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Ha ocnoge N-(f-D-zanaxmonupano3unkapoamoun) nunepasuna oCcywecmeier Cunmes Ho8blx Muonpou3so00Hslx NUnepasutd, 8
uacmuocmu, N-[(2,3,4,6-mempa-O-ayemui-—D-eanaxmonupanosun)muoxapbomoun]nunepazuna 07isi NOCIeOyIoue20 U3y4eHus ux
buono2utecKux colicma.

Cmpykmypa u cocmag CUHME3UPOBAHHBIX NPOU3BOOHBIX OOKA3AHbI COBPEMEHHbIMU QuauKo-xumuieckumu memoodamu HK- u
AMP 1H-chekxmpockonuei, 51eMeHMHbIM AHATUZOM

Based on N-(f-D-galaktopiranozilkarbamoil) piperazine, the synthesis of new thioproizvodnyh piperazine, in particular, N-
[(2,3,4,6-tetra-O-asetyl-3-D- galaktopiranozil) thiokarbamoil]piperazine for further study of their biological properties.
The structure and composition of the synthesized derivatives of proven modern physico-chemical methods of IR and 1H NMR
spectroscopy, elemental analysis.

OnHO# U3 BaXKHBIX 33434 (hapMaleBTHIECKON HayKH U MPAKTUKH SIBISIETCS CO3/JaHNE HOBBIX BBICOKOI((EKTUBHBIX
JIEKapCTBEHHBIX CPECTB, UMEIONINX CYIIECTBCHHOE IIPEUMYIIIECTBO TIEPE IIpernapaTaMy, IPIMEHIEMBbIMI B MEIUIIMHE.
ITosTomy mpoOGiiema moucka OHONOTHYECKHM AKTHUBHBIX BEINECTB M M3YYEHHS B3aHMOCBS3M XHMHUYECKOTO CTPOCHHUS C
JIEHCTBUEM OCTaeTCs aKTyalbHOH. [lepCreKTHBHBIM HAayYHBIM HalpaBiIeHUEM B 9TOM ILIaHE SIBJISIOTCS UCCIICIOBaHMS B
o0acTy yrieBoJco/iepKalluX COeANHEHNUH ¢ MMIIepa3HHOBBIMU (parMeHTaMu.

BemecTBa, copepxanye NHUIIEPa3HHOBBIN (parMeHT, WHTEPECHBI KaK IOTEHIMAIFHO OHMOJIOTMYECKH aKTHBHBIE
coearHeHUsl. MHOTHE TPOM3BOJHBIC MUIEpa3HHa 00JaaloT LMIMPOKUM CIEKTPOM (hapMaKoJIOTHYECKO aKTUBHOCTH
(HanpuMep, TCHXOCTHMYJIMPYIOIIUM, IPOTHBOCYIOPOXKHBIM, AHTUICIIbBMHUHTHBIM M JIpYTUMH CBoWcTBamu). B
MEIMIUHCKON TPaKkTUKE IIHPOKO MCHOIb3YIOTCS JIEKAPCTBEHHBIE MpenapaTsl, COAEpKaIlue MHUIEePa3HHOBBIN
¢parmenTsl [ 1,2]. PaGoThI M0 OKMCKY HOBBIX, 00JIe€ COBEPIIEHHBIX MIPOU3BOIHBIX IMHIIEPA3UHA TPOIOKAIOTCS.

B HacTosmielr paboTe HaMHM IPUBEAEHBI pE3yIbTaThl HCCIEAOBAHUII 1O CHHTE3Y  YIVICBOACOJICP)KAIINX
MIPOM3BOHBIX ITUIICPA3NHA.

Panee HamMm W3ydeHBI peakIUM TIMKO3WIKapOAMOWIMPOBAHMS NHIEpasWHa U crenupudeckas (apmakoso-
IMYecKasi akTHBHOCTh HOBOTO YIJIEBOJHOTO MpPou3BOAHBIX N-(B-D-rnukonupanosmikapbamonit) nunepasuxa [3].
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Jlanusie coenuuenus nonyyarot B3aumoaeiicteiueM N-metun-N-(B -D-riuko-nupano3un)-N-HUTPO30MOYEBUHEI €
[UTEPA3HHOM, KOTOPBIE B CBOK) OYEpPEIb CHHTE3UPYIOT HHUTpo3upoBaHueM N-metun-N'-(B-D-rnukonupanosun)
MOYEBHHEHI (cxema 1)

CTpyKTypa TIIOJy4eHHOTO cOeIuHeHHs, B dacTHOCTH N-(B-D-ramaktonupano3wi)nunepasuHa MOATBEPXKICHA
BCTPEYHBIM CHHTE30M C HCIIOJIb30BAaHMEM KJIACCHUYECKOTO HM30IMOHATHOTO Meroma @wumepa [4]  (cxema 2).
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W3BecTHO, YTO MpPEBpaAILICHUE KHCIOPOACOAEPKAMMNX COEAMHEHUH Ha CEpOCOIEp)KaIlie COEAWHEHHE PE3KO
U3MEHSET (PapMaKOIOTHYECKYIO aKTHBHOCTb.

B aTOM I1aHE HaM yIanoch MPEBPaTUTh KUCIOPOJICOAEPKAIIMX COSANHEHUH Ha CEpPOCOIep KaINE COSTUHEHHE C
nomonipto pearenToM Lawesson (LR) T.e. mcnonb3yst HoBble MeToabl cuHTe3npoBanu N-[(2,3,4,6-TeTpa-O-anermi-f3-
D-ranakronupaHo3uT)THOKapOaMOWII |TUIepa3srHa IS TIOCTEAYIONIETO H3yYeHUs X OMOJOTHIECKIX CBOMCTB.

YcranoBneno, uro 2,3,4,6-terpa-O-anerui-f-D-ragakronupaHo3ui-THOKapOaMOUI)AMITHIEHANAMUH B TETpa-
rugpodypaHa ¥ TPUATWIAMHHA C YIIIEKHCIIBIM ra3oM, ¢ IoMoIpio peareatoM Lawesson (LR) npw xumsueHnn B
TEYEHHE JIBYX YacOB MPUBOIUT K 00pPa30BaHUIO IIEJIEBBIX MPOIYKTOB (cxema 3).
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KoHTponb 3a X0I0M peaklMid W HMHAWBUIYaJIbHOCTHIO MOIYYEHHBIX COEJIMHEHUH OCYIIECTBISUIM METOJaMHU
TOHKOCJIOHHOM M OyMakHOIT xpoMaTorpaduu B cuctemax: Tonryona-TI'® 2:1 u xinopodopm : atanon (3:1).

CtpoeHmne MOTyYeHHBIX COeINHEHUH OBITO MOATBEPKIEHO METOAAMH 3JIEMEHTHOTO aHAJII3a U CIIEKTPOCKOIHEH.

[Tomyyennsie coenumHeHust Oenoro mpera, 0e3 3amaxa, cjerka TOPHKOBAaTOTO BKYCa, XOpPOIIO KPHUCTAUTU3YeTCH,
YCTOIYNBEI IIPH ATUTEITHHOM XPaHCHHH.

B HK-cnektpe N-[(2,3,4,6-TeTpa-O-anetmi-(B-D-rmukonupano3ni)-THokapOaMonI [TurepasnHa  HaOJIro1aeTcst
HOTJIOIIEHHE YIIEBOAHOW 4acTH MOJEKyIbl s B-koHQurypaumu B obmactu 909 cm!' . Taxke Habmomarorcs
nepopmanmonnsie konebanus N-H (amun 1) B obmactu 1626 cm™'. Habmogaercs kone6aHus XapaKTEPUCTHIECKHX
nosioc mornomerus cBisu C=S B obmactu 1424cm™  XapakrepucTuueckass TOJNOCH MOIJIOMIEHUS MHIIEPA3HHA
HaOmonaercs B oonactsax 1038 em™!' 1332 em™!, 1367 em'!.

TakuMm o00pa3oM, Ha OCHOBE OSKCIEPHMEHTAIBHBIX JAHHBIX CBHJETEJBLCTBYET O TOM, 4YTO HOBBIH CIOCOO
THOHMPOBaHHE KapOaMHIOB CaxapoB  OTKPHIBAET BO3MOXKHOCTH CHHTE3UPOBATH PAa3HOOOpa3HbIE OHOJIOTHMYECKH
AKTHBHBIE CEPOCO/IEPIKAIINE YIIEBOIHBIE IPOU3BOIHBIC C IIMIIEPA3HHOBBIMU (pparMeHTaMu.

JKcnepuMeHTAIbHAS YaCTh

WNnenTudukaus CHHTE3UPYEMBbIX COCIUHEHHH OCYIIECTBIUIOCh METOAaMH TOHKOCJIOHHOW XpomaTorpaduu Ha
Silufol, UK-, u 31eMEHTHBIM aHAIH30M.

UK - crexktpsr mosydeHsl Ha criektpodoromeTpe «Nicolet Avatar 370» DTGS ¢upmer Electron Corporation B
o6mactu 500-4000 cm™! (mpeccosanue ¢ KBr).

Temmepatypy miIaBiIeHUSI CHHTE3UPYEMBIX COCIMHEHHH M3MeEpsUIM Ha MHUKpOHArpeBaTelIbHOM CTONMKe Boetuis.
CKopocTh IoJJbeMa TeMIepaTyphbl Ha CToJUKe cocTaBisiia 4°C B MUHYTY.

KoHTpomnb 32 X0/I0OM peaknuy M YNCTOTOW CHHTE3MPOBAHHBIX COCAMHEHUI ocymiecTBisuics ¢ nomombio TCX Ha
mtactuHkax «Silufol UV-254» (copOenT: cunmkaress), OyMakHOW XpoMaTorpaduu ¢ MCIOIb30BaHUEM OyMaru Mapku
FN-5 u FN-2, npu UcHosb30BaHUM CIEAYIOIIUX CUCTeM: cucTema — Tonyon-TI'd 1:2, meranon-soga 4:1, Tomyon-
aneroH 1:1.

64



[ H3BecTus By30B Ne 2, 2013 }

Cunre3 2,4-6uc (n-merokcudpenn)-1,3-quruaaudocderan -2,4-qucyabpua (LR) (I)

B ko010y cHaGXeHHYI0 0OpaTHBIM XOJIOJUIBHUKOM, XJIOpKalblIMeBOi TpyOkod momemator 3,661r (0,114momb)
cepel u 1,4r (0,045Monb) kpacHOro Qocdopa M KHUIATIAT. PeakIMOHHYI0 Maccy OXJaXIaloT, A00aBisoT 12mi
(0,11monp) aHm3onma u kunATAT. [locie oxyaXIEHUS [0 KOMHATHOM TeMIepaTyphl BbINABIIME KPUCTAJIIBI
OT(WIBTPOBBIBAIOT U IIPOMBIBAIOT a0c. a3pupoM u OenzosoM. [lepekprcTauIM30BEIBAIOT U3 abc. TOIyona.

Buixoo: 4,36r., (47,8%), Tuy=228-229°C (I).

HK-—cnexmp (KBr, v, cm!): 689 (P=S), 615 (P=C), 1022, 1095, 1180 (R-O-CHj3), 1267, 1294, 1308, 1458, 1493,
1592 (apom.).

Ci14sH140,P,S4 404,475 Haiinennl %: C-41,95; H-3,78; P-15,1; S-32,0.

Boruuciaeno %: C-41,57; H-3,49; P-15,32; S-31,71.

N-(B-D-ranakronupano3ni kapoéamvona) nunepasun (II)

Ananoruuno u3 2,64r N-metun-N'-(B-D-ranakronupanosun)-N-HUTpo30MOo4€eBUHBL, 20 MJI METUJIOBOTO CIIUPTA U
0,86 r (0,01 momb) OGesBogHoro nudTHIeHAMamMuHa noiaydwin 1,45 r (50%) coemunenus N-(B-D-ramakro-
MTMPAHO3WITKApOAMOWIT ) TUTIEpa3uHa.

Tu= 197-198°C (1I), Rf=0,8 TCX (meranon-soga 4:1). [a ]2° p=+8,5° (c 1, Boma).

HK — cnexmp (KBr, v, cm): 900, 950, 1060, 1090, v (konebanus yriieBomHoro konema), 1275 v (-C-N), 1530 v
(amup 11, N-H), 1620 v (amun I, C=0), 3300-3450 v (N-H), 2850-2940 v (C-H).

IIMP—cnexkmp (6, m.1., Py-ds): 3,45 (yur.c., 4H, mpoTOHBI AMATHICHIMAMUHOBOTO KojbIa), 3,9 — 4,55 (M., 9H,
CH- npoToHBI yriaeBomHOTO Koibma), 4,9 (ymc., SH, 4 OH+NH mporonsl), 5,6-5,95 (M., 2H, CH — npoToHbI
YTIIEBOIHOTO Koubia), 7,92 (., 1H, J=9 I'n, mporon CONH rpyrmm).

Ci1H21N3Os 291,29 Haiipeno: %C=45,41; %H=7,21; %N=14,20

Boruuciaeno: %C=45,35; %H=7,27; %N=14,42

N-[(2,3,4,6-Terpa-O-anernia-f-D-rajakronupanosui)-kap6amoun] nunepazuna (IIT)

K 2,91r (0.01 monb) coenunenus (I11) npubasunu 10 M cyxoro nupuauHa, pactsop oxianunu g0 0°C, nobasunmm
MIOCTETICHHO TPH MepeMelnBaHuy 1,2 Ml YKCYCHOTO aHTHApuAa. 3aTeM IIpU KOMHATHOW TeMIlepaType OCTaBHJIM Ha
Houb (koHTposb TCX, cuctema: Tomyon-aueroH 1:1). PacTBop ymapunu Ha poTalMOHHOM Hcnapurene o cupoma. K
cuporly TpuOaBUIM JIEASHYIO BOJIY, IepeMelland, BbIMan OeJoCHeXHBIH ocanok. Ilponykr ordunbrposay,
IIPOMBIBAJIM HECKOJIBKO pa3 BOAOH 10 MCUe3HOBEHUS 3amnaxa nupuauHa. [lepexpucrannzobanu u3 45% crupra.

Buixoo: 2,7 r (80%) (III), Tw=188-190°C, Rf=0,3 (Tomyon-ameton 1:1).

HK-cnexmp (KBr, v, cm): 915, 1040, 1090, 1130, v (kosebanus yriieBogHoro koisia),1200-1300 v (OAc),1560
v (amun II, N-H),1695v (amun [,C=0).

IIMP-cnekmp (0, m.1., DMSO-d¢): 1,6,-2,2 (yurc., 12H, 4 0Ac), 3,0 - 3,5 (m.,8H-ausTHICHIHAMIHOBOTO
kombma), 3,8 - 4,35 (M., 3H, CH-nporonsr yrmeBogHoro komema), 5,0 — 5,4 (m.,4H, CH —mporoHsI yrieBogHOTO
kombIa), 7,4 (1., J=8, 75 ', mporon CONH rpyrbn)

C19 Hzg N3 01() 445,49 Hafmeno: %C:49,45; %H:6,25.

Boeruuciaeno: %C=49,65; %H=6,36.

Cunres N-[(2,3,4,6-TeTpa-O-aneTnia-f—D-ranakronnpano3mwi) Tuokapoomon|-munepazuna (IV)

B kondoy mnomemaror 0,118r (0,2mmonbs) N-(2,3,4,6-terpa-O-anetun-f—D-ramakronupano3mi) KapOOMOu|
nuniepasud (I1IT) u 0,4r (0,9Mmons) 2,4-6uc (m-metokcudenmn)-1,3-mutuanndocderan-2,4-qucynpduma (LR) (1), Sma
abc. Terparuapodypana u 0,1mu abc. TpmdTHIaMuHA. KOOy HAMONHSAIOT CYXHM YIJICKUCIBIM Ta30M W KHIIATAT C
00paTHBIM XOJOAMJIBHUKOM W XJIOPKAJIbIIMEBOW TPyOKoW B TeueHHWe OBYX dacoB 30muH. PacTBOp ymapmBaioT mof
BaKyyMOM TipH Temmeparype 6anu 55-60°C nocyxa. K ocratky 106aBIsiOT 3MJI JIMCT. BOJBI M KUIATAT ¢ OOPaTHBIM
XOJOAWIBHUKOM B TEYEHHUE IIATH MUHYT. PacTBop OTOMIBTPOBBIBAIOT u (GWibTparT ynapuBaioT. OcCTaTok
MEPEKPUCTAILUTU30BBIBAIOT U3 CIHUPTA. BhIMaBIie KpUCTAIUTBI OTQIIBTPOBBIBAIOT H BBICYIIMBAIOT HA BO3yXC.

Buixoo: 0,075r., (62,50%) (IV), Tu= 135-137°C, Rf=0,84 (cucrema - Toyoun : TT® (1:2)).

HK — cnexmp (KBr, v, cm): 909, 950, 1068, v (konebanus yrieBogHoro Koibia), 1216 v (-C-0-), 1626v (amun 11,
N-H), 1424 v (C=S), 3269, 6(NH)1533, 2919 v (CH3)

Ci9H23 N2 O9S  Haiineno: %C=49,40; %H=4,93; %N=8,33; %S=6,21

Beruucieno: %C=49,61; %H=4,28; %N=8,95; %S5=6,82
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