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C ucmonp30BaHUEeM KIIMK-PEAKIINN ITPOTIAPTHIN3AaTHHOB C HEKOTOPBIMHU a3HM10-CaXapaMH OCYIIECTBICH CHHTE3
HOBBIX IPOM3BOJIHBIX M3aTHHA, B KOTOPBIX YIIICBOAHBIM OCTaTOK CBSI3aH C 2,3-AMOKCHHIOIBHON mIaThopMoi
yepe3 1,2,3-Tpra3zonpHeIi IUKI. Ha MX 0CHOBE MOMTyUeH psA] BOZOPACTBOPUMBIX AlMIITHAPA30HOB C PA3THIHBIM
CTPOCHHEM KaTHOHHOTO IeHTpa. I[loka3aHo, 4TO MOITyYEeHHBIE COCTUHEHUS HE TPOSBIISIIOT TeMOTOKCHYECKOTO
JecTBUA B 00IaIaf0T BRIPAKEHHOHN aHTHATPEralliOHHON M aHTHUKOATyTITHTHON aKTHBHOCTHIO HA YPOBHE Ipe-
MapaToB CPAaBHEHMS — A[CTUIICATUIIMIOBON KHCIOTHI M TEHTOKCH(DUIITHHA.
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OnHoll W3 cambIX MOIMYJSPHBIX COBPEMEHHBIX
cTpareruii pa3pabOTKH HOBBIX JIGKAPCTBEHHBIX IIpe-
MaparoB SBJSETCS OOBbEIMHEHHE B OJHON MOJIEKyJie
HECKONMbKUX (hapmMakoQopHBIX (parmeHToB [1-4].
Hanmume Tpex BBICOKOPEAKIIMOHHOCIIOCOOHBIX II€H-
TPOB — JJAKTAMHOTO aToMa a30Ta, KeTOHHOH TPYIIIHI U
TTOJIOKCHUS 5 TeTEPOIINKIIA — NTeJIaeT U3aTHH YI00HOM
mIaTGOopMON I TaKOW MOJCKYIIPHOW MOAHM(pUKa-
LIMH C TENBIO MOMYYEHHs HA €T0 OCHOBE HOBBIX THITOB
CTPYKTYp, OONamaloImux pa3IndHol (Hu3uoIornde-
CKOW akTHBHOCTBIO [5—11]. B cooTBeTcTBHHM C 3TOM
KOHIICTIIINEH, B TIOCIIEHNE TOMBI CTAJI0 Pa3BHBATHCS
HamnpaBJeHHEe IMOMCKa OWOAKTHBHBIX COEAMHEHUH, B
KOTOPBIX CBS3YIOIIMM 3BEHOM H3aTHHA C (apMako-
(hopubIM PpparmenTom sBisercs 1,2,3-tpuazon. [loka-
3aHO, YTO MHOTHE COCIMHEHHSI STOTO THIIA TIPOSIBIIS-
0T pa3IMYHbIC BUBI aKTUBHOCTH: MTPOTHBOPAKOBYIO,
aHTUTYOEPKYIIe3HYI0, aHTUMUKPOOHYIO, aHTHIHA0e-
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Trdeckyio u np. [12—17]. C npyroii cTOpOHBI TaKxke
M3BECTHO, YTO TIIOJIXOJl, OCHOBAHHBIN Ha BBEICHUHU
VIJIEBOAHOIO OCTaTKa B IICJIEBYIO MOJCKYIY, SIBISCT-
Cs OTHAM W3 TEPCIEKTUBHBIX MyTEH HAIIPABICHHOTO
cruHTe3a OMOaKTHBHBIX BemecTB [18-26]. K HacTos-
eMy BPEMEHU UMeeTCsl HeOOJIbIIIOe YHCII0 padoT 1Mo
CHHTE3Y U WCCIICIOBAHUIO OMOIOTUYECKON aKTHBHO-
CTH TIPOM3BO/IHBIX M3aTHHA, COJAEPKAIINX MOHOCAXA-
PUIHBIA OCTAaTOK KaK MPU SHAOLUUKINYECKOM aTOME
a30Ta, Tak ¥ Ha nepudepun 3amectureis (cxema 1)
[27-34].

OCHOBBIBasiCh Ha TOJyYEHHBIX paHee JaHHBIX IO
OCOOCHHOCTSIM TOJIyYCHHSI U HCCIICIOBAHUIO OUOJIO-
THYECKOW aKTHBHOCTH BOIOPACTBOPUMBIX THAPA30-
HOB m3atnHa [35-40], B HaHHOW paboTe MpeIoKeH
NIByXCTAIUIHBIA CHUHTE3 HOBBIX IMPOU3BOAHBIX H3a-
THHA, CONEPKAIINX (PParMEeHTHl PHOO3bI U TITFOKYPO-
HOBOH KHCJIOTHI. Ha mepBoM 3Tamne 1o peaxiuu a3uj-
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AJKUHHOTO ITUKJIONPUCOSAUHEHUS ObLIH TIOTYYCHBI C
BBICOKMMHU BBIXOAAMH TIIUKOTPUA30IMIN3ATUHBI 49,
cojlepKallne B TMOJIOKEHUH 5 3aMECTUTENN paznd-
HOM TpHUpOIEI (cxema 2).

CtpoeHue U COCTaB HOBBIX COCAMHEHHM OJHO-
3HAYHO JI0OKa3aH C MOMOLIbI0 criekTpockonuu SIMP,
MK crnexTpockonuu U Macc-CleKTPOMETPUH, COCTaB
MTONTBEPKICH DJIEMEHTHBIM aHANN30M. Tak, B CIEK-
tpax SIMP 'H nzarunos 4-9 B 06nactu ciaboro moss
MIPUCYTCTBYIOT CUTHAJBI MPOTOHOB OeH30(parMeHTa
Y MIHTEHCUBHBIN CHHIJIET, OTHOCSIINICS K €TUHCTBEH-
HOMY TIPOTOHY TpHa30jbHOTO nukiaa. Ciemayer oTMe-
TUTh, YTO B CIEKTPaX MPOU3BOAHBIX 4—7, 9, 3aperu-
CTPUPOBaHHBIX B JIEHTEPOXIOPOPOPME, ITOT CHUTHAI
nposiBIIsieTcs B oomactu 7.81-7.95 M. 1., a B ciekTpe
coequHenns 8, 3apeructpupoBaHHoM B JIMCO-dj,
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9TOT CUTHAJ CMellleH B 6oiee cinadoe moite (8.47 m. 11.).
O coxpaHeHHH B MOJEKYIaX coeluHEeHUN 4—-6 u 7-9
BCEX AalleTWJILHBIX TPYII H METOKCHKapOOHWIbHOU
IpYIIBl CBUJETEILCTBYET HAJIMYME TPEX CHHIJIE-
TOB B obmactu 2.05-2.11 M. 1. u 9eThIpex B o0acTu
1.54-2.07 M. 1. COOTBETCTBEHHO. AHOMEPHBIE MTPOTO-
HBI TIOJTYYEHHBIX COCTUHEHUN PE30HUPYIOT B 001acTH
5.88-6.34 M. 1. B BUIE €AMHCTBEHHBIX IYyOJETOB C
KCCB 3Jyy 3.5-3.6 ' B ciyyae puGogypaHo3uiIb-
HeIX U 8.9-9.3 'l B cilydae IIIOKOMUPAHYPOHATHBIX
MIPOM3BOAHBIX, YTO TOBOPUT O COXPAaHEHHH [-0OpH-
EHTallud aHOMEPHOTO IIeHTpa BCEeX IMOMyYeHHBIX CO-
enunenuii. Kpome toro, B cnekrpax AMP 3C npu-
CYTCTBYIOT CJIa00TOJIbHBIE CUTHAJIBI aTOMOB YTJIEpo/ia
KapOOHWIJIBHBIX TPYMIL: ISITh AJIS1 pUOO3UIBHBIX MIPO-
M3BOJIHBIX M IECTH [T TIIIOKYPOHOBBIX.
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Cxema 3.
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R' = H, NR?; = NMe;, Hlg = C1 (14); R! = OMe, NR?; = NMes, Hlg = Cl (15); R' = F, NR?; = NMe,, Hlg = C1 (16);

R' = H, NR?; = NMeEt,, Hlg = Br (17).

C 1enpl0 TOJTY4YeHHS BOJOPACTBOPHMBIX TPOH3-
BOJHBIX U3aTUHA IO PCAKIIUN KOHACHCAIIUNU PCTCHTOB
YKupapa T u P ¢ Tpunazonmumuzatnaamu 4—6 HaMu OBIT
OCYILECTBIICH CUHTE3 anuiruapa3onoB 10-13, conep-
Karux (hparMeHT aluIupoBaHHON prOo3kI (cxema 3).

Ji1s OlleHKH B3aMMOCBSI3M CTPOEHHUSI YTIIEBOJHOTO
OCTaTka ¢ OMOJIOTMYECKON aKTHMBHOCTBIO B OIHCAH-
HBIX BBIIIE YCIIOBUAX OBUTH MOJTYYEHBI MPOW3BOIHEIC
14-17, copepkamiye METWITIIIOKYPOHATHBIH Qpar-
MeHT (cxema 4). 31ech cileayeT OTMETUTh, YTO IO
CPaBHEHHWIO C PUOO3WIBLHBIMUA TPOU3BOIHBIMU Dac-
TBOPUMOCTH coeauHeHuil 14-17 B Boae okaszajiach
3HAYUTEIIEHO HIKE.

HecmoTpss Ha BO3MOXHOCTH CYIIECTBOBAHHUS CO-
enuHenuil 10-17 B pacTBope B BUAE CMECHU yuc- U
mMpanc-u30MEPOB  OTHOCUTENIBHO 3K30LUKINYECKON

cBs3u C=N [41-43], UX COOTHOLIECHUE YCTAHOBUTH HE
MPEACTaBUIIOCH BO3MOXKHBIM IO MPUYUHE COBIAJEC-
HUS XUMUYECKUX CABUTOB BCEX CUTHAJIOB B CIIEKTPAX
SMP 'H u 3C. O manuuuu o6oux u3oMepoB cBHUjE-
TEJIHCTBYET JHIIb YIIHPEHHE HEKOTOPBIX CHTHAJIOB!
METHJICHOBBIX ITPOTOHOB T'HIPA30HHOTO 3aMECTUTEIIS,
MPOTOHA TPHA30JIa U B MOJOKEHUU 4 OKCHHJIOIBHOTO
LUKJIA.

K namemy ynuBnenuto, nonydennsle coau 10—17
HE MPOSBIIN 3HAYUMON aHTUMHUKPOOHOH aKTHBHO-
CTH KaK B OTHOIIEHUH TPaMIOJIOKHUTEIBHBIX U T'pa-
MOTPHIIATEIBHBIX OakTepuid (Staphylococcus aureus,
Bacillus cereus, Escherichia coli, Pseudomonas
aeruginosa,  Aspergillus  niger,  Trichophyton
mentagrophytes), Tak W TMPOTUB JPONHIKEIIOTO00HO-
ro marorennoro rpuba Candida albicans. Bmecte ¢
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Tadonnua 1. Bousiane coenmnaenuit 10-17 Ha moKa3zaTeny arperanuyd TPOMOOIUTOB M KOATYIIIIMOHHOE 3BEHO T€MOCTa3a

(menmana® 0.25-0.75)

Bpewms
MaxkcumManbHas CxopocTb JIOCTUKEHUS 6 o
Coeaunenue YATHHERRE aMIuInTyaa, % K arperanuu, % K | MaKCUMaJIbHOMH AIITB?, % x
lag-eprona, ¢ KOHTPOJTIO KOHTPOJIIO aMIUTUTY/BL, % K KoHTpOO
KOHTPOJTIO
10 -13.7 -27.1 —62.5 +83.3 (76.4-89.2) [+7.5 (3.7-9.6)>"
(12.5-16.4)>5 " (22.3-30.2)5% % | (58.7-65.3)*%* A6 3
11 —6.4 (5.3-8.2)% %4 —4.3 —-12.5 +14.7 (12.5-16.1) | +4.2 (3.1-5.7)"
(3.2-5.3) " (8.4-14.3)»* B
12 2.3 (1442 -33 —-18.7 +38.9 (35.442.3) | +3.1 (2.54.8)"
(1.7-6.4)~ (14.5-23.1)»5* ¢
13 -23.6 —42.8 —61.7 -35.9(31.4-40.2) +8.7
(20.1-28.9)%%> (38.5-44.3)%3 (56.9-64.2)%%3 A6 3 (6.4-10.5)>"
14 -3.4 (2.7-4.5)" -1.5 —24.1 (20.4-25.6) | +43.5 (40.1-47.6) | +2.7 (1.9-3.4)"
(1.1-3.4)»3 be x &3
15 -21.4 (20.8-24.6) -34.2 —44.9 +35.1 (32.4-39.7) +9.2
A3 (31.2-37.6)>7 % | (40.3-46.2)7 &3 (7.5-12.6)>"
16 -3.1 (2.7-4.5" -1.7 —32.3 (30.1-37.5) | +55.7 (47.4-60.3) +8.5
(1.2-2.6)** &3 &% 3 (6.7-11.9)>*
17 —12.5 (9.4-15.3)»" 1 -22.2 —36.4 (34.5-38.9) [+11.6 (8.7-13.5)* ™ +11.3
(18.724.3)-¢* 3 (8.7-13.4)>"
AneTuncanunuionas -2.1(1.1-2.6) —13.7 (10.8-16.4)® | —-10.5 (7.6-12.3)® | +10.5 (8.7-13.4)® -
KHCJIO0Ta
Ienrokcudummun  [+32.4 (28.7-35.6)%°| —48.4 (42.7-56.5)%°|-34.9 (28.7-39.6)°| +32.1 (27.6-36.4) -
e
I'enapun Harpus — - - - +20.3
(19.7-21.4)

2 Meuana — cpensee 3HaueHue. © AIITB — akTHBHPOBaHHOE HapIUAaIbHOE TPOMOOIIACTHHOBOE BPEMs, YHCIIO MOBTOPHOCTEH 11 = 6. % p <
0.05 B cpaBHeHuu ¢ KOHTposieM. " p < 0.05 B cCpaBHCHUH C alCTUICATHIIMIOBOH KucnoToi. * p < 0.001 B cpaBHEHHHU C MIEHTOKCUDUILITH-
HOM. ¢ p <0.001 B cpaBHeHuUH ¢ KoHTposeM. * p < 0.05 B cpaBHeHuM ¢ nieHTOKCHMLIHHOM. * p < 0.001 B CpaBHEHUU C AllCTHIICATUIIN-

J10BO# Kucnotoit. ¥ p < 0.05 B cpaBHEHHHU C IrellapuHOM HaTpHs.

TE€M, WCCIEJOBAHNE TEMOIUTHUYECKONH AaKTUBHOCTH
m3atnHOB 4-9 u amuruapa3onos 10-17 ykazamo Ha
OTCYTCTBHE TEMOTOKCHYHOCTH, 32 UCKIIOYEHUEM Me-
TOKCWJIBHBIX Tpou3BoAHbIX 11 u 15. [lyst aTux coenu-
HEHUI MaKCHMallbHas CTETNeHb TeMOJIM3a COCTAaBHIIA
7.8% nipu KoHIeHTpauu 125 MK/MII.

[Tpu noucke u pa3pabOTKE HOBBIX KAHIUIATOB B
JICKApCTBEHHBIE CPEJICTBA BAXKHBI HE TOJBKO MX (-
(EeKTHUBHOCTD U HU3KAash TOKCUYHOCTb, HO U OTIpe/iesic-
HUE BO3MOXKHOCTH MPOSIBIICHUS TIOOOYHBIX IPPEKTOB.
Nmerotcst nanHple 00 M3BSTHUA C PBIHKA HEKOTOPBIX
[peraparoB, KIMHUYECKUE HCCIIEOBaHUS KOTOPBIX
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HE BKJIIOUAJIH OINPEACIICHUE UX BIUSHUS HA CUCTEMY
remoctasa [44, 45]. Takum oOpa3om, TIpU OIpeaese-
HHM LIEJIEBOTO THUIA OMOJOTHYECKOM aKTMBHOCTU HO-
BBIX COCIMHEHHI MPEICTaBIISUIOCH 1EJIeCO00Pa3HBIM
TaK)Ke W3yYWTh WX aHTHArPETallHOHHYIO W aHTHKOA-
TYJIISSHTHYIO aKTHMBHOCTH. Hamu ObLIM HcCenoBaHbBI
aQHTUATpETalliOHHAs W aHTUKOATYSTHTHAs aKTHUBHO-
ctu aMmMoHHEBBIX conerd 10—17. [lonyueHHble naHHbIE
(Tabim. 1) yka3anu Ha OTCYTCTBUE HETaTUBHOTO BIIUSI-
HUS HOBBIX COCTMHEHUN HA CUCTEMY FeMOoCTa3a.

Coenunaenus 10, 15, 17 mposBIIN aHTHATPETAIIN-
OHHYIO aKTUBHOCTH OOJIBIITYIO, YEM Y alleTHIICAITIIIH-
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JIOBOM KHCJIOTHI, a MUPpUINHUEBAS coJib 13 mpeBocxo-
JWIa 10 YPOBHIO aHTHArPEralliOHHON aKTHBHOCTH
u neHtokcupmuinH. Creayer OTMETHUTh, YTO alle-
TUJICATTUIIMIIOBAsT KUCJIOTa HE BIUSET HAa JIATCHTHBIN
MIEPHOJl arperanuu TPOMOOIUTOB, WHAYITUPOBAHHON
KOJITAr€HOM, OJIHAKO BCE aKTHBHBIC M3 BIIEPBbIC CHH-
TE3UPOBAHHBIX COCAMHECHUN COKpamiaiu lag-nepuos
B auamnasoHe 3HadeHud 12.4-21.5% OTHOCUTEIBHO
KOHTPOJIS (T. €. BIUSAIOT HAa PEaKIIHIO BEICBOOOKICHHS
TpomOoIuTOB). IIpH 3TOM BCE M3ydeHHBIE COEAMHE-
HUSl CHIDKAIOT CKOPOCTh arperamuud TPOMOOIIMTOB,
YBEJIMYMBAsE BPEMs JTOCTYDKEHHSI MaKCHMAalbHOU aM-
mTyAb! (3a nckimoueHueM coeanaenus 13). Coenn-
venus 10, 13, 15, 17 nposBIIN aHTUKOATYISIIHOHHYTO
AKTUBHOCTb, OJTHAKO OHA cocTaBmia Menbine 10, u mo
JTAHHOW aKTUBHOCTH OHH YCTYIIaJIH TeIIapHHy HaTpPUS.

Takum 00pa3zoM, OTCYTCTBHE TE€MOTOKCUYHOCTH
1 BbBICOKasd aHTHUarperaiquoHHas W aHTUKOAryJIsIHT-
Hasi aKTUBHOCTH HOBBIX DIIUKO3HJICOACPIKALIUX H3a-
TUH-3-al[UJITHAPA30HOB CO3AI0T MPEANOCHUIKA IS
JIajgpHeIero moucka 3P QGEKTUBHBIX AHTHUPAKOBBIX
WJIN TIPOTUBOBUPYCHBIX ar€HTOB HAa OCHOBEC JaHHBIX
[JIMKOKOHBIOraToB. Kpome Toro, juis yimydiieHus aH-
TUMHKPOOHOHN aKTUBHOCTH MOJOOHBIX BOIOPACTBOPH-
MBIX aMMOHHEBBIX COJIEH CTalla OYeBUHA HEOOXOH-
MOCTb [JTyOOKOTO JM3aifHa UX CTPYKTyp IyTem OoJjee
IIMPOKOTO BaphbHPOBAHUS KaK 3aMECTHUTENCH B OCH30
(bparMeHTe reTepoInKIIa, TaK U CTPOCHHUS YIIICBOIHO-
r'O OCTarKa.

OKCIIEPUMEHTAJIBHA S YACTD

UK crektpsl 3amuchiBajdl Ha CHEKTPOMETpe
Bruker Vector-22 ansi cycrnieH3uii BemecTB B IJIaCTHH-
kax KBr. Cnekrper AMP 'H u '3C peructpuponanu
Ha nipudope Bruker Avance-400 (400 u 100.6 MI'1g
coorBeTcTBeHHO) 1 Bruker Avance-600 (600 wu
150 MI'n cooTBETCTBEHHO). 3HAYCHUSI XMUMHUYECKUX
C/IBUTOB NPUBEICHBI OTHOCUTEIBHO OCTATOUYHBIX CHT-
HAJIOB ICUTEPUPOBAHHOTO pacTBOpUTEINs. Macc-crek-
Tpel MALDI peructpupoBanu Ha MaccC-CIEKTPO-
metpe UltraFlex III TOF/TOF. Macc-cniektpsr ESI
PErUCTPUPOBATIM Ha Macc-criekTpoMerpe Amazon X
(Bruker Daltonik GmbH, Bremen, Germany). Tem-
repaTypsl TIABJICHNs U3MepsAan Ha npudope SMP10
Stuart, a1eMEHTHBIN aHaIU3 MPOBEJEH C MCIIOJI30Ba-
HueM a"anmuzatopa CHNS-3.

Oo0mas Meroaumka cuHTe3da msatuHoB 4-9. K
CMECH 3KBUMOJBHBIX (5 MMOJIB) KOJIHUYECTB Mpomnap-

runm3aTiHa 1-3 U COOTBETCTBYIOIIETO a3uja B CMe-
cu mpem-0Oytanon—sona (1:1) mpubasism mocieno-
BatenbHO pacTBop CuSO, (5 MMoOInB) B 2 MJI BOABI U
ackopOara Na (5 MMoib) B 2 MJT BOJIbI. PeakimoHHY O
Maccy rnepeMemmnBaiii 24 4 Ha BOASHON OaHe mpu
40°C. 3areM pacTBOp KOHLEHTPHUPOBAIH IMpPHU MOHU-
JKEHHOM JaBJICHWH, OCTATOK OOpabaThIBaIM BOIOM
W DKCTparupoBaiu auxopmeTraHoMm. OpraHndeckuit
cioit cymmnu MgSO,. Coennnenus 4-9 nonyyanu B
YHCTOM BHJE [IOCIIE YAaICHHUs PACTBOPUTEILS.
1-{[1-(2',3",5'-Tpu-0O-auerua-p-D-pudodypa-
Ho3uua)-1H-1,2,3-tpua3oi-4-ui|merui}-1H-un-
10-2,3-nuoH (4). Berxon 82%, 1. 1. 90°C. UK cniektp,
v, cM 't 3245, 2939, 1742, 1614, 1471, 1436, 1371,
1227, 1108, 1042. Cnexrp IMP 'H (CDCly), 6, m. 1.:
2.05 ¢ (3H, CHy), 2.10 ¢ (3H, CH5), 2.11 ¢ (3H, CH;),
422 n. n (1H, CH,O, A-uacts AB-cuctemsl, 2y
12.4, 3JHH 4.4 T'n), 434 n. n (1H, CH,0O, B-uacth
AB-cucremsl, 2y 12.4, 3y 3.0 Tn), 4.44-4.48
M (1H, CH), 5.03 ¢ (2H, NCH,, AB-cuctema, %Jyy
20.8T1),5.56 n. 1 (1H, CH, *Jyyy 5.4,%Jyy 5.4 ), 5.78
a. 1 (1H, CH, 3Jyy 5.3, 3y 3.6 T, 6.11 1 (1H, CH,
g 3.6 Tw), 7.12 1. 1. 1 (1H, H3, 3Jyy 7.5, 3y 7.5,
411 0.6 T), 7.31 0. 1 (1H, HY, 3Jyq31 8.5, “Jp3p1 0.6 T'm),
7.58-7.60 m (2H), 7.83 ¢ (1H, CH=). Cnextp SIMP
13C (CDCL,), 8¢, M. 11.: 20.38 (CH;), 20.41 (CH3), 20.6
(CH,), 35.2 (CH,), 62.7 (CH), 70.6 (CH), 74.4 (CH),
90.3 (CH), 111.4 (CH), 117.6, 122.5 (CH), 124.1
(CH), 125.4 (CH), 138.6 (CH), 142.3, 150.1, 158.0,
169.2, 169.4, 170.3, 182.9. Macc-cnextp (MALDI),
m/z: 509 [M + Na]". Haiineno, %: C 54.23; H4.39; N
11.42. C,,H,,N4Oq. Beruncneno, %: C 54.32; H 4.56;
N 11.52.
5-Metokcn-1-{[1-(2,3",5'-Tpu-O-auerua-p-D-
pudodypano3un)-1H-1,2,3-Tpuazos-4-ui|MeTus}-
1H-unno04a-2,3-nuon (5). Bexon 93%, 1. . 153°C.
UK cnektp, v, cMm ' 3240, 2941, 1740, 1616, 1474,
1436, 1377, 1222, 1111, 1040. Cnextp SAMP 'H
(CDCly), 8, m. 1.:2.06 ¢ (3H, CH3), 2.11 ¢ (6H, 2CHj),
3.79 ¢ (3H, OCHy), 4.22 n. n (1H, CH,0O, A-gacth
AB-cucremsl, 2Jyyy 12.4, 3y 4.4 Tu), 436 1. 1
(1H, CH,O, B-uacts AB-cuctemsl, 2Jyyy 12.4, 3y
3.0 I'm), 4.45-4.48 m (1H, CH), 5.03 ¢ (2H, NCH,,
AB-cuctema, 2Jyyy 21.5 T, 5.56 1. 1 (1H, CH, 3Jyy
5.5, yy 5.5 Tw), 5.78 n. n (1H, CH, *Jyy 5.2, *Jyy
3.6 I'm), 6.10 1 (1H, CH, 3J;y; 3.6 T), 7.13-7.16 m
(2H), 7.24 n (1H, H’, 3J;33; 9.0 T), 7.81 ¢ (1H, CH=).
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Cnexrp SIMP 13C (IMCO-dy), 8, M. 1.: 20.16 (CH3),
20.22 (CHy), 34.8 (CHs), 40.0 (CH,), 55.9 (CH;), 62.4
(CH,), 70.1 (CH), 73.3 (CH), 79.8 (CH), 89.0 (CH),
109.2 (CH), 112.2 (CH), 118.1, 123.7 (CH), 123.8
(CH), 142.1, 143.9, 155.8, 157.8, 169.1, 169.4, 169.8,
183.2. Macc-cniekrp (MALDI), m/z: 517 [M + H]",
539 [M + Na]*, 555 [M + K]". Haiineno, %: C 53.34;
H 4.50; N 10.69. C,3H,,N4Oy(. Beraucneno, %: C
53.49; H 4.68; N 10.85.

5-®drop-1-{[1-(2',3",5'-Tpu-0O-anerna-f-D-
pudodpypano3ui)-1H-1,2,3-Tpua3zon-4-uiajme-
Tun}-1H-unpon-2,3-nuon (6). Beixox 83%, T. mi.
113°C. UK cnektp, v, cM': 3223, 2945, 1750, 1618,
1468, 1434, 1370, 1228, 1123, 1040. Cnexrp SIMP
'H (CDCly), 8, M. x.: 2.07 ¢ (3H, CH;), 2.11 ¢ (6H,
2CH;), 4.22 n. n (1H, CH,0, A-gacte AB-cuctemsl,
2Jun 12.4,3 )44 4.5 T), 4.36 1. 1 (1H, CH,O, B-yacts
AB-cucrembl, 2Jyyy 12.4, 3Jyy 3.0 T, 4.45-4.49
M (1H, CH), 5.03 ¢ (2H, NCH,, AB-cuctema, %Jyy
20.4 T'm), 5.56 a. o (1H, CH, 3Jyy 5.5, 3 /iy 5.5 ),
5.78 n. n (1H, CH, 3Jyyy 5.2, 3 Jyy3 3.5 T), 6.11 1 (1H,
CH,3Jyy 3.5Tn), 7.29-7.34 M (3H), 7.83 ¢ (1H, CH=).
Macc-cniekrp (MALDI), m/z: 527 [M + Na]". Haiine-
HO, %: C 52.23; H 4.09; N 11.00. C,,H,;FN,Oq. Bs1-
yucaeHo, %: C 52.38; H4.20; N 11.11.

1-{[1-(2",3",4'-Tpu-0O-aneTua-5'-merokcukap-
0onuJ-p-D-rawkonupanosui)-1H-1,2,3-Ttpua-
30-4-wia|metun}-1H-ungoua-2,3-1uon (7). Brixon
91%, 1. . 210°C. UK cnextp, v, cM™': 3116, 2959,
1750, 1760, 1613, 1472, 1438, 1375, 1246, 1217,
1114, 1042. Cnextp SIMP 'H (AMCO-dy), §, M. n.:
1.69 ¢ (3H, CH3), 1.96 ¢ (3H, CHj3), 2.00 ¢ (3H, CH;),
3.61 ¢ (3H, CH;), 4.77 n (1H, CH, 3/, 10.0 I'w),
4.98 ¢ (2H, NCH,), 5.19 n. n (1H, CH, *Jyy; 9.7, Jyy
9.6 T'n), 5.57 n. o (1H, CH, 3Jyyy 9.4, 3Jyyy 9.3 T),
5.62 0. 1 (1H, CH, *Jiy4 9.3, 3Jyyy 9.2 Tn), 6.34 1 (1H,
CH, *Jy; 9.1 Tr), 7.06 1 (1H, H, 3J; 7.9 Tw), 7.13 1.
1 (1H, H3, 3,y 7.4, 3y 7.4 Tn), 7.57 1 (1H, H*, 3Jyy
7.1Tu), 7.61 o. x (1H, HO, 3Jyyy; 7.6, 3Jyy 7.3 ), 8.52
¢ (1H, CH=). Cnektp AMP '3C (IMCO-dy), 8¢, M.1.:
19.8 (CHj;), 20.2 (CHj3), 20.3 (CH;), 35.0 (CH,), 52.7
(CHj3), 68.5 (CH), 69.9 (CH), 71.5 (CH), 73.0 (CH),
83.8(CH), 111.1 (CH), 117.7,123.2 (CH), 123.6 (CH),
124.6 (CH), 138.2 (CH), 142.4, 150.0, 157.9, 166.6,
168.4, 169.4, 169.6, 183.1. Macc-cnexktp (MALDI),
m/z: 567 [M + Na]*, 583 [M + K]*. Haiineno, %: C
52.89; H 4.36; N 10.19. C,,H,4,N,O,,. Beruucneno,
%: C 52.94; H 4.44; N 10.29.
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5-Metokcu-1-{[1-(2',3’,4’-Tpu-0O-anerunJ-
5'-MmeTokcukapOoHUMJI-B-D-riirokonupano3na)-
1H-1,2,3-tpua3zon-4-uia|merun}-1H-unnomn-2,3-1u-
o (8). Berxozt 87%, T. 1. 171°C. UK cniektp, v, cm
3135, 2955, 1753, 1627, 1600, 1492, 1439, 1376,
1223, 1112, 1041. Cnexrp SIMP 'H (JIMCO-d),
S, M. 1. 1.68 ¢ (3H, CHjy), 1.94 ¢ (3H, CH;), 1.98 ¢
(3H, CH3;), 3.59 ¢ (3H, CH3;), 3.73 ¢ (3H, CH;), 4.73
1 (1H, CH, 3Ji34 10.0 Tn), 4.94 ¢ (2H, NCH,), 5.17 n.
1 (1H, CH, 3Jyy4 9.7, 3 /i3 9.6 T'w), 5.54 1. 1 (1H, CH,
3Ty 9.5, 3y 9.2 Tu), 5.60 1. 1 (1H, CH, 3Jyy 9.6,
3y 9.1T1), 6.31 1 (1H, CH, 3Jy4 8.9 ), 6.97 n (1H,
H7, 3Jyy 8.6 Tw), 7.13 1 (1H, H*, /1y, 2.6 Tn), 7.18 1.
1 (1H, B>, 3Jyy 8.6, 4/ 2.6 T'n), 8.47 ¢ (1H, CH=).
Cnekrp SIMP *C (IMCO-dy), 8¢, m. 1.: 20.0 (CH,),
20.4 (CHjy), 20.5 (CHj3), 35.2 (CH,), 53.0 (CHj), 56.3
(CHy), 68.7 (CH), 70.1 (CH), 71.7 (CH), 73.2 (CH),
84.0 (CH), 109.6 (CH), 112.5 (CH), 118.3, 123.4
(CH), 124.3 (CH), 142.7, 144.0, 156.2, 158.2, 166.9,
168.7, 169.8, 169.9, 183.6. Macc-cnextp (MALDI),
m/z: 597 [M + Na]*. Haiineno, %: C 52.09; H 4.43; N
9.67. Cy5sH,¢N,4O,,. Beruucieno, %: C 52.27; H 4.56;
N 9.75.

5-®T1op-1-{[1-(2',3",4'-Tpu-0O-anernia-5'-me-
TOKCHKApOOHWI-B-D-rimoxkonupanosuni)-1H-1,2,3-
Tpuasoa-4-ui|merun}-1H-una0-2,3-110H ).
Boixon 84%, T. m. 230°C. UK cnekrp, v, em': 3117,
2958, 1749, 1622, 1488, 1465, 1375, 1216, 1168,
1119, 1046. Cniexktp IMP 'H (CDCl,), 8, M. 1.: 1.79 ¢
(3H, CH3;), 2.05 ¢ (3H, CH;), 2.07 ¢ (3H, CH;), 3.77
¢ (3H, CHy), 4.32 n (1H, CH, 3/, 9.8 T'm), 5.02 1
(1H, NCH?, 2Jyy 15.7 Tw), 5.07 n (1H, NCH?, 2J;y4
15.7 Tw), 5.36 . 1 (1H, CH, 3/, 9.6, 3Jiy4 9.5 '),
5.37 a. 1 (1H, CH, 3Jyy 9.4, 3Jgy 93 Tnn), 548 1. 1
(1H, CH, *Jyy3 9.3, *Jyy; 9.2 T), 5.88 1 (1H, CH, 3y
9.3 T'n), 7.21 n. 1 (1H, H, 3Jyy 8.7, %y 3.7 Tw),
7.30-7.33 M (2H, H*, H®), 7.95 ¢ (1H, CH=). Cniektp
SIMP 13C (CDCl3), 8¢, M. a1.: 20.0 (CH;), 20.4 (CHj),
20.5 (CH3), 35.4 (CH,), 53.2 (CH3), 68.9 (CH), 70.3
(CH), 71.6 (CH), 75.0 (CH), 85.6 (CH), 112.3 1 (C*,
2Jpe 243 Tn), 112.7 1 (C7, 3Jgc 7.1 T, 118.3 1 (C,
3Jgc 7.1 Tu), 121.8 (CH), 124.7 1 (CO, 2Jpc 24.0 '),
142.4, 146.1 1 (C"3, “Jpc 1.7 Tn), 157.7 1 (C?, SJgc
1.1 Tu), 159.5 1 (C3, 'Jgc 246.1 Tu), 166.0, 168.6,
169.2, 169.6, 182.3 1 (C3, /i 1.8 I't). Macc-crextp
(MALDI), m/z: 585 [M + Na]", 601 [M + K]". Haiine-
Ho, %: C 51.02; H 4.01; N 9.79. C,,H»;FN,O,,. BoI-
yuciieno, %: C 51.25; H4.12; N 9.96.



1016 BOI'JTAHOB u np.

O0masi MeTOAMKA CHHTe3a ANMJITHAPA30HOB
10-17. K cmecH 3KBUMOJIBHBIX (5 MMOJIb) KOJIMYECTB
MIPOW3BONHOTO W3aTWHA W 1,2,3-Tmamna3omiuikap-
Oormmpasuma B 5 MII cCBexereperHaHHoro Haj BaO
sTaHona A00aBIsUH 3 KAl TpUPTOPYKCYCHOM KHUC-
JOTHL. PeaknuonHyto Maccy HarpeBaiu MpHu KUTICHUN
pacTtBopuTens B TedeHue 3 4. [locie camonponsBoib-
HOTO OXJIQXK/ICHHsI PACTBOPA JI0 KOMHATHOW TeMIiepa-
TYPBI 0CaJ0K OT(HHUIBTPOBBIBAIN, ITPOMBIBAIH a0CO-
JIFOTHBIM JTUATHIIOBBIM 3()UPOM U CYIIWIH B BaKyyMe
12 MM pT. cT.

Xnopun 2-[2-(1-{[1-(2",3",5'-Tpu-O-aneTn.-
B-D-pudodypanosun)-1H-1,2,3-Tpuazon-4-uuaj-
METHJ}-2-0KCOMHAOJUH-3-UJINIeH)TUApPa3u-
HuJ1]-N,N,N-Tpumermii-2-oxkcodruiammonus (10).
Boixon 82%, T. 1. 168°C. UK cniektp, v, cm': 3368,
3219, 3025, 2939, 1721, 1685, 1615, 1470, 1370,
1231, 1154, 1106, 1042. Cniextp SIMP 'H (IMCO-d),
o, M. a.: 1.91 ¢ (3H, CH;), 1.96 ¢ (3H, CH;), 2.00 c
(3H, CHj;), 3.36 ¢ (9H, 3CH;), 4.34 n (2H, OCH,,
3y 5.3 ), 4.70-4.71 m (1H, CH), 4.77-4.78 m (1H,
CH), 4.88-4.89 M (1H, CH), 4.92 ym. 1 (1H, CH, 3Jyyy
4.6 I'n), 5.02 ¢ [2H, CH,C(0)], 5.07 ¢ (2H, NCH,),
7.19 o n (1H, B>, 3Jyy 7.7, 3y 7.7 Tw), 7.24 n (1H,
H’, 3,y 7.8 T), 7.44-7.49 M (1H, H®), 7.63-7.66 m
(1H, H*), 8.19 ¢ (1H, CH=), 12.64 ¢ (1H, NH). Macc-
criektp (MALDI), m/z: 600 [M — C1]". Haiineno, %: C
50.80; H 5.20; CI 5.41; N 15.29. C,;H;3,CIN,Oq. BrI-
gucieno, %: C 50.98; H 5.39; C15.57; N 15.41.

Xuopua 2-(2-{1-[1-(2",3",5"-Tpu-0O-aneruni-
B-D-pudodypanosunn)-1H-1,2,3-rpuaszon-4-uij-
MeTHJI}-5-MeTOKCH-2-0KCOMHA0JUH-3-UaNAeH)-
ruapasuHuia]-N,N,N-TpumeTna-2-okcodTuia-
amMmoHus (11). Bexon 97%, 1. un. 210°C (pasn.). UK
crextp, v, cM ' 3402, 3186, 3016, 2963, 1749, 1685,
1620, 1488, 1460, 1368, 1293, 1232, 1160, 1040.
Cnektp SIMP 'H (AMCO-dy), 3, m. n.: 1.91 ¢ (3H,
CH,), 1.94 ¢ (3H, CH;), 2.03 ¢ (3H, CHj;), 3.34 ¢ (9H,
3CH;), 3.80 ¢ (3H, CH,), 4.61-4.62 m (2H, OCH,),
4.98 ¢ [2H, CH,C(0)], 5.05 ¢ (2H, NCH,), 5.19-5.21
M (1H, CH), 5.54 n. n (1H, CH, 3Jyy 5.9 I'n, *Jyy
5.8 Tu), 5.69 n. o (1H, CH, 3Jyy 5.1 Tu, 3Jyy
5.0 Tw), 5.94 1 (1H, CH, 3Jyy; 5.3 ), 7.13 1. 1 (1H,
H®, 3/, 8.6, “Jiyy 2.5 Tn), 7.20-7.23 m (2H, H7, HY),
8.38 ¢ (1H, CH=), 12.64 ¢ (1H, NH). Macc-criektp
(MALDI), m/z: 630 [M — CI1]". Haiineno, %: C 50.32;
H 5.29; C1 5.27; N 14.63. Cy3H;3,CIN,O;,. Beruucne-
Ho, %: C 50.49; H 5.45; C15.32; N 14.72.

Xaopua  2-[2-(1-{[1-(2",3',5"-Tpu-O-aneTna-f-
D-pubopypanosun)-1H-1,2,3-tpuazon-4-uialme-
THJ}-5-(pTOP-2-0KCOMHT0TUH-3-WINAEH)THAPA3U-
HuJ]-N,N,N-Tpumermii-2-oxkcodrujiammonus (12).
Brixon 90%, T. mi. 138-140°C. UK cnekTp, v, cM ™
3354, 3231, 3024, 2929, 1749, 1692, 1624, 1483,
1373, 1232, 1158, 1044. Cnexrp SIMP 'H (CDCly), 3,
M. 1.: 1.97 ¢ (3H, CH,), 1.98 ¢ (3H, CH3;), 2.06 ¢ (3H,
CH,), 3.63 ¢ (9H, 3CH;), 4.33 1 (2H, OCH,, *Jyy
11.5 I'm), 4.42 ¢ (2H, NCH,), 4.92-4.96 m (1H, CH),
5.35-5.39 m (1H, CH), 5.56-5.58 m (1H, CH), 5.75—
5.80 m (1H, CH), 6.13 ¢ [2H, CH,C(0O)], 7.05-7.09 m
(2H, H’, H%), 7.42-7.46 m (1H, H*), 7.97 ¢ (1H, CH=),
12.46 ¢ (1H, NH). Cnextp SIMP 3C (JIMCO-dy), 5,
M. 1.: 20.2 (CH3), 20.3 (CHj3), 21.0 (CH3), 34.5 (CH,),
53.5 (CHy), 61.7 (CH,), 62.4 (CH,), 70.1 (CH), 73.3
(CH), 79.8 (CH), 89.0 (CH), 108.1 (CH), 112.1 (CH),
118.4 (CH), 120.1, 123.9 (CH), 134.5, 139.3, 141.6,
158.8 n (C3, e 239.6 T'm), 160.1, 166.3, 169.2,
169.4, 169.8. Macc-ctiektp (MALDI), m/z: 618 [M —
Cl]*. Haiineno, %: C 49.41; H 4.88; C1 5.37; N 14.87.
C,7H;;CIFN;Oy. Beruncneno, %: C 49.58; H 5.09; ClI
5.42; N 14.99.

Xaopux 1-{2-[2-(1-{[1-(2',3",5'-Tpu-O-aueTn.-
p-D-pudodypanosun)-1H-1,2,3-tpuazoi-4-ui|-
METHJ}-2-0KCOMHAOJIUH-3-WJIHNTeH)TUApPa3u-
HuJ]-2-okcorTmwin}mupuaunus  (13). Brixox 90%,
T. . 168°C. UK cnektp, v, cm': 3403, 3227, 3138,
2969, 1747, 1691, 1636, 1615, 1490, 1470, 1374,
1230, 1154, 1105, 1043. Cnexrp SIMP 'H (CDCly), 3,
M. 1.: 2.01 ¢ (3H, CHj), 2.09 ¢ (3H, CH;), 2.10 ¢ (3H,
CH;), 4.15-4.19 m (1H, CH), 4.37-4.40 m (2H, CH,),
4.94 ¢ (2H, NCH,), 5.59-5.61 m (1H, CH), 5.79 ym1. ¢
(1H, CH), 6.24 ym1. ¢ (1H, CH), 6.67 ¢ [2H, CH,C(O)],
7.02-7.08 M (2H, H, H%), 7.25-7.27 m (1H, H®), 7.55—
7.58 m (1H, H*), 7.92-7.99 m (2H, 3-Py), 8.31-8.37 M
(1H, 4-Py), 9.46-9.48 m (2H, 2-Py), 8.05 c (1H, CH=),
12.57 ¢ (1H, NH). Cnekrp SIMP 3C (IMCO-dy), 5,
M. 1.: 20.2 (CH3), 20.6 (CH;), 21.0 (CHy), 34.5 (CH,),
60.6 (CH,), 61.1 (CH,), 70.1 (CH), 73.3 (CH), 83.7
(CH), 91.7 (CH), 110.8 (CH), 118.6, 120.6 (CH),
123.4 (CH), 127.67, 127.70 (CH), 132.1 (CH), 135.1,
143.0, 146.2 (CH), 146.5 (CH), 146.6 (CH), 160.2,
167.5, 169.2, 169.6, 171.9. Macc-cnextp (MALDI),
m/z: 620 [M — CI]*. Haiigeno, %: C 52.90; H 4.47,
Cl 5.26; N 14.73. C,9H;(CIN;Oy. Beruucneno, %: C
53.09; H4.61; C15.40; N 14.95.
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Xaopua  N,N,N-Tpumetuii-2-okco-2-[2-(2-ok-
co-1-{[1-(2',3",4"-Tpu-O-aueTna-5'-meToKcuUKap-
oonui-B-D-rimokonupanosun)-1H-1,2,3-Tpuasoi-
4-ua|MeTuN } MHAOJUH-3-UAUTEH) T UAPAZHHUII |-
sruiammonus (14). Beixog 93%, T. 1. 200-202°C.
UK cmektp, v, cM': 3400, 3215, 3128, 3009, 2960,
1760, 1680, 1616, 1471, 1455,1367,1290, 1222, 1152,
1106, 1042. Cnexrp AMP 'H (AMCO-dy), 3, m. 1.
1.66 ¢ (3H, CH;), 1.94 ¢ (3H, CH;), 1.98 ¢ (3H,
CH;), 3.22 ¢ (9H, 3CHj;), 3.59 ¢ (3H, CH3), 4.74 n
(1H, CH, 3Jyy 10.1 '), 4.94 ¢ [2H, CH,C(0)], 5.04
¢ (2H, NCH,), 5.18 a. n (1H, CH, *Jyy 9.8, 3Jyy
9.7 T'n), 5.54 n. o (1H, CH, 3Jyyy 9.5, 3Jyyy 9.5 Tw),
5.63 0. 1 (1H, CH, 3335 9.4, 3Jjq 9.3 Tn), 6.33 1 (1H,
CH, 3J;y3 9.2 T), 7.09 0 (1H, H’, 3Jyyy; 7.6 Tn), 7.16
a.n (1H, B>, 3y 7.5, 3y 7.4 Tn), 7.42 a. 1 (1H,
HC, 3134 8.2, 3y 7.6 T'), 7.64 ym. ¢ (1H, H*), 8.49 ¢
(1H, CH=), 12.57 ¢ (1H, NH). Cnextp SIMP 3C (JIM-
CO-dg), 6c, M. 11.: 20.1 (CHy), 20.5 (CH3), 21.4 (CH3),
34.8 (CH,), 53.1 (CHj;), 54.1 (CHj;), 63.3 (CH,), 68.8
(CH), 70.1 (CH), 71.8 (CH), 73.3 (CH), 84.0 (CH),
110.9 (CH), 119.0, 121.5 (CH), 123.6 (CH), 123.9
(CH), 132.6 (CH), 142.5, 143.1, 160.5, 166.5, 167.0,
168.8, 169.9, 170.0, 172.8. Macc-cnektp (MALDI),
m/z: 658 [M — CI]". Haiineno, %: C 51.20; H 5.19;
Cl1 5.02; N 14.30. Cy9H;34CIN50O,,. Beraucneno, %: C
51.37; H 5.35; C15.23; N 14.46.

Xaopug  N,N,N-TpumeTn-2-okco-2-[2-(2-ok-
co-1-{[1-(2',3",4"-Tpu-O-aueTna-5'-meToKcUKAp-
oonuJ-p-D-rawkonupanosui)-1H-1,2,3-Ttpua-
30J1-4-UJ1|MeTHJI }-5-MeTOKCUUH/I0JUH-3-UJTHI€eH)-
ruapasunnidruaammonust (15). Beixon 98%, T
m1. 161-163°C (pasn.). UK cnektp, v, cm ' 3434,
3215, 3010, 2957, 1758, 1688, 1551, 1488, 1439,
1370, 1293, 1218, 1168, 1124, 1041. Cnexrp SIMP 'H
(AMCO-dy), 6, m. x.: 1.70 ¢ (3H, CHj;), 1.96 ¢ (3H,
CH;), 1.99 ¢ (3H, CHj;), 3.25 ¢ (9H, 3CH;), 3.60 ¢
(3H, CH3;), 3.77 ¢ (3H, CH,), 4.78 n (1H, CH, *Jyy
9.9 T'm), 499 ym. ¢ [2H, CH,C(O)], 5.03 ¢ (2H,
NCH,), 5.20 1. 1 (1H, CH, 3J;34 9.5, 3 /iy 9.4 T'), 5.57
a. 1 (1H, CH, 3y 9.6, Jyypy 9.5 T), 5.67 1. o (1H,
CH, /i1 9.0, 3Jiy3 8.8 T), 6.37 1 (1H, CH, 3Jyyy 8.5
I'm), 6.99-7.07 m (2H, H, H%), 7.15-7.22 m (1H, H%),
8.52 ¢ (1H, CH=), 12.63 ¢ (1H, NH). Cnexrp SAMP
BC (IMCO-dy), ¢, m. 1.: 19.5 (CH;), 19.89 (CHj,),
19.93 (CH;), 34.3 (CH,), 52.4 (CH3), 55.3 (CH3), 61.7
(CH,), 68.1 (CH), 69.5 (CH), 71.1 (CH), 72.6 (CH),
83.4(CH), 106.6 (CH), 111.3 (CH), 117.3 (CH), 119.2,
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122.8 (CH), 135.0, 136.2, 141.9, 155.7, 159.8, 166.2,
167.9, 168.9, 169.1, 169.2. Macc-criektp (MALDI),
m/z: 688 [M — CI]*. Haiineno, %: C 49.59; H 5.15;
C1 4.78; N 13.46. C;,H33CIN,O,,. Beruucneno, %: C
49.76; H 5.29; C14.90; N 13.54.

Xaopua N,N,N-tpumermii-2-okco-2-[2-(2-okco-
1-{[1-(2',3",4’-Tpu-0O-aueTna-5'-meToKCcUKAP-
oonuJ-pB-D-rawkonupano3ui)-1H-1,2,3-tpua-
30J1-4-UJI|MeTUJ}-5-PpTOPUHAO0TUH-3-UJTUTEH)-
rujpasunuidruaammonus (16). Beixon 86%, T. m1.
192°C. UK cnektp, v, cM 't 3402, 3233, 3122, 3022,
2958, 1758, 1688, 1624, 1484, 1443, 1373, 1226,
1157, 1106, 1042. Cnekrp AMP 'H (IMCO-dy), 6,
M. 1.: 1.67 ¢ (3H, CHj;), 1.93 ¢ (3H, CH,), 1.96 ¢ (3H,
CH,), 3.49 ¢ (9H, 3CH;), 3.61 ¢ (3H, CHy), 4.57 1
(1H, CH, *Jyy 10.1 Tu), 4.96 n (1H, NCH?, /4y
15.9 Tu), 5.01 o (1H, NCH?, 2Jyy 15.9 Tm), 5.15 ¢
[2H, CH,C(0)], 5.21 a. a (1H, CH, 3Jyyy 9.7, 3Juy
9.6 '), 5.48 1. 1 (1H, CH, 3J;34 9.3, *Jy; 9.2 '), 5.53
a. 1 (1H, CH, 3Jy 9.5, 3Jyy 9.4 T'n), 6.21 1 (1H, CH,
3Ty 9.1 T, 7.01-7.05 m (2H, H®, HY), 7.37-7.40 m
(1H, H*), 8.15 ¢ (1H, CH=), 12.60 ¢ (1H, NH). Macc-
criektp (MALDI), m/z: 676 [M — Cl]*. Haiineno, %:
C 48.80; H 4.78; C1 4.87; N 13.59. C,4H;5CIFN-Oy;.
Brruucieno, %: C 48.91; H 4.95; C14.98; N 13.77.

Xuaopua N,N-mm3TH/I-N-MeTHI-2-0KC0-2-[2-(2-
okco-1-{[1-(2',3’,4’-Tpu-O-aneTni-5"-meToKkcu-
Kapoonua-p-D-rimoxkonupano3unia)-1H-1,2,3-Tpu-
a301-4-1J1|MeTHJI } MHAO0JNH-3-NJIHIeH)THAPa3U-
Huadrunammonus (17). Berxon 81%, 1. . 168°C.
UK cnektp, v, cM ': 3425, 3229, 3151, 2982, 2955,
1758, 1717, 1690, 1616, 1470, 1441, 1377, 1219,
1156, 1106, 1040. Cnexrp AMP 'H (IMCO-dy), 6,
M. 1.: 1.30 T (6H, 2N*CH,CHj;, *Jyy 6.8 T), 1.70 ¢
(3H, CH;), 1.97 ¢ (3H, CHj;), 2.01 ¢ (3H, CHj;), 3.18-
3.23 m (4H, 2N*CH,CH;), 3.59-3.66 m (6H, OCHj,
N*CH,), 4.79 n (1H, CH, 3J;y 10.0 T), 4.83 ¢ [2H,
CH,C(0)], 5.05-5.11 m (2H, NCH,), 5.22 1. n (1H,
CH, 3Jyyy 9.8, *Jyy 9.6 T), 5.59 1. n (1H, CH, *Jyy
9.9, 3Jyyy 9.4 Tn), 5.68 1. 1 (1H, CH, 3Jiyy 9.7, *Jun
9.5 '), 6.38 1 (1H, CH, /i3 9.9 T'mr), 7.14-7.21 M
(2H, H3, H"), 7.45-7.47 m (1H, H°), 7.69 ym. ¢ (1H,
H*), 8.54 ¢ (1H, CH=), 12.61 ¢ (1H, NH). Macc-
crektp (MALDI), m/z: 686 [M — Br]*. Haiineno, %:
C48.41; H 5.19; Br 10.22; N 12.67. C5;H,4,BrN-Oy;.
Brruucneno, %: C 48.57; H 5.26; Br 10.42; N 12.79.
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BIIATOJAPHOCTHU

ABTOpBI BBIpaKalT OmarogapHocTh KosmekTns-
HOMY CHEKTPO-aHAJIMTUYECKOMY LEHTPY (U3UKO-
XUMHUUYECKHUX UCCIENOBAHUN CTPOEHHUSI, CBOMCTB U CO-
CTaBa BENIECTB U MarepuanioB dDejepaibHOTO UCCIie-
JoBaresbekoro 1eHTpa «Kazanckuil HaydyHbIA LEHTP
Poccuiickoil akagemMun Hayk» 3a TEXHUUYECKYIO IOJ-
JIepkky. PaboTa BBIMONHEHA B pamMKax COTJIAIICHUS
0 coTpyaHudecTBe Mexay dDenepabHbIM HCCIEN0-
BaTeIbCKUM LEeHTpoM «KazaHCkuil Hay4yHBIM LEHTP
PAH» n bamkupckuM rocynapcTBEHHBIM MEIHUIIMH-
CKMM YHHMBEPCUTETOM MUHHUCTEPCTBA 3APaBOOXpaHE-
Hus Poccuiickoit denepanun.

KOH®JIMKT UHTEPECOB

B.®. MupoHOB SIBISETCS YJIEHOM PEIKOJUICTUU
Kypnaina obueit xumuu. OcTanbHble aBTOPbI 3asBIIs-
10T 00 OTCYTCTBHH KOH(IIUKTa HHTEPECOB.
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Synthesis of Triazolylisatins Glycoonjugates and Some
Ammonium Hydrazones on Their Basis
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The click reaction of propargylisatins with some azido-sugars was used to synthesize new isatin derivatives, in
which the carbohydrate residue is linked to the 2,3-dioxindole platform via the 1,2,3-triazole ring. A number
of water-soluble acylhydrazones with different structures of the cation center were obtained on their basis.
It was shown that the newly obtained compounds do not exhibit hemotoxic action and have a significant
antiaggregatory and anticoagulant activity at the level of reference drugs such as acetylsalicylic acid and
pentoxifylline.

Keywords: isatin, glycoconjugates, click reactions, hydrazones, antimicrobial activity, hemotoxicity
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