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XUMUA

YIK 547.56.77.458

CUHTE3
1,2;3,4-I1- O-N30MIPOINJINAEH-6- O-[4-(1 H-A30JI-1-
NJIMETWJT) ®EHNJI]-3-D-TAJJAKTOIIMPAHO3BI 1
1,2,3,4-TETPA-O-AITETIJI-6- O-[4-(1 H-A30JI-1-NJIMETIJI)
®EHNJI|-3-D-TJIIOKOIIUPAHO3BI
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OcyIecTBjIeH CHUHTE3 IIPOU3BOJAHBIX D-rajlakro3bl U D-IUIoKO3bl, 3aMeIeHHbIX
[0 TIEPBUYHON TUIPOKCUJILHOM TPYyIIie, KOTOPhlE B KAYECTBE ArJTUKOHA COIEPXKAT
asommmerwiidennnbabie  dbparmentsl (s ummpasona, 1,2,4.-rpuasona, Genswu-
Muzasona u GeHzorpuasosa). sl 3aIIUThl BTOPUYHBIX TI'MIPOKCHIIOB MOHOCAXA-
PUJIOB KCIOJIB30BAIU AIlETUJIbHBIE W U3OMPONUINIEHOBbBIE TPYIIITHL.

Knrouesbie cjoBa: D-ranakrosa, D-rmoko3a, MTPOU3BOIHBIE,
1-[ankun(apun)cynbdonni|-1 H-a3oibl,  umugazos, 1,2,4-rpuazos,  GeH3UMUIA30I,
06eH30TPUA30IT.

BBenenue

MHOrne mpou3BOHBIE YIJIEBOJAOB O0JIAJAI0T IPKO BBIPAKEHHONH GHOJIOrMYeCKOi aK-
THBHOCTHIO W TIPUMEHSIOTCA B KAYECTBE JIEKAPCTBEHHBIX CPEJCTB NPH PAa3IUIHBIX 3a-
oboseBanmsx. s jevennss m mpoduimakTuku aunabera, peBMATH3Ma W JAPYTAX BOCIA-
JIATEILHBIX 3a00JI€BAHNN, & TaKyKe OIYyXOJIEBBIX 3a00JI€BAHUI MCIONB3YIOT Caxapa, I0o-
JIydaeMble M3 BOJOPOC/el, comepxamux 3,6 anruaporaiakronupanody (1), ee anabme-
ruy, (II), ruppatryio, 2- O-merwinposanuyio u 2- O-cynbdarupoBanuyo Gopmsl [1].
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NsyyeHa mpoTUBOOIyXOJ€Bas akKTUBHOCTH 6-S5-R-1,2;3,4-1u- O-uzonponuiuieH-q-D-
raJlaKTOIMPAaHO3bl, cojepxKamux 1,2,4-tpuason u rerpason (11, IV) [2]:
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OH oy C.H,,
O OR HN  C,H;;s
A, Cistlay CyHy
HOOC Ol Y
v A OH B

C sipyroit cTOpOHBI, TPOU3BOAHBIE [N-OEH3UIA30JI0B TaKxkKe 00Ia/[Al0T PA3IUIHBIMA
BHUJIAME OMOJIOTMYECKON AKTUBHOCTH, B TOM YHCJIE€ AHTUTUIIEPTEH3UBHON U aHTUIPUO-
koBoii [4]. B mociennue rofpl aKTUBHO paspabaTbIBAIOTCS HOBBIE THUIIBI GUOJIOTUIECKU
AKTUBHBIX BEIIEeCTB Ha OCHOBe 1-GensmimmMuiazosa. B paborax [5, 6] usydanacs akTus-
HOCTh P €ro mpom3BOAHBIX. [lokazamo, urto coemmuenne VI addexkTuBHO HHrHOUPY-
10T J1oaMuH-3-rUIPOKCIIIa3y — KJIIOUEBOI MeIbCojieprKalimii hepMEHT KaTeXOJAMIHO-
BOI'O IWKJIA, KATAJIU3UPYIONHI OKuciaeHne godamuna B Hopanuunedpun. [Ipoumssogaoe
umuazona VII siBiisiercst MOIIHBIM AHTATOHMCTOM TIOpMOHa aHrumorensmHa 11 [7].
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OcraTok MoHOCAaxXapua 00JIErdaeT TPAHCIIOPT MHOIMX (PEHUJICOIEPIKAIUX COETUHE-
HUI B OpraHU3M. DTO IIOJITBEPKIAIOT MUCCIIEIOBAHUS 10 U3YUEHUIO TeMOJINTHIECKON aK-
TUBHOCTH (DEHUITJINKO3HUIOB, KOTOPbIE B OTJINYUE OT (PEHOJIOB SIBJSIOTCH Oojiee O610JIo-
IUYEeCKH aKTUBHBIMU. Hajimaume B CTPYKType MOHOCAXapHUJA OCTATKA TeTEPOIUKJIA MO-
JKET CII0COOCTBOBATH OrpaHUYeHunio GOKOBOH Tekydectu docdonunuion (BosaeicTsue,
0/100HOE XOJIECTEPOJLY ), YTO HMPHUBOJUT K YBEJNUIEHHUIO yCTONUUBOCTH MEMODaHbI K Me-
XaHMYIECKOMY TeMoJu3y [8].
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TTockosibKy B Jimreparype onucad Jinib cuHTe3 (O-DeHMITIMKO3UI0B, COIMEPIKAITUX
B KauecTBe aryInKOHa a30JuIMeTuIheHIIbHbI (hparmenT [9] u nmpakTudeckn He BCTpe-
JaroTCa COOTBETCTBYIOIINE MOHOCAXapHUIBI, 3aMeIeHHbIe 0 MOJIOXKEHHIO 6, mcciie1oBa-
HUsl B JTAHHOM HAIIPABJIEHUU OBLIM IPOJIOJI2KEHBI.

9KCHepI/IMeHTaJIbHaH 9aCTb

VYuapuBanue BceX pacTBOPOB IPOBOAWJIN B BaKyyMe IIpH TeMIEpPAType He BbI-
me 40 °C. XpomarorpadudecKy IOABUXKHOCTb OIPEIEISIn B CHCTEME: XJIOPO-
dopm : meranon (1:1). HerexrupoBanue YD-noromanomux 30H Ha JIACTUHAX [IPOBO-
JUIN Ha YABTPaxXeMUCKore ¢ pTyTHoit jammoii. Hemorsomaromme B Y@ wacTu criekTpa
30HBI IIPOSIBJISIM B MOMHON Kamepe. JleTeKTupoBaHUe IMPOU3BOJIHBIX CaxapoB IPOBOJIM-
JIN HarpeBaHWEM ILIACTUH Ha 3JeKTpudeckoil mauTke. VK-crekTphl MOTydYeHHBIX CO-
enuueHuii canmaju Ha crekrpodoromerpe Perkin Elmer Spectrum 100, B Tabserkax
u3 KBr. Temneparypy nnasienus onpenesnsmm zHa npubope IITII 3aBoma "Xumitabop-
upubop”. IleseBbie coesuHenus ObLIN CUHTE3UPOBAHBI 0 cxemam 1-3:
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Cunres 1,2; 3,4-au- O-uzonponunnunne-a-D-rasakronupanossr (X). Hasec-
Ky 9 r (0,05 Mosb) TOHKO M3MesbueHHOM Ge3poguoi D-ramakrossr, 20 v (0,125 moub)
6e3BogHOrO cyiabdara meau, 200 My abCOJIFOTHOrO aneroHa W 1 MJI KOHIEHTPUPOBAH-
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HOIl CepHON KHCJIOTHI IIOMECTUJIN B KPYTJIONOHHYIO KO0y Ha 500 MJI U MeXaHMYeCKU
BerpsixuBau 24 4. 3arem cyiabdaT Mean oThUILTPOBAIN, IIPOMBLIA AIETOHOM U arle-
TOHOBBIE BBITSIKKU HefirpanuzoBamu BerpaxusanueM ¢ 40 r (0,127 moub) usMesbaeH-
HBIM THJIPATHPOBAHHBIM rujapokcuaoMm Oapus. Cynbhar Meanm m rugpoxcuj, 6apus OT-
GbUIBTPOBAIM, TPOMBIIN CyXHM alleTOHOM U (UIBTPAT yHAPWINA CHAYAJIA I[IPA ATMO-
cdepHOM J1aBIeHnN, a 3aTeM B BakKyyMme BojocTpyitnoro Hacoca mpu 50 °C. Iomyawum
1,2;3,4-m- O-n3onpormes-a-D-ranakromupanosy (I) B BuIe I'ycTOro CBETIIO-YKEITO-
ro cupona, oxsopossoro no TCX. Beixox 9,75 r (75 %) [10]: 7. xkum. 135-136 °C npu
0,2 MM pT. CT.

Cunres 1,2;3,4- qu- O-u3onponuianieH-6- O-to3uia-a-D-rajak TonnpaHo3bl
(XI). K 3 r (0,0115 mosms) 1,2;3,4-nu- O-uzonponmiuies-a-D-ramakronupanossr (X)
IpuOABUIN TIPW TIE€PEMEIMBAHUU 5,5 MJ OE3BOJHOrO areToHa u 3,5 MJI OE3BOJIHOTO
nupuguHa. llepemernuBanue TPOJOKAIA 10 pacTBOpeHus arerass. llosydeHHbit
pPacTBOP OXJIAJIMJIA W TIPU TIEPEMEINBAHUN TPUOABUIN MOPIUSAMHU B TedeHWe 1 9 mpu
45 °C 2,20 r (0,0115 mousb) n-rosyoscyibdoxiopuga. CMech OCTABUIM HA HOYbL IIPU
KOMHATHON TeMIteparype, 3aTeM OXJAIWIN JbIoM ¢ cojbio 0 0 °C u npubaBuim
noprimamu 3,5 ma Boxabl mo 0,33, 0,33, 0,33, 0,67 u 1,67 MJI COOTBETCTBEHHO, IIpU
[IEPEMEITMBAHUN U OXJIAXKJIEHUU C MHTEpBajJaMd D MWUH Tak, 4TOObI TeMIIEpaTrypa He
npesbimasia 5 °C. Ilonydennsiit pacrBop Bbutmiim B 250 My xosiomHOi Bombl. llpwm
9TOM OTHEJIWJICS CHPOI, KOTODBI [PUA MEPEMEIMBAHUNA BCKOPE 3aKPHUCTAIIN30BAJICH.
OcaJiok  oTUIHTPOBAJH, TPOMBLIN BOJON JI0 y/AajeHdusl TUPUINHA U BBICYIIMIA B
BaKyyM-9KCUKATOpE JI0 MOCTOSHHOro Beca. Bbixon 3,48 r (73 %) [11].

Cunres 1,2;3,4-nu- O-uzonpormnunes-6- O-[4- (1 H-umugazon-1-uamern)-
denni]-a-D- ranakronupanossr (XIIa). B miockomoHHYI0 KO0y €MKOCTBIO
50 mur momectmim 0,5 r (0,0029 monb) 4-(1H-mmugazos-1-umverni)denona (IXa)
u 0,115 r (0,0029 mousb) cycnenmsun NaH B napadune, nobasuimu 30 mu JIMDA
U TIepEMEINBaJIM Ha MArCHUTHOII MeIlajiKe B TedeHHe 15 MHH J0 IIpeKpallieHust
Boigesiennsi Ho. K mosyuennomy pacrsopy upubasmim 1,2 r (0,0029 mMousib) TOHKO
usmMesibaennoilt  1,2;3,4-nmu- O-uszonponuauaen-6- O-rosui-a-D-ranakronupanossr  (XI).
ITocne sToro peaknmonuyo cmech nepememmBaiu B Tedenune 6 4 mpu 100 °C. Ilocse
OXJIAXKJIEHNsT KOJIOBI JI0 KOMHATHOH TeMIepaTypbl OOPA30BABIIHUIICS IIPU ITOM OCAIOK
ordmwibTpoBasn. BblesieHne 11e1eBOro IPOAYyKTa U3 PEAKIIMOHHOW CMECH OCYIIECTB-
asmun MetogoMm TCX B Toit Ke cucreme, KOTOPYIO MCHOJIB30BAH JJIsi KOHTPOJIST HAT
xo7ioM peaknuu. Beixox 0,55 r (46,6 %).

Cunre3 1,2;3,4-rerpa- O-anermi-6- O-ro3ui-S-D-rurokonupaunossr  (XIIT).
OxutaxkieHublit pactBop, cogepxkammit 5 v (0,028 mosb) D-ruokozsr B 30 mur abeo-
JIOTHOrO nupujuHa, cMemmsagu ¢ 5,33 1 (0,028 mosb) n-TosyoscynbdoxIopuia u
BBIJIEPXKUBAJIM B TeYeHHE CYTOK IPH KOMHATHON TeMmIieparype. 3aTeM TpUOABUIIH
15 Mi1 yKcycHOro aurmapuja u depe3d 12 9 oTduiabTpoBajd OT BBIIABIIETO OCAJIKA.
QuipTpar mpu nepeMemuBanun BbuM B 300 M sengHoit Bompl. llomydenmbrit
ocaZoK OT(UWIBTPOBAINA W BBICYIIMIN Ha BO3ayxe. llepekpucrajim3aiiuio TpoIyKTa
OPOBEIW W3 STHJIOBOIO CHHpTa, cogepxkamero 1 % merposeitnoro sdwupa, m mo-
ayqanian  Gesioe  MeJIKOKPHCTAJInIeckoe BemecTBo. Boixom 10,85 r (78 %); T L
192-194 °C [12].

Cunres 1,2,3,4-rerpa- O-auerui-6- O-[4-(1 H-umuaazon-1-unnmerwni) denusi]-
B-D-rimokonmpanosbr (XIVa). B miockomonnyio kosi0y eMKocTbio 50 Ml HOMe-
crmmr 0,5 1 (0,0029 mous) 4-(1H-mmmpaszon-1-nnmerni)denona (IXa) m 0,115 r
(0,0029 moub) cycrensun NaH B napadwune, nobasmin 30 mu JIM®PA u nepememniu-
BaJIM HAa MATCHUTHON MeINaJike B TedeHwe 15 MWH 0 INpekpalneHusi BbigesieHus Ho.
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K mnosyuennomy pacrsopy upubasuiu 1,455 r (0,0029 MOJIB) TOHKO HM3MEJBUEHHON
1,2,3,4-rerpa- O-anerus-6- O-trozui-3-D-rmokonupanosst (XIIT). Tlocse sToro peakimos-
HyI0 cMmech nepemernuBaiun B TedeHune 8 4 mpu 100 °C. Ob6pazoBaBmiuiicss mpu 3TOM
0caJoK OTGUIHTPOBAJN IIOCJE OXJIAXKICHUS KOJObI 0 KOMHATHOW TeMmieparypbl. Bbi-
JIeJICHHE TIeJIEBOrO MPOJIyKTa U3 PEeakIMOHHON cMmecn ocyriectsisiin Metogom TCX B
TOI Ke CHCTeMe, KOTOPYIO HCIIOJIb30BAJIA JIJIsi KOHTPOJIS HAaJ XOJOM peakimn. Boixon
0,68 v (47,7 %).

KonTponb Hag XooM peakiuil u OIEHKY WHIWBUIYAJIbHOCTH WX IMPOILYKTOB OCY-
mectBisiin MerogoM TCX. OcHOBHBbIE XapaKTEPUCTUKU ITPOMEXKYTOTHBIX U KOHETHBIX
coenmuennti npuBesensl B Tab. 1. lannsre MK-cnekrpockonnu npusesenst B Tabir. 2.

Tabmmma 1
OcHOBHBbIE XapaKTepPUCTUKU IIPOMEXKYTOYHBLIX M KOHEYHBIX COeIMHEeHUil
Ry
Coemuuenne | Boixom, % | T. wi., °C | CHCl3:CH30OH (1:1)

IXa 85 210-211 0,43
IXb 80 145-146 0,52
IXc 83 237-238 0,45
IXd 80 170-171 0,57

XI 73 93-95 0,82
XITa 16,6 175176 0,61
XIIb 47,3 153-154 0,65
XlIlc 47,5 187-188 0,70
XIId 46,8 165-166 0,72
XIIT 78 192-194 0,80
XIVa 47,7 198-199 0,57
XIVb 47,8 177-178 0,60
XIVe 48,3 205-206 0,61
XIVd 48,5 182-183 0,65

PesynbTaThbl m mx obcyxkjieHue

Cornacuno cxeme 1, 4-(1H-az0u-1-namMerns)beHOIBI CHHTE3UPOBAHBI CIIABICHUEM
4-ruApOKCUOEH30I0BOTO CHUPTa C COOTBETCTBYIOIIAMHU T'€TE€POIUKINIECKUMHI COE/IUHE-
HUSIMA 110 METOJIMKe, OIMCaHHOI B [9].

B peakiun B3anMOJEHCTBUS TO3WIATOB C METHJIA30/MI(EHOIAMI B Ka9eCTBE OCHO-
BaHUs UCHOJIb30BAJM TUAPUJL HATPHs, Tak Kak 4-(1H-azou-1-mimerns) dbeHonsT aHUOH
sIBJIsieTCst 6ojiee CHJIBHBIM HYKJIEO(MUIOM 10 cpaBHEHHUIO ¢ (eHomoM. MexaHusm peax-
IIUU TPEJICTaBIIAET cODON OMMOJIEKYIsSIpHOE HyKJeoduiIbHoe 3amernenune. Ha ocHoBamum
9TOr0 JJIs YBEJUYEHUs] CKOPOCTH PEAKIUU B KAYECTBE PACTBOPUTEJIs ObLIT BHIOpaH Ou-
OJIAPHBIH anpoToHHbt N, N-mumerniihopMamMu.

3akJro4yeHue

Bzaumoggeiicrsue yruieBonos ¢ 4-(1H-azos-1-unmerni)denonamMu pecTaBisierT UH-
Tepec He TOJIBKO JjIsi OPTaHWYEeCKOl XWUMUHU, HO U JJIsi MEJUIMHBI, TIOCKOJBbKY YIJIEBOJI-
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Tabmuma 2
Hanabie K-cneKTpockonuu OJjisi IPOMEXKYTOYHBIX M KOHEYHBIX
COeIMHEHUH Ha IIpUMeEpe MPOU3BOAHBIX MMUIA30JIa

Coenunenne v, cM !
-OH Cops—H ar C-H ar SOy | C=0] C—-0-C
c-C/
C=N
IXa 3300-3250 | 2995-2943 | 3100-3030| 1610, | - - -
1525
X - 2990-2935 | 3100-3050 | 1595, | 1360| - 1070 (as)
1387,1368 1490 | (as) 1030 (s)
1175
(s)
Xla - 29872930 | 3100-3010 | 1625, | — - 1270 (as)
1390, 1370 1520 1065 (s
XII - 2997-2925 | 3080-3010 | 1590, | 1365 | 1745| 1100 (as)
1495 | (as) 900 (s)
1180
(s)
XIITa - 2998-2920 | 3100-3020 | 1620, | — | 1740| 1270 (as)
1510 1065 (s)

HBIIl (pparMeHT B JIEKAPCTBEHHBIX IIPelapaTax BBINOJHSIET TPAHCIOPTHYI (DYHKIIUIO,
TO €CTh 0DECIIeINBAET JIOCTABKY K MECTY JEHCTBUs B KJIETKE arJIMKOHA, KOTOPBIN U BbI-

3piBaeT apmakosorndecknit adpdext. Ilo 3Toit mpudnie cUHTE3UPOBAHHBIE TTPOU3BOJI-

HbI€ MOHOCaXapuJI0B IIEPCIIEKTUBHBI B IIJIaHE U3YYICHUA UX OMOJIOrNYECKO aKTHUBHOCTH.
HO.Hy‘{eHHI)Ie 9KCIIEpUMEHTAJIbHbIC U CTPYKTYPHbBIE JaHHbIE MOI'YT OBITh HCIOJIb30BAHLI
JJIs CUHTE3a Paa aHaJIOT'MIHBIX COQ,HHHQHHﬁ.
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SYNTHESIS OF 1,2;3,4-DI-O0-ISOPROPYLIDENE-6-
0-[4-(1H-AZOL-1-YLMETHYL) PHENYL]-
3-D-GALACTOPYRANOSE AND
1,2,3,4-TETRA-O-ACETYL-6- O-[4-(1H-AZOL-1-
YLMETHYL)PHENYL]-3-D-GLUCOPYRANOSE

© 2011  Z.P. Belousova, P.P. Purygin, A.P. Tyurin?

Derivatives of D-galactose and D-glucose substituted for the primary hydrox-
yl group, which contain an aglycone azolylmethylphenyl fragments (for imida-
zole, 1,2 4-triazole, benzimidazole and benzotriazole) has been synthesized. To
protect the secondary hydroxyl groups of monosaccharides acetyl and isopropy-
lidene groups were used.

Key words: D-galactose, D-glucose, derivatives, 1-[alkyl(aryl)sulfonyl|-1H-azoles,

imidazole, 1,2,4-triazole, benzimidazole, benzotriazole.
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