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Annotation

Vika Shermadini

»-New method for N-B- (p-aminobenzoic acid ethyl ester) -2,3,4,6-tetra-0-acetyl-

glucopyranosylamine N-nitrosis®

Department of Chemistry, Iv.Javakhishvili Tbilisi State University,
Ilia Chavchavadze Ave. 3

The synthesis of Nitroso (N = O) group containing carbohydrate derivatives and study of their
biological activity is a promising research direction to obtain new type biologically and
pharmacologically active compounds.

The goal of present investigation consist in synthesis of nitroso group (N=O) containing N-
glucosylamine by new method and determination of biological activity potential.

The formation of N-B-(p-aminobenzoic acid ethyl ester)-D-glucopyranosylamine (2) by
condensation of D-glucose (1) with p-aminobenzoic acid ethyl ester in 50% methanol, in the present
of acetic acid was studied at the first stage. By acetilation (3) and further nitrozilation of N-
glucozylamine (2) corresponding N-f-N-nitroso-(4-aminobenzoic acid ethyl ester)-2,3,4,6-tetra-O-
acetyl-D-glucopyranosylamine (4) has been obtained. The nitrozilation was performed by a new

method. The Reactions proceeds according to the following scheme:

OH OCOOCzHS OH
0]

HO H*/CH,OH

HO on~ OH COOC,Hs

OAc NaNO,

Ac,0 0 CH,Cl,
By, Ao NH coocyH, ok, A0

0C v 2Hs AcO COOC,H;

The structures of obtained compounds were established by physical-chemical methods of analysis.

With the help of computer program PASS Online based on the analysis of structure activity-
relationships wide range of possible biological activity and toxic / side effects for synthesized

glucosolamines has been determined.
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B36533w909w0 de0gMo I-9839JE0m, o®3mogdbgds osHBMbomdol MO, SWOGBSEHWIHO
003M¥0 006500 3OrMGHM™MboL dmfy39EH ol botrxbg.

30 05BMB0Tol 0mbol LobmMgHBMEs© LsobEHIMILM 45MsdabYdOL Lgdo:

— .--"”-b\_}_ 1
A - y H j
L J—CH ~ e, B
e OH II
v, L =
\ E“ T [Cuc 4
T
R Cu Br
*
2 (=Y
-
L\__‘__.;-_;- or E1OH - - 2
I'LEUH!E/‘@: HEF,
10000 X
p CuCN N ey, T
OH
k- W T
Y L
- e __'["T\
|

1.5.3. N-bo@mHmbotgds

N-60@®MBoMHgdsL  5J3l  saowo  dgmeoso 53069008  sSBMFHMZD  Fz935b096
MO0YOHNJIYII0LSL, MHoL TJIRsE LadmmmmE §o®dmoddbgds N-boG®HmBmbsghmgdo,
IG5 56 9019050 0SBM3I0EMEGHT0 0BMIGHOD30:

Y I
R-N + N/ — = R=N-N ——= R=N=NO

I&' X ﬂ% 6@ -HX g{

99650 5306930l bo@GMmboMmqds dowosh 360d36gwmzsbos  MmMAbmE  LobmgBdo.
bbgoolbgs  933™m®m9d0l  dogM  NO+  29696M0@HmMmo©  99mygbgdye  ogm  bbgoolibgs
doboBHMmboMgdgmo 53963 9d0. g39wsbg  293039wgdwo  BsBMomdol  bodModo—
90bgMmoMo 87935 fgocdo 96  L3oOE-FYswblbo®do [32]; swzow boGMo@gdo [33],
mdbo3o3mbo@®o@o [34], N-35¢0m53000900 s Bod®omdol bo@®mo@o [35] s bbgo

533™MGMqd0L [36] Joge Fgm®0 5306900l BoboGMHMBoMmYdIE 539b6Ge© 498mygbgden odbs
NaNO2-Ac20.
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NaNO, —Ac,0

RiR;NH CH,Cl, 1.1

RiRoN-N=0

9J3960896G0L A3 MdOLLL  FodboToeEo M3 BMds  Foowfgms
(NaNO2Ac20) (3: 3) 9mMo  06585MMd0L  @OML.  ©95J30900  GHIMOIIMOS
©0gdm®dgmsbols sMmgdo mmsbols 3$H9339Mo@IMsBY, 8mEIwe bogdomo FgMbgme odbs

PhoNH. 3300930b 990093900 dm39909¢00s 3bGowdo 1.

gb®owdo 1. Ph2NH N-60¢6HmB06M9ds NaNO2-Ac20 Bbgosbbgos
M0 0965835MMO0L EOML

PhoNH : NaNO,:Ac,0 ©em/boy  gadmbisgagrals
1 1 1 1.5 45
1 15 15 15 55
1 2 2 1.5 90
1 25 25 1.5 95
1 3 3 15 98
1 35 35 1.5 96

93G™M9d0L [37] 096 sbbmGmE0gw®s BbgsIlbgs N-bo@dmmbmbsgmomgdols Lobogbo
A9EH-0M0WboGHMmOGHOL 2odmygbgdom sdblbgerols 4s6gdg. odblbgeol, dg@ewgdol s
35353900L 5M5MLYIMDY, F5dMmYMmBOL LOTSME03g O FoSE0 ASTIMLHZEP0bMds FoMTMYIBL ©J
3900MOMEMP00L goblio MmO MdL.

j\o,mﬁo

H (1.0-2.0 equiv) EO
R/NHR' - R.—v' ‘le
RT 56 45°C 80-98%

R=R'= sgmzomo 5b sfogmo

533™6M900L [38] 3096 dmfimgderos Lbgsalbgs $g@®mobmmgdol s IgmMswo sdobgdols
J90mbgegd@Gom®o N-bo@®mBomgdol sbowo Mgogab@o doldwm@ol Jum®moo:bs@momadols
Bo@®030. ©95d300L 89099 3000gds N-60EHHMBMbsgHm9d0 Fo0owo 58mbogwrosbmdoom:

H A) NO a R!, RZ: —Me 97%
N I r'\] b R1: —Me ; R2: —CHO 90%
R1 RZ [-> o] [10 min] R TR2 ¢ R', RZ: —Bn 89%
I [-> b,e] [95-120 min] I d R': —Me ;: R2: —Ph 99%

[-> ¢,d,f=h] [25-40 min] HOOC,
e R': —Me ; RZ: _@ 68%
f R', RZ2: —Ph 87%
g R'-RZ: O 90%
A): ~1 equiv. NaNQ,, ~1 equiv. BiCl3, CH,Cl,, 25°C h R1-R2: 0 87%
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39mM50 5306730000 Fo0owo 2sdmLog0sbmdom N-boGHMMBMbsgMmMgdol dolowgds,
93G™M900L  [39] 096 @odmygbgdme odbs sboemo  989dGHMEMO  3mddobs30s  3-GHMmEImen
breogmbool 035 Bos@®omdolb  boGMmodo  3939mmagbmer  LobEgdsdo  mmsbols
3993965357, OJwmmTgmabols s¢19do.

NaNO,
R,R,NH ~ R,R,N NO
p-TSA
1 CH,CL,, rt 2

3956bm®E09wgdme 0465 N-09m0wsbogrobols N-H60E®HmBomgds, Mdsi 963965 Mgodzools
J900b9gegdGHomemds, M0 Mgodaool gOHMIIOmo 3OHMmIBHo 0ym N-HoGO»MBm-N-
dgomosboobo:

100 %
S0GIGMMO  boGHOMMBMHTobgdo  obBogdmE  FoM0EdsegoLmb  goibgwgdom

300OME0HBEY00s6  Fgmeo  9906905dg ©s  dBMEMZb  F593509.  N-boGBmbm—
5053005306908 Jg9deosm  0BMIgMH0obo30s  C-boGHOMBMbIgMmMgds©  (80dgM-3930L

BOQIXBIBIV0)-
HCI
QN—NO - ONO—NHAIk
Alk CH;COOH

erert, spirti

39OIXZINRI0S 3960 dool dbmerme HCl-ob dmddggdom. 53sL0sb, Fo0dmoddbgds
096BMmEol MM  3565-FoMdmgdmegdo. 259mdobsdg 0dosb, ®mI FJodobscmgmdl
39X FMRI05 S 3MOL FoMEM3sb5L LoFseMdy, MMIgEoE Jmsbmdog NO* 56 NOCIL. dgodangds
3035057 Mm, OMI 99dGHOMB0WOL OHMEdo sOOL 19350 N-boE®HMmBsdobo.
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0530 2

9Ju3960396¢ Mo F9gagdoL gsblixs

056599006MHm39  JoBow®,  BoMWMYOME  ©d  BoMTSIMMPONIO 3310939000
396Lo3MmmMgdmwo  36033690mds  9b0Fgds  dommyomMe©  9gBHowGmo  6ogmogMgdgdol
LobmgBLY s 33eg3L.

00MmMORBMwo  Jodool 350gEMsBY 9HOEO  BOMEWMYOMMI© oG0P  BogPmgdol
LobmgbBol dobboom dmerm ewgddo 80dEObsMYMIL Bo@®mmbBm xamxol d9d339wo N-
3030H0ws306300L LObMIBO S F5MO BOMEPMAOOMO 5dBH0IMOMBOL 33cg3s. NO xamzol
39933390 6590930 256L5329NMGOME0 BOMEOMAO0IM0 5dEH0OHMO0M bolinsm©Yd0sb. olobo
dmbsforgmdsl  00gdgb M35 FgBIOMEWNO 09530580, BsOMMwbo M6  0dMby®
095d309000. NO-U  5bsllosmgdls s6GH0300mLwe0, 56EH0d5dEIO0Mo ©s 5B6GH0350M5BoGWwo
54B03mds; NO 3506300069090 3mbJ30sl  sbOMEgdL wgozmEogddo, 39353™E0390do,

GOMIBM3L3HJOdo O 9B MMYOsW O MR YITO.

B3960 ULodMdoml BoBbL  Fo@Imowagbs N-B-N-60¢®mbBM-(3-5006mdg6%Bmol  dg039L
9000 gbmgMOW)-2,3,4,6-39GHM5—0-539GH0w-D-2330056mbowsdobols  (4)  Lobogbol
SboEro  3900Mm©Ydol 53353935 o LBObMgBoMGdME BogHmms Jglodwm  dommmyoGO
59B0mMdOL 139dGHMOL s GHMJLO3MMO S 339MPOMO JBIIBHJIOL  ©sEHIBs.  sboTbEo
LobmyHgd0 IMO(353L T8I LGOOYOL:

30039 LES0sbg dm3z5b0bgm N-B-(3-5906MmdgbbMmols F55358 gmowglomgho)-D-
3303060560 Bosdobols (2) Lobomgbo D-ga3mbol (1) 300b9gblszoom 3—sd0bm 396%Bmols
9599356 900WglEGIMMB.  ©Jod3090L  35BHMgdEom  50%-0560  Fgmobmerol  s6gdo
3939w 0BoGHMOMOL — 4obyarmgzsbo dds®B5535L Mobsmdobol d909gao bdgdol dobgz00:
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OH
NHzQCOOCZHs OH
0 0
HO H*/ CH3OH HO
HO ~OH HO NH COOC,Hs
OH OH
1

50603690 9900M©Om 2e03MmB0Esd0bgdol LEbmgHO 0EObIMYMIPS LFMSBI
30050 35dMb3E056MdOm.

LobmgBOL Jgmg LsxggbOHHY,30OMILOWOL XARJOOL o330l JoBbom,dMmz5bEObYm
6030096935 (2)-0L  539GH0W0MGds dBsTgo35L 9630MOOM, JoMHoobol s6Hgdo 0°C-by,
399090 Lgqdol dobgzom:

OH
&/ (CH3CO)2O
HO AcO
HO ~ NH@COOCZH5 _r ACO COOC,Hs
2

LobmgboMgdme 0dbs N-B-(3-5806mdgbBmol 355358 goowgliomgmo)-2,3,4,6-BHgEMe—0-
539GH0-D-3a)30030656mbowsdobo (3).

090b ©BOILBEMGOS, BT 50B0dBME 1905 e 3MBOEWsd0bOL Bmeng3Esdo
330HBoL 1530LvRWO 30MOMJLOEOL X AMBJOIOL 539GHOL0MIOOL 3OMEFGLMD GO 5O

9080b5M9gMdL IgmEgero 53obols igoedsol 539300l XamB0m Bsbszlwgds, 396l dogH
Bo@oMgdmer 0dbs 898b390M0 Lobmgbo. 39MHdme, 1,2,3,4,6-396@9—0-53930w—f,D-gemm3mbBol
(5) 30b6@ybLsE00m  3-5306MdYEBMOL 5535l JIOEgLEBYM96,000090 0dbs sbggg N-B-(3-
5906md9bBMol 953535L 0000qbmMIOO)-2,3,4,6-3H9GM5—-0-539GH0W-D-200303065-
BBosdobo (3), Mog obEMgde 0dbs sbseroBols JgommEadom.

27



OAc
NHzQCOOC2H5 OAc
0 o)
ACX o H*/ CH3;OH AcO
c ~OAc
OAC AcO OAG NH COOC2H5
S 3

e LE©05YY, N-B—(3-5906md96bmol 35535L  goowgbomg®ow)-2,3,4,6-39gEHcs—0-

53930 -D-4)30306056mBowsdobbg (3)  bsGE®omdol  boGModol  dmddggdom

0595358 05BomdOLl  Mmmsbob

3~ mbrwgmbowol
39939653 v65%9,09903030 ImM930L 30OHMd9ddo Lobmgbocmgdmew 0dbs N-B-N-bo@®mbm-(3-

©0Jem®dgmsbols  s09do,

500b6md96BMmols 0595350 900gbmgOHow)-2,3,4,6-F9gBHMo—-0-539@0w-D-

330306056 Bowsdobo (4)

NaNO,

OAc OAc
CH,Cl, o 1o
AO Q CHCeHSOH  Aco |
AcO NH COOC,Hs AcO N COOC,Hs
OAC OAc
3 4

LobMYHBOMYdME B030IMHPISMS 53909 ds ORIBOE0s 3330l B0BOINM-JodomEmo

d900™m©gdom. gl IMbs399900 dm399ME0s 3BGowdo 1.

gbc®owo. 1

Ne 6030096935 | 299mLogw0sbMmds | Tewe.°C [ap R
L. Bogdoo (2) 57% 172-174 -25,7(t=20°C) 0,4
(C:HsOH) (o)

2. Bogdoo (3) 75% 111-116 +8,8(t=20°C) 0,68
(CHCI3) (®)

3. Bogdoo (4) 77% 139-141 +72 (t=18°C) 0,71
(CHCI3) (3)

(5)=996&0:000mgLs60:096bMmeo; 1:4 (8)=9w996¢)0: 396%BM0:905bmero; 9:1
(3)= 90996 0: d96BM0:dgmsbmero 3:1

90093 50300gMHGOS 50boYMdS AJB0E 0dbs L3gdGHMMLIM30Mo FgmmEYdOl
L5395 gdom. 39HIM, 0.§. L3gdBHMMLZM300m.
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0530 3

Lobomgbomgdmeo 6030090Mgd9d0l Gglisdgrm domEmyom®o

SJBHomO@dOL B3ggd@ Mol Aglifsgers

B39b6L dogH LobmgboMgdmEo 603mm0gMHgd7d0L Fglsderm dOMEMYOWEOO 5dEH0IOHMDOL
139dBHEOL  dgbfogams  oBbMGE0gEs  3MI30GHIMMo  3OMaMsdol  PASS  Online-ol
©obdsMgdom[40-41-42]. PASS (Prediction of Activity Spectra for Substances) Online
36OHmabmbomgol 4000 Lobgmdol domEma0®  5J@03mdsL, o0 MOl  FoMmBd3MEMYOYE
9809JH9L,  d:gdggdol  d9deboBdgdl,  GePboznd @ sGAbBLYOZIE  9BIIHIOL,
MO0YOHNJIIIOL  FgBHodMmEmE  39MHII6FHJIMB s BHMBLIMOGHIMGOMb, 396900l
99b36MgL0sBY 393 gbsL s 5.0.

1533930 BogMMOlL Jglsderm BoMEWMYPOMEMO 5JEH03MmdOL Fobolfo®o 3OHMabmbolsmzols
boFomms dbmemn HBMLGo BLEGOMIGHMOMWO BMOHIMWOL 3nEDLs. 3OMYMTMEO 3OMYbMbO
9533690 - 250,000-Bg 39¢& d0MmEMmy0Mo@ odGHo® 503m0gMgdol (dso dmGol [odrgdol,
R9MT53MMPONMO© 9JBH0MO0 s GHMJLoIMEG bsgEgdIOL) LEHMIGHMOO—-00MIJEHOMBMIOL
9b50oDBL.  3MIMPEM6T  Bodogdols  g35dwg3l  FgMBgmo  ImEYwgddo  gobglsbwzHMm
B53b533w90g00L 3300 gd0m  godmf)3gmeo  dgbsderm  BOMEMPOMOMHO  5dGH03MOJI0 S

©535030b6mm 53 B58b65330gdwol F0ge godmf3gMero (33€0Wgdgd0 (HMAMOE 3Mb63MgEwWwo
d9Lode™ BOMEMYOMEOO 5dGH03MmOOL M3 ghs slig3g 59 5gE03MBOL SEIBIMMOOL 3OMEg6E0).

B396L  Tog® FgLfogowos  Lofigobo 230 Hsdobol  N-B-(3-5806mdgbbmol  dzo350
90009 IOH0)-D-g 0 30m30656mBosdobols  (2) ©s Lodmermm  3OHmd@olb N-f-N-
60GHOMBM-(3-5006mdgbbmols 50358 gooEglmgMo)-D—-ga3m306056mBowsdobols  (4)
d9L5dEM BOMEMYPOMEOO 5dEH03MdJOOL s  Fglsderm BHMJLO3MOO S 39NN JBIJBHJO0
(gbMowo 2-4).
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OH
|-| o o OH o
Yo ~ NQCOOCZHS Hﬂmﬂ@mows

3bMoo 2. N-B-(3-5306md76%mols 355356 9o0gglicng®ow)-D—4w<3030656mbogsdobols (2)
09U53¢M BOMEMAOMOO 5JEH03MdOL
b3gg@®o (Pa>Pi) Pa>Pi Pa>0,5
Pa Pi  domgmyov®o sd@ogzmds
0,897 0,005 Sugar-phosphatase inhibitor
0,868 0,009 Benzoate-CoA ligase inhibitor
0,824 0,003 Anthranilate-CoA ligase inhibitor
0,815 0,006 Glucan endo-1,6-beta-glucosidase inhibitor
0,769 0,003 Beta glucuronidase inhibitor
0,762 0,001 Beta-D-fucosidase inhibitor
0,747 0,012 Exoribonuclease Il inhibitor
0,726 0,005 Antiviral (Picornavirus)
0,686 0,008 Levanase inhibitor
0,684 0,007 Antiviral (Influenza)
0,672 0,004 Restenosis treatment
0,668 0,006 Fructan beta-fructosidase inhibitor
0,636 0,010 Lactase inhibitor
0,611 0,005 Cyclic AMP agonist
0,600 0,007 Licheninase inhibitor
0,595 0,009 Cyclomaltodextrinase inhibitor
0,571 0,006 Beta-mannosidase inhibitor
0,586 0,021 |Cholesterol antagonist
0,568 0,012 DNA synthesis inhibitor
0,573 10,017 Chitinase inhibitor
0,557 10,029 Immunostimulant
0,538 0,021 Peptide-N4-(N-acetyl-beta-glucosaminyl)asparagine amidase inhibitor
0,571 0,059 TP53 expression enhancer
0,550 0,040 Sphinganine kinase inhibitor
0,512 0,005 |L-iduronidase inhibitor
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0,514
0,548
0,501
0,516
0,515
0,580
0,536
0,503
0,513
0,467

Pa>Pi
Pa

0,919
0,919
0,886
0,873
0,840
0,817
0,811
0,801
0,803
0,785
0,774
0,763
0,708
0,697
0,690
0,678
0,680
0,668

0,008 Alpha-N-acetylglucosaminidase inhibitor
0,044 |Antiinflammatory

0,003 |Antineoplastic, alkylator

0,023 |Cytostatic

0,029 |Alcohol O-acetyltransferase inhibitor
0,095 Antieczematic

0,054 Anaphylatoxin receptor antagonist

0,025 Vasodilator, coronary
0,041 Vasodilator, peripheral
0,028 Antidiabetic

3gbMoo 3. N-B-N-60@GmBm-(3-5d06md6%Bmols 35356 gomoggliorg®ogr)-D—

Pa>0,5

Pi

0,001
0,004
0,002
0,008
0,005
0,004
0,004
0,003
0,009
0,001
0,004
0,002
0,006
0,005
0,004
0,004
0,008
0,008

3093Mm3060560mB0oers806ols (4) glisdenm domemyow®o

53&03mdob L3gd@®o (Pa>Pi)

30MmEMa0M0 54GH03Mds

Anthranilate phosphoribosyltransferase inhibitor
Sugar-phosphatase inhibitor
Antihemorrhagic

Benzoate-CoA ligase inhibitor
Exoribonuclease Il inhibitor

Cyclic AMP phosphodiesterase inhibitor
Levanase inhibitor

Antiviral (Influenza)

Immunostimulant

Beta-D-fucosidase inhibitor

Fructan beta-fructosidase inhibitor
Cyclic AMP agonist

Antidiabetic

Antimycobacterial

Antituberculosic

Beta-mannosidase inhibitor

Antiviral (Picornavirus)

Lactase inhibitor
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0,684
0,685
0,652
0,619
0,659
0,616
0,618
0,579
0,583
0,566
0,562
0,576
0,536
0,538
0,527
0,502
0,511

Pa (5¢850085 "09mb 39how60") 35698l 080l 5¢rds0mBsl, Gead Ggbpszerocro 60300096985

0,026
0,029
0,003
0,012
0,061
0,027
0,031
0,002
0,011
0,005
0,005
0,037
0,019
0,021
0,019
0,002
0,013

Glucose oxidase inhibitor
Antineoplastic
L-iduronidase inhibitor
Chitinase inhibitor
Antieczematic
Immunosuppressant
Oxidoreductase inhibitor
Beta-glucosidase inhibitor
DNA synthesis inhibitor
Antidiabetic symptomatic
Restenosis treatment
Antiinflammatory
Histamine release stimulant
Vasodilator, coronary
Apyrase inhibitor

Beta galactosidase inhibitor
Adenosine regulator

3009390036985 555029 b396300005 392¢3bL.

Pi (5¢m8500085 "09ml 56539H090") 355U698L 080l 5¢nB500285L, Gad dgbipszcromo
60300096985 0093290036985 565 SFHOIG 39600005 J397esUb.
50b0dbmads 6030009690935 (2,4) FgLloderm oM MPOMMO 5dE0IOMdIdOL L3gdG®do

39005306y, HMYMeE LogMomm 51939 2963539090 BOMEWMYOMMO 5dGH03mdgd0 Pa>0,5-0l
©@OML ( 3BOHOWOo 2-3.) S JOM0MSIE J9BLBZ9390)0 Tgboderm GHMJLO3MOO S J39MHDOMO

9899&900 Pa>0,7-0b @M@l (bGHowo 4.)
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3bMoo 4.

N-B-(3-5806md96%mob 355350 9000¢glimgMHo)-D—aemm3m306056mB0ogr530bob (2) s N-B-N-
Bo@MmMBM-(3-5306md96%mols 379358 goowrgliomg®o)-D—gwm3:m30656mbogsdobols (4)
360:0abmboMydmmo GHmJlogz®o s 339000 9xgddgdo Pa>Pi ; Pa>0,7

6030096090 2 6030096935 4
8390000/GMJso3MMo Pa Pi 3396©0m0/GMJlo3MMo Pa Pi
9893Hgd0 989JH90%0
Mutagenic 0,940 | 0,003 | Toxic, respiration 0,878 | 0,020
Mutagenic, Salmonella 0,919 | 0,003 | Hyperuricemia 0,841 | 0,004
Toxic, respiration 0,868 | 0,020 | Ototoxicity 0,706 | 0,013
Hyperuricemia 0,757 | 0,009 | Muscle weakness 0,704 | 0,021
Weight loss 0,739 | 0,018 | Hypercholesterolemic 0,667 | 0,034
Embryotoxic 0,736 | 0,019 | Cyanosis 0,651 | 0,025
Toxic 0,728 | 0,039 | Weakness 0,657 | 0,036
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530 4

9Ju3960096&Hwo bsfogmo

33039900 (630l LoOWYJO0 FoBMBOWOos MW sMOTgGHODY ZUZI.  »bgwxgbm3zsb
JO@B5BHMMoR0sL  35@9M900m  Lowro3oggerol 5/40930 BoMR0GIBY. 4sdmygbgdmer odbs
39dblbgarms 89dgao LoLEJIgdo: LobBHgds (5)  ©oMmJusbo:dgbbmeo (1:4), LoLEgds (d)
096BMmEo:gmobmero (9:1).

0.0. U39d®H®gdo Tdomgdmwos ,Varian 660-IR FT-IR® Ub3gdBHommdg@mby Jowowmdol
06 ™dodo.

99b396M0896&0b BoLsEMYOEs© 304)b)0E00 FbMEPME® SHESYIbOE A5TBLBYE9DUL.

N-B-(3-5806md796%Bmols 855358 googlomg®oem)-D—gww3m3060sbmBboesdobo (2).

63 D-3a3mbBol o 53  3-990bm 396Bmol  F5535L  googbBgdl 35053 gdom 4 A
OLEHO0MOME fgoel s 1 3w g4obmarmgob ddoMmzogsL. LoMgsdzom bs0g3l fywrol
505B565%Bg (80°C) 8dozo dmGg30L 306Mdgddo 353bgwgdom 1 fo—ol gobdsgzwmdsdo
Boangdols LOe obLbsAEY. HoMBmddbow ™M 896056 Lombgl 3585300 53 50%—056
990056mb, 3996M9300M S 353369 gdEOm 2 {for—ol 2s6ds3eMdsTo dEsbE0,9Mmy35MmM3560
ool Hoemdmgddbsdgog. LoGgodzom  BoMgal  3G™3900m  3530350Mdo  dmgwro  ©sdol
3968530mdsdo.  FoMdmgdboer  3M0LEHIWIOL  3BOWEHMIZOm, 3MY3bI3om  ywom s
900960m. 50% 99005600Esb 2500300LEHIWId0m Jorgde 0dbs 6,2y 3Om©wdEo (57%).
Teoe. 172-174°C. [a]o® =-25,7° (c 0.5, gorsbmero).

[@0@. Bmbo3gdgd0m: Tene. 178°. [a]p? = —24,7° (c 0.5, gosbmro)]

off b3gdEHeo (v, bB1) (EsbsGmo Nel)
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N-B-(3-5806mdg6Bmolsdgo3sls 9009lm9gM0E)-2,3,4,6-BHgBHcMo-0-53930w-D-30m3m306s-
BmBogsdobo (3).

Botrggl,  OmIgwoi  Fgogogs  1.5a6  (0,0046  dmero)  N-B-(3-58060096BDmoldzogzsl
0000gbMIOOW)-D-20)30030656mbBowsdobl (2) s 58w 30M0EObL, d1dozo dmMg30L
30609000 0°C-bg 359539 53¢ ddsMTz35L 9630M0O. Bogal 3Mgzom  40fom-ol
396353mdsd0 s 999ma IM35003Lgo Jo3035030 G0 STl gobdsgermdsdo. LsMgsdom
dobd  49930@Bgm 150 e yoberosh {igosendo, Loog 8999603m0 dmMg30L 30MHMdYdT0
39dmoygm bsgngdo. dogdmeo boengdo 49330wEHMm dmEHOL dsdmBY s 2930Mg3bgo 3030
3odmbowo {ywoo (306Hoobol bbol dmEowgdsdoy). Fomdmgdboo mgmMo ggeol
Bocngdo 35359090 353293-994L035@MMT0 BMLBMEO(V)-0L MmJLoEDY. 45FMLOZ3E0SBMD-1.736.
(75%). @mdobL ¢9939Ms@EnMs Tere=1110-116°C. Rf=0.47 (90096@&0:396m0:90msbmeno 9:1).
[a]p?= +8.8 ( JermOH™mxzm®d0).

off b3gdd®o (v, bO!) (EsBsGoO Ne2)

LobMYHBOMYdME0 BogHmol 0bxzMmsfomgwr 13gdEHEMTo dgodhbgzs 0bEHYBLOMHO Fmsbogdol
boeo 1744, 1744 59! MdB7dT0, M53 2o6300MdgdMwos (C=0) xamnol 35wgb@mMo
Mbg3z9000m; 851 - 1209 Ld! (C-O-C); 3374 1O (N—-H); 2950 b9 (CHz2); 1420 10! (oo
2980 LA (CHs); 1450 -1697 13! (C = Coema.); 771 — 908 b3 (C — Hsema).

N-1,2,3,4,6-396¢%5-0-539¢0-B-D-3ev)300306560mbs (5) 2,59 D-aa30m%obs Q5
b5 odmddMswo 1,2 g Bos@®omdol s3g@o@ol blbsdl 12,5 9w dds®zo35L 9630Mmodo
353599000 Yol 505H5bsBY 2bm-0l Q96353 MdT0. Lorgod30m Aol R9s3JMbs 100d¢»

4obaosb {goardo s 2 Lssmosbo dmMg30L 8989y boergdls 3830w EHMI30m, 3MY3bO3Om
3030 ywom. 95%-0560 9000l L30OEG0B 25s3M0LEIMYdOL F909y F00WGds MYNGO
13960L 6030009M9ds. 459MbO3w056Mds 409 (74.1%). Tare. 131-1329, [a]p'%+3.80 (c 0.5, CHCIs).

Toshiyki ., Takano., Fumiaki., Nakatsubo. Carbohydrate Research, 1990, 203,341-342.
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N-B-(3-5806mdg6bmolsdgogsls 900glimgMom)-2,3,4,6-39G®s-0-539GH0w-D-3303065-
BmBosdobo (3) (8gomeoo II).

1.959 (0.005 8mo0) 3963953930 ae3mbsl (5) 3s95¢gdom 1.653 (0,01 dmo) 3-
536md9g6BMOoL d5535L gm0 gLiE ML, 60 g gosbmerls s 0,5 A 4yobryarmgzsb dds®dzoz0L Bobggls
39009000 3m3Mm960Ds3058g FYywol 5dsBsbsbg s Labgogsgom bstr3L 3EHM39dOm

353035030 bogngdol §o®mdmddbsdg (2 ©wg). §omdmddbow bsgrgdl 3830 GHMI3Om ©d
36936530000 J09BME00 s JOYMHOm. J5FMLZ3E056MdS 2,24 (91%) . Teew=98°C.

N-B-N-60@®™mBbm-(3-5060md96%molidgs35L 9000eglomgmo)-2,3,4,6-G9¢Ms-0-539G0e-D-
3013m30056mBogrsdobo (4)

0,7y (0,00140m0) N-B-(3-5806md76%Bm0ldss35L gmowglomg®ow)-2,3,4,6-GgEHcMs-0-539@0w-
D-30913030656mbowsdobo  (3) go3blgbom 2,58  ©ogwrm®dgmsbdo,szs0s¢gm  0,10496
(0,00158m¢00) BsGH®owdol boGMmoGo ULsd 93odg WwMRs© s dMmdogo  ImGmg30L
30609000,0m0b0L  393396M0GHMEsDY,0939 9306y  MEMBGO0m  ©o35TsBgo 0,299
(0,00158m¢0) 3-GHmeme Byergmbowol 35535.360m390lL OM™ML odwm®dgmsbol bafowo
50O J5.65693L 39093000 F5b0EHME Lo0g39wsBY 12 90l 496353 Mmd5T0.d93580™390
Boangdol mMo  BMJ30s,0MmIgoE  393B0WEHMI dmEOol dsdODBY s gogtgabgm 3030
fy0m.800gd0@wo ggomgero ggoob boxrgjo 35398090 3530)098-9Jb035GMHT0 FMbLBMA(V)-0b
MdLoEDBY. 259MLO3E0sbMds: 0.569y. (77%)

@OMdol 3H9a39MeEms Tew=139°-141°C. Rf=0,71 (d96%mo0:3gmsbmeo 3:1). [a]p®= +72
(Jmd®mEm®Io).

0.5 bL3gdB o (v, A1) (EsbsGmno #3)

LobMYHOMYdMEO BogHmol 0bxzMmsfomgw 139dEHEMTo dgodRbg3s 06EHIBLOYIMO Bmsbagdol
oo 1711 - 1757 10! 9369080, M3 296306MdYdMwos (C=0) xymBoL 35egbEHMo
Mbgggdoom; 2841 LA (CH2), 1491, 2968 bLd!' (CHs), 1447 L' (N =0), 672 - 706, 1035 LI (>
N — N); 1309, 1365 ( dgLsdg«gero sd0bo); 1606 153!

(C = Csood); 924.5 — 1207 13! (C-O - C)
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©sb336s

1. D-gc09)3mbobs (1) s 3-5806mdg6bmol 95535L gomowols gmgemol 30bgblsgoom 50%—-0s6
99005680, 35@50BOGHMOOL-dToM51535L M9bsMmdOLOL B396L Boge  LobmgBoMmYdMw 0dbs N-
B-(3-58060096Bm0olidyog5L 9000 gLbmMYMHO)-D-203030M56mbowsdobo 9o0dE0
359053 0sbmdom (2).

2. 80090 bogeombg ddsMTgo35L  9630MOEOL  ImJdggdom  3oMoobol  ségdo 0°C
LobMgHBOMmYPM  0dbs  N-B-(3-5906mdgbBMOolidzxo35L  gmowgbmghow)-2,3,4,6-3gEMs-O-
53930 -D-gv3m30656mBowsdobo (3)

3. 60300096905 (3)-0b Lobmgbo gobbmdEogw©s g3y 396GHo-O-s39BH0w F3Mbol 3-
50060096Bmols 955358 g0l  gogHMb  3mbgblsgoom  gmowol  L3oMHEGHOL  sGgdo
3939w 0BoGHMOOL-dBoMT5o35L  056sMdOLLL. oMo gMo  Lobmgbo  sEILEIMHGOL,OMI
309930mDsdobol  539G0W0MmGOOLLL  Mgod300L  50bodbmE  30MHMBYdTo  FgMMso  sdobols
09odo0L 539GH0WOMGdS 56 J0AE0bIMYMBL.

4.5mm Loxr3gbm©HHg,LobmgHBoMmYdMWwO BogPonols 3) BoGOHmbodgdomn 3
GO RMmboETso35L Qo ©ogwm®dgmsbols 569do mobob
H9939653¥M5%9,000909 0dbs LodMEMM™ 3G @o: N-B-N-bo@mmbm(3—-
5906md9bBMmOolTso35L 9000gbmgOow)-2,3,4,6-3H9GM5—-0-539¢0w-D-
30993306056mbosdobo (4).

5. LObMYBOMGOIM BogMOMs 5390 gds IO 0dbs 33¢930L BoDBOIMG-Jodomemo
39000 900m: WOMdOL gd3gMod e, B3gEMOMO dMHB3s, A9SFOWJdOL 3mg30309630,
0bxMsfiomgeo b3gdEHMgodo.

6.30930939Oo  3OmyMsdol PASS Online-ob ©sbdo@gdom Lbobmgbo®gdme bsgbomoms

LEAHOMIGHIO—-00MJGHOMBMIOL Fgi3sligdom sdm3zwgme 04bs 30MgdMWo Aw03MmBOEIdOL
99L5dM BOMEMYOEO 5dEH03MmdOL S BMJLO3WMO/ 339HEOMO JBIJEIOOL BoBm™ B3gdGHeo.
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© Al

0,898
0,868
0,828
0,824
0,762
0,769
0,735
0,722
0,725
0,725
0,721
0,717
0,699
0,680
0,686
0,652
0,647
0,621
0,633
0,624
0,641
0,617
0,605
0,658
0,660
0,615
0,605
0,570

Tv

0,001
0,003
0,002
0,011
0,003
0,021
0,002
0,009
0,020
0,020
0,031
0,028
0,012
0,016
0,031
0,005
0,036
0,011
0,025
0,018
0,036
0,013
0,012
0,065
0,069
0,037
0,032
0,005

i .

Pa>Pi Pa>0,3 Pa>0,7

Anthranilate phosphoribosyltransferase inhibitor
Cyclic AMP phosphodiesterase inhibitor
Antihemorrhagic

Mannotetraose 2-alpha-N-acetylglucosaminyltransferase inhibitor

Beta glucuronidase inhibitor

Sugar-phosphatase inhibitor

Cyclic AMP agonist

Formaldehyde transketolase inhibitor
G-protein-coupled receptor kinase inhibitor
Beta-adrenergic receptor kinase inhibitor

Membrane permeability inhibitor

Benzoate-CoA ligase inhibitor

Glyceryl-ether monooxygenase inhibitor
Immunostimulant

Methylenetetrahydrofolate reductase (NADPH) inhibitor
4-Hydroxybenzoate nonaprenyltransferase inhibitor
Antineoplastic

Antiviral (Influenza)

Antiinflammatory

3-Hydroxybenzoate 6-monooxygenase inhibitor
5-0O-(4-coumaroyl)-D-quinate 3'-monooxygenase inhibitor
Spasmolytic

Antidiabetic

CDP-glycerol glycerophosphotransferase inhibitor
Testosterone 17beta-dehydrogenase (NADP+) inhibitor
Ribulose-phosphate 3-epimerase inhibitor
UDP-N-acetylglucosamine 4-epimerase inhibitor
Antidiabetic symptomatic
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0,580
0,634
0,567
0,604
0,573
0,544
0,573
0,560
0,558
0,533
0,538
0,600
0,539
0,551
0,552
0,509
0,515
0,516
0,529
0,532
0,565
0,488
0,490
0,495
0,514
0,495
0,495
0,493
0,499
0,523
0,493
0,508
0,515
0,489
0,487
0,489

0,016
0,071
0,007
0,044
0,017
0,003
0,032
0,025
0,028
0,004
0,009
0,073
0,013
0,025
0,040
0,003
0,017
0,023
0,038
0,041
0,084
0,011
0,013
0,021
0,040
0,024
0,024
0,024
0,031
0,056
0,028
0,044
0,051
0,029
0,029
0,033

Alcohol O-acetyltransferase inhibitor
Antieczematic
Ophthalmic drug
Alkenylglycerophosphocholine hydrolase inhibitor
Malate dehydrogenase (acceptor) inhibitor
Cyclic AMP modulator
Exoribonuclease Il inhibitor
Linoleate diol synthase inhibitor
Ecdysone 20-monooxygenase inhibitor
Endo-1,4-beta-xylanase inhibitor
CDP-diacylglycerol-serine O-phosphatidyltransferase inhibitor
Fibrinolytic
Cyclomaltodextrinase inhibitor
N-acetylneuraminate 7-O(or 9-O)-acetyltransferase inhibitor
2-Dehydropantoate 2-reductase inhibitor
Xylan 1,4-beta-xylosidase inhibitor
Antimycobacterial
Vasodilator, coronary
Membrane integrity antagonist
Lipoprotein lipase inhibitor
CYP2H substrate
Mannosyl-glycoprotein endo-beta-N-acetylglucosaminidase inhibitor
Antituberculosic
Phosphatidate phosphatase inhibitor
Trans-acenaphthene-1,2-diol dehydrogenase inhibitor
Transcription factor NF kappa B stimulant
Transcription factor stimulant
Bilirubin oxidase inhibitor
Centromere associated protein inhibitor
Glutamate-5-semialdehyde dehydrogenase inhibitor
Chitinase inhibitor
1,4-Lactonase inhibitor
Glucan endo-1,3-beta-D-glucosidase inhibitor
tRNA-pseudouridine synthase I inhibitor
Antiviral (Rhinovirus)
Mucinaminylserine mucinaminidase inhibitor

a7



0,470
0,473
0,454
0,499
0,469
0,492
0,471
0,510
0,447
0,485
0,519
0,462
0,465
0,426
0,476
0,457
0,445
0,438
0,526
0,461
0,456
0,440
0,430
0,410
0,400
0,437
0,408
0,412
0,417
0,412
0,431
0,438
0,388
0,382
0,388
0,432

0,017
0,023
0,006
0,051
0,023
0,050
0,030
0,070
0,010
0,057
0,095
0,040
0,043
0,007
0,058
0,042
0,031
0,026
0,116
0,053
0,049
0,035
0,026
0,013
0,005
0,046
0,019
0,024
0,031
0,031
0,053
0,060
0,010
0,005
0,012
0,058

Anthranilate-CoA ligase inhibitor
Levanase inhibitor
Antiglaucomic
Lysine 2,3-aminomutase inhibitor
Prolyl aminopeptidase inhibitor
Arginine 2-monooxygenase inhibitor
Thymidylate 5'-phosphatase inhibitor
Oxidoreductase inhibitor
Protein synthesis inhibitor
Antiviral (Picornavirus)
CYP2J2 substrate
ADP-thymidine kinase inhibitor
Aspartyltransferase inhibitor
Antineoplastic (small cell lung cancer)
Glucan endo-1,6-beta-glucosidase inhibitor
Alkenylglycerophosphoethanolamine hydrolase inhibitor
Dolichyl-diphosphooligosaccharide-protein glycotransferase inhibitor
H+-exporting ATPase inhibitor
CYP2J substrate
Sphinganine kinase inhibitor
Cholesterol antagonist
Choline-phosphate cytidylyltransferase inhibitor
Fructan beta-fructosidase inhibitor
Hyaluronic acid agonist
Beta-D-fucosidase inhibitor
Lactase inhibitor
4-Chlorobenzoyl-CoA dehalogenase inhibitor
4-Nitrophenylphosphatase inhibitor
Lipid peroxidase inhibitor
Mannose isomerase inhibitor
Apyrase inhibitor
Glucose oxidase inhibitor
Sterol 3-beta-glucosyltransferase inhibitor
Beta-glucosidase inhibitor
Alkylator
Immunosuppressant
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0,786
0,733
0,713
0,710
0,665
0,633
0,612
0,585
0,587
0,601
0,579
0,541
0,553
0,520
0,515
0,502
0,501
0,546
0,513
0,565
0,504
0,484
0,469
0,460
0,453
0,469

~

0,016
0,004
0,031
0,029
0,016
0,038
0,021
0,008
0,014
0,031
0,016
0,005
0,031
0,005
0,012
0,003
0,003
0,057
0,028
0,095
0,047
0,028
0,014
0,018
0,013
0,030

Pa>Pi * Pa>03 © Pa>07

Mannotetraose 2-alpha-N-acetylglucosaminyltransferase inhibitor

Beta glucuronidase inhibitor

Sugar-phosphatase inhibitor

Benzoate-CoA ligase inhibitor

Glyceryl-ether monooxygenase inhibitor
5-O-(4-coumaroyl)-D-quinate 3'-monooxygenase inhibitor
Formaldehyde transketolase inhibitor

Cyclic AMP agonist

Cyclic AMP phosphodiesterase inhibitor
Antiinflammatory

Alcohol O-acetyltransferase inhibitor

Restenosis treatment

Antiviral (Picornavirus)

Endo-1,4-beta-xylanase inhibitor
CDP-diacylglycerol-serine O-phosphatidyltransferase inhibitor
Xylan 1,4-beta-xylosidase inhibitor

Anthranilate phosphoribosyltransferase inhibitor
Ribulose-phosphate 3-epimerase inhibitor

CYP2F1 substrate

CDP-glycerol glycerophosphotransferase inhibitor
Lipoprotein lipase inhibitor

Vasodilator, coronary

4-Hydroxybenzoate nonaprenyltransferase inhibitor
Anthranilate-CoA ligase inhibitor

©BsOoo #5

Mannosyl-glycoprotein endo-beta-N-acetylglucosaminidase inhibitor

Transcription factor stimulant
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0,469 10,030 [Transcription factor NF kappa B stimulant
0,496 0,058 UDP-N-acetylglucosamine 4-epimerase inhibitor
0,484 10,050 [Trans-acenaphthene-1,2-diol dehydrogenase inhibitor
0,459 10,032 Bilirubin oxidase inhibitor
0,479 10,053 |G-protein-coupled receptor kinase inhibitor
0,479 10,053 Beta-adrenergic receptor kinase inhibitor
0,489 10,064 |Alkenylglycerophosphocholine hydrolase inhibitor
0,464 10,039 Malate dehydrogenase (acceptor) inhibitor
0,529 0,105 CYP2H substrate
0,456 10,032 |Cytostatic
0,484 10,063 |Glucan endo-1,3-beta-D-glucosidase inhibitor
0,537 0,117 Antieczematic
0,457 10,044 Antiviral (Rhinovirus)
0,457 10,053 [Ecdysone 20-monooxygenase inhibitor
0,411 0,007 Antineoplastic (small cell lung cancer)
0,460 /0,062 |Glucan endo-1,6-beta-glucosidase inhibitor
0,438 10,045 |N-acetylneuraminate 7-O(or 9-O)-acetyltransferase inhibitor
0,422 0,040 Chitinase inhibitor
0,422 10,045 Thymidylate 5'-phosphatase inhibitor
0,422 10,046 Mucinaminylserine mucinaminidase inhibitor
0,424 10,049 Immunostimulant
0,394 10,031 Phosphatidate phosphatase inhibitor
0,496 10,134 Testosterone 17beta-dehydrogenase (NADP+) inhibitor
0,392 0,032 Cyclomaltodextrinase inhibitor
0,424 10,065 Aspartyltransferase inhibitor
0,364 0,006 Beta-D-fucosidase inhibitor
0,447 10,094 Protein-disulfide reductase (glutathione) inhibitor
0,398 0,046 tRNA-pseudouridine synthase I inhibitor
0,395 10,045 Dolichyl-diphosphooligosaccharide-protein glycotransferase inhibitor
0,362 0,014 |Alkylator
0,497 10,150 Membrane permeability inhibitor
0,429 10,083 |Glutamate-5-semialdehyde dehydrogenase inhibitor
0,366 0,025 |4-Chlorobenzoyl-CoA dehalogenase inhibitor
0,375 10,034 |Prolyl aminopeptidase inhibitor
0,415 0,075 Antianginal
0,400 0,066 Exoribonuclease Il inhibitor
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