBIO KOTOPBIX MCCIICIOBAHA YITICBOAHAS CIICIM(PUIHOCTD TajeKTUHOB-1, -2, -3, -4, -7, -8, -9 B cocTaBe
KJICTOYHOU MeMOpaHbl. [Toka3zaHo, 4TO TaJeKTUHBI IPEATIOYTHUTEILHEE CBA3BIBAIOTCS C
OJINTOJIAKTO3aMHUHAMU, YEM C COOTBETCTBYIOIIUMU Le‘-cofiepKalnumMuy INIMKaHAMMU.



CuHrte3 Le‘-rnmuko3unakientopa

OBn OBn 1) MeC(OEt),, TSOH, MeCN OBn OBn
o 2) Ac,O/Py Ac o)
0_HO O_~_NHCOCF, 3) 80% BoaH. ACOH - O AcO_ O_~_NHCOCF,
NHAc HO NHACc
OH OAc

64 65 (57%)
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