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1-U30OTUOLNAHO-1-AE30KCH-2,3,4,6-TETPA-O-ALLIETUJI-B-D-
I'IIOKOIIMPAHO3AHBIH AJIKAJION] AHABASUHMEH KOHAEHCALIMUACHI

A.Apunosa, U.B.Kynakos, K.C.Axmerkapumona, C./I.®@a3bLi0B, T.C.2Kusorosa

OpraHuKasbIK CHHTE3 XKoHE KeMip XUMUSCHl HHCTUTYTHI Kazakcran PecniyOnukacer
Kaparanapl K, faziosu@rambler.ru

1-usomuoyuarno-1-oezoxcu-2,3,4,6-mempa-O-ayemun-f-D-enokonupanosaea anKaniouo
AHAOA3UHHIY HYKIeOPUILOT KOCBITY Peakyusacul HCypeizinii. AnviHzan dHcana 3ammolly KYpPbliblLMbl
1 . .
UK- srcone AMP ~H- cnexmpockonus, Macc-cnekmpomempusi 20icmepimeHr aHblKmaobl.

CONDENSATION OF 1-ISOTHIOZYANO-1-DESOXSI-2,3,4,6-TETRA-O-ACETYL-B-D-
GLUKOPIRANOZE WITH ALKALOIDS ANABASINE

A.Arinova, 1.V.Kulakov, Zh.S.Achmetkarimova, S.D.Fazylov, T.S.Zhivotova

Institute of organic synthesis and coal chemistry Republics of Kazakhstan
Karaganda, faziosu@rambler.ru

Reaction of nucleophilic addition alkaloids anabasine to I-isothiozyano-1-desoxsi-2,3,4,6-

tetra-O-acetyl-b-D-glukopiranoze is carried out. The structure of the synthesized connections is
positioned by means of data HK- and NMR ' H-spectroscopy, mass-spectrometries.

W3YYEHUE PEAKIIMIA BOCCTAHOBJIEHUA HEKOTOPBIX 4-HUTPO-AHUJINIOB
N-MOP®OJIMHWJI- U N-HUTU3UHUITYKCYCHOM KUCJIOT

Kyaakos U.B., ApunoBa A.E., Axmerkapumoa K.C., @a3buioB C./., ’Kusorosa T.C.

HHcTuTyT OpraHnueckoro cuHTesa u yriexumuu Pecniyonuku Kazaxcran
r. Kaparanna, faziosu@rambler.ru

Paspabomanvr u ocywecmenenvl memoovbt SUOPUPOBAHUS HUMPOSPYNNbL 68 APOMAMUYECKOM
KOJble ¢ COXpaHeHuem ooujeti AMUOHOU SPYNNUPOBKU 8 CUHMEUPOBAHHBIX HO8bIX N-(4-amunoghenun)-
2-amuHoayemamuoax, Komopwvle MO2Ym CIYHCUMb UCXOOHLIMU CUHMOHAMU Oisl  OalbHeliuel
moougpurayuu. Cocmas u cmpoerue CUHMeUPOBAHHBIX NPOU3BOOHBIX NOOMEEPIHCOeHbl OanHbiMu MK-,
AMP IH—cneKmpoaconuu, Macc-cneKmpomempuu.

XUMUYEeCKUH qu3aiiH OMOJIOTMYECKN aKTUBHBIX BEIIECTB OCYIICCTBIISICTCS yTeM KOMOWHAITUN
B MoJieKkyle JByXx U Oonee ¢apmakodopHblx (parMeHTOB. bBuOaKTHBHOCTH a30T- U
KHCIIOPOJICO/ICPIKAIUX COCTUHEHUI 00YCIIOBJIIEHA, B OCHOBHOM HX CIOCOOHOCTBIO 00pa30BHIBATH
MHOT'ME BHJIbl XUMUYECKOUN CBSI3U, TAKWE KAK BOJOPOJHBIE, KOBAJIEHTHBIE, KOOPANHALIMOHHBIE, YTO
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OIlpeNieNIieT  CIOCOOHOCTh  a30T- M KHUCIOPOJCOIEp)KALIMX  OPraHHYECKHUX  BEIECTB
B3aMMO/ICHICTBOBATh C COOTBETCTBYIOIUMH PELIEITOPaMH B opranusme /1-3/.

Panee HaMu ObUTM CUHTE3MPOBAHBI T'AJIOTEH- U HUTPO3aMEIIeHHbIE TPOU3BOJIHBIE aHIIUA0B N-
aMUHOYKCYCHOM KHCIIOTBI Ha OCHOBe ankajouaa mutusuHa /4/. C 1enbio BO3MOXHOCTH
JanbHeHIe MoauUKalMy CUHTE3WPOBAHHBIX HHUTPOCOJEPKAIIUX MPOU3BOJHBIX aHMIUIOB N-
AMMHOYKCYCHOM KHCIIOTBI, a TaKkK€ BO3MOXXHOTO YCTAaHOBJICHUS 3aBUCHUMOCTH  BIUSHUS
HUTPOTPYNIBI Ha (apMaKOJIOTHUECKYI0 aKTUBHOCTh IIPH €€ 3aMEHE Ha BOCCTAHOBJICHHYIO
aMHHOTPYIITY, HAMU TPOBENICHBl PEAKIUU BOCCTAHOBIICHUS HEKOTOPBIX W3 CHHTE3MPOBAHHBIX 4-
HUTPOAHWIH/IHBIX TIPOU3BOTHBIX.

MarepuaJjbl 1 METOIbI

HK-cniekTprl cHuManu Ha criekrpomerpe ¢ Dypre-nipeodpazoBatenem AVATAR-320 ¢upmer
NICOLET B Ttabnetrkax ¢ KBr. Cnextpsl SIMP-'H 3armcanbl Ha crektpomerpe BRUKER
DRX500 mpu uvactore 500 MI'm B pactBope DMSO-d¢ OTHOCHTENHHO BHYTPEHHErO CTaHIapTa
TMC. Macc-cnektpsl canmaiin Ha npubope FINNIGAL MAT.INCOS 50 mnpsiMbIM BBOJOM
BeulecTBa ¢ 3Heprueid nonumsauuu 70 sB. Temneparypbl IUIaBiI€HUS BELIECTB ONPEACISIM Ha
npudope «Boetiusy. KoHTponbs 3a X0a0M peaknuu M YUCTOTOH IOTYYEHHBIX COCIUHEHUN
OCYIIECTBIISUIM METOZOM TOHKOCIOWHOW Xpoarorpadguu Ha miuactuHKax «Sorbfil» B cucreme
M30MPONMIOBBIN ciupT-0eH3o0m-ammuak — 10:5:2. TlnacTuHKY TPOSIBISUIH ITapaMu Hoja.

Pe3yabTarsl U 06CyKIeHTE

AHanmM3 JUTEpaTypHbIX JaHHBIX IIOKa3ald, YTO METOJIUKH BOCCTAHOBJIEHUS] apOMaTHYECKUX
HUTPOCOEIMHEHNH, COAEPIKAILUX IIOMUMO TOTO B CTPYKTYpE MOJIEKYJbI IPYTUE, UyBCTBUTEIBHBIE K
TUJPOJIM3Y TPYNIIUPOBKH, B YaCTHOCTH, OEH3aMUIHYIO, MPAKTUYECKU OTCYTCTBYIOT /5/. B OCHOBHOM
HUTPOCOEAMHEHUS], COJEpIKalllie YYBCTBUTEIbHBIC K THIPOJIM3Y aMMUIHYIO WM OEH3aMHIHYIO
(YHKIMIO, BOCCTAHABIMBAIOT C XOPOIIMMH BBIXOJJAMH B CPEIE YKCYCHOM KHCIOTHI METAITTMYECKUMU
cTpyxkamu /6/. [Ipyu 3TOM POUCXOAUT CEIEKTUBHOE BOCCTAHOBIICHHE HUTPOTPYIIIBI B ApOMAaTHUECKOM
KOJIblie, 0e3 00pazoBaHMst MOOOYHBIX MPOIYKTOB THAPOIIN3A.

Boccranosnenue nmpoBoaniy B TeueHue 8-10 4acoB MpH KUTISTYEHUH BOJHO-CIIUPTOBOTO 85%-HOTO
pacTBOpa MCXOAHBIX HUTpocoennHEHUH (1-4) B yKCYCHOM KHCIOTE C METAUIMYECKUMH OIWJIKAMHU,
MIPEBAPUTEIILHO AKTUBUPOBAaHHBIMU B pacTBope 10%-HOW CONSHON KHCIOTBI BOCCTAaHOBJIEHHOTO
xene3a. [locnme (uIBTpOBaHUS PAacTBOpPAa OT JKENE3HOrO IUIama, IMOCIEIYIONIeH HeWTpantu3anuen
pacTBOpPOM  COMbI, BBIIEICHUE LEJIEBBIX BOCCTAHOBIIEHHBIX IPOAYKTOB OCYLIECTBISUIA ITyTEM
AKCTPAKIMU OCH30JI0M WIIH STHIIALETATOM.

Ry R,
L0 Fe, CH;COOH L0
02N N_C\ EE—— H2N N_C\
H c— <} 100 °C, 8-10 u H C—N(t?
H, H,
2 2
(1-4) (5-8)

R;=R,=H(1,2,5,6); Ry =Br, R, =H (3, 7);
R] =Cl, RZ =Cl1 (4, 8)

@€1,5; o N— (2-4.6-
(2-4, 6 - 8)

[lonyuyennsie ¢ BbeixogoM okono  60%  N-(4-amunodenunn)-2-amuHoaneTamuabl — (5-8)
NPEJICTABISIIOT OO0 Oerble WIIM  CJerKa CepoBaThle IOPOIIKOOOpa3HbIe BEUIECTBA, XOPOIIO
pPacTBOpUMBIC B OOBIYHBIX OPraHUYECKHX PACTBOPHTEISX, KpPOME YIIeBOaopoaoB. Kak mokaszamu
PE3YNBTaThl YKCIIEPUMEHTOB, BBIXOJIBI IIEJICBBIX MPOAYKTOB M YCTOHYMBOCTH MCXOJHBIX COCTUHCHHIA
3aBHCAT OT HAJIMYMS B apPOMATHYECKOM KOJIBILIE aTOMOB TaJIoreHOB. boiiee BhICOKHE BBIXOBI U Ooliee
CTaOWJIbHBIC U YCTOWYMBBIC BEIIECTBA 0OPA3YIOTCS [UIS MIPOCTHIX HUTPOAHWIUHBIX IPOU3BOIHBIX, 03
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HAJIMYMS TAJIOTEHOB B APOMATHKE.

CocraB, cTpoeHHE M MHIUBHUIYAIbHOCTh CUHTE3HMPOBAHHBIX COEAMHEHUH (5-8) MOATBEp IEHBI
nanabiMu K- u [IMP-ciekrpockonuu.

B UK cnekrpax CHHTE3MPOBaHHBIX COeIUHEHMH (5-8) HCUe3ar0T MHTEHCHBHBIE MOJIOCHI
MOTJIOIIEHUST HUTpOrpynnbsl B oOmactu 1544 u 1345 M’ m IIPUCYTCTBYET MHTEHCHUBHAs I10JIOCA
norommenust rpynmsl NH, B obGmactu 3320 cM™', TIOJNIOCHI MOTJIOIICHHST AMUIHOI rpymel C(O)NH
MIPOSIBIISIFOTCA B 001acT 1652 oM

B macc-criektpe coenunenust N-(4-amuHodenmn)-2-1iutuzuHoaneramuaa (5) IpucyTcTBYeT MUK
MOJIEKYIApHOTo HoHa 338 [M]" ¢ OTHOCHTENbHOI HHTEHCHBHOCTHIO Jor,. (30%), a TakKe XapaKTepHbIii
dparMeHT ocKoOUHOTO pactana N-anKMIbHBIX MPOM3BOMHBIX ankanonna rurmsuHa YN-CH, = 203
(100%).

IIpn anammusze cnekrtpoB SAMP 'H coemuuenuit (5-8) wmabmromaroTcst XapaKTEepPHBIC CUTHAIIBI
MPOTOHOB apoMaTthyeckor yactu. Tak, Hanpumep, npu aHaimze SIMP 'H criekTpa coeauHeHust N-(4-
amuHO(eHwN )-2-1uTH3nHoaeTamuaa (5), B OTIMYAM OT HKCXOJHOTO HHUTPOIPOU3BOAHOTO N-(4-
HUTpOQeHWN )-2-IIuTH3nHoaneTamuaa (1), yCTaHOBIEHO HAJIMYME TPOTOHOB  APOMATHYECKOU
AMUHOTPYIIIIBI, BBINUCHIBAIOIIMXCS Y3KMM CHUHIJIETOM B obmactu 4,85 m.a. Kpome Toro, mpoucxoaur
3HAUUTEJIbHOE CUJIHHOMOJIBHOE CMEIIEHHE BBIMHMCHIBAIOUIMXCS B BUJE JyOJETOB CUIHAJIOB MPOTOHOB
apOMaTHYECKOI0 KOJbLa MPH aMUHOTPYIIE IO CPAaBHEHHIO C apOMaTUYECKUMH IPOTOHAMH IpU
ANEKTPOHHO-aKLENTOpHON HUTporpymte ¢ 8,19 u 7,61 m.a. 10 6,44 1 6,96 M.1. COOTBETCTBEHHO.

B cnektpe coenunenust N-(4-aMUHO(pEHW)-2-IUTH3HHOALIETaMIIA (5) COXpaHSIETCS TaKXKe
Ha4Ke ayosera ayoneroB HedkBuBaIeHTHBIX MPoToHOB N-CH,C(O) dhparmenTa Kak ¥ 'y UCXOIHOTO
HUTporpon3BoaHOro (1), HO ¢ He3HauuTeNbHbIM cMenieHueM Ha 0,2 M.JI. B CHJIBbHOE IIOJE.
CooTHoOIlIEHHE UHTETPAIbHBIX HHTEHCUBHOCTEH OTBEYaeT CTPYKTypam (puc. 1-2).

Zelinsky Institute of Organic Chemisiry, Moscow: Bruker DRX500 SF=500 MHz {1H} SI=16K SW=10000 O1-4006 PW=12.0 AQ=1.638 RD=0.00 NS=1 SR=9.80 TE=300K 3 June 2008 Opr. Strelenko Yu A., Prep: L~7308; Solv: DMSO-d6; _
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Pucyrok 1 — Criextp SIMP 'H N-(4-uutpodern)-2-rurusnsHoaneramuza (1)

Takum 00pa3om, HaMH pa3pabOTaHBl U OCYLIECTBICHBI METOJbI THAPHUPOBAHUS HUTPOTPYIIIHI B
apoOMaTHYECKOM KOJIbIIE C COXpaHEHHEM OOILIeH aMHTHOM IPYIITUPOBKH B CHHTE3UPOBAHHBIX HOBBIX N-
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(4-amuHOpEHMIT)-2-aMIUHOALIETAMUIAX, KOTOPBIE MOTYT CIYXHTh WCXOJHBIMH CHUHTOHAMH IS
nanpHermein moaudukanuy. CocTaB U CTPOCHUE CHHTE3MPOBAHHBIX aMUHOAHWJIMIHBIX MPOU3BOIHBIX
nonreepxaeHbl Janubivu K-, IMP IH-CHCKTpOCKOHI/II/I, MAacc-CIIEKTPOMETPHH.

Zelinsky Institute of Organic Chemistry, Moscow: Bruker DRX500 SF=500 MHz {1H} SI=16K SW=10000 O1=4006 PW=12.0 AQ=1.638 RD=0.00 NS=1 SR=10.67 TE-300K 3 June 2008 Opr: Strelenko Yu.A.; Prep: L—7308; Solv: DMSO~d6;
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Pucynok 2 — Criektp IMP "H N-(4-amunodennn)-2-niuru3nHoaneramua (5)
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KEHBIP N-MOP®OJIMHIWI- U N-IIUTU3HHUITYKCYCTI KbIIIKBLJIIAPJIbBIH
4-HUTPO-AHUJIMATEPIHIH TOTBIKCBI3JIAHY PEAKIHUAJIAPBIH 3EPTTEY
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OpraHukaiblK CUHTE3 XKoHE KeMip XUMHUsACh MHCTUTYThHI Kazaxctan Pecrybnukachl
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Apvl Kapaii myprenoipynepee 6acmankvl CUHMOH O0AQ anamuld cunmesoenineen xcaya N-(4-
amMuHogenun)-2-amunoayemamuomepoeci  amuomi - monmapovl  CaKkmaii - OMvlpvln  APOMAMMbl
KONbY0OA&bl HUMPOMOObIH MOMBIKCHI30AHObIPY 20icemMecCi  AHCACANbIHObL JCIHE ICKe aCbipbliObl.
CunmesOeninin  anviHean cana mybIHObUIAPObIY Kypamvl MeH Kypolivicki K-, SAMP 'H-
CNeKMpOCKONUsl, MACC-CNEKMPOMempUsL OepeKmepimeH 0den0eHOl.

CARRYING OUT OF REACTIONS OF REDUCTION OF THE SOME PEOPLE 4-
NITROANILIDS N-MORPHOLINIL-AND N-CYTISINILACETIC ACIDS

I.V.Kulakov, A.E.Arinova, ’K.C.AxmeTrkapumona, S.D.Fazylov, T.S.Zhivotova

Institute of organic synthesis and coal chemistry Republics of Kazakhstan
Karaganda, faziosu@rambler.ru

Methods of hydrogenation nitrogroup in a benzene ring with preservation of the general amide
groupings in synthesized new N-(4-aminophenyl)-2-aminoacetamides which can serve initial sintonen
for the further modification are developed and carried out. Composition and a structure synthesized
derivatives are confirmed by data UK-, NMR ' H-spectroscopy, mass-spectrometries.

YK 547.917
CHUHTE3 N-AMUHOI'JIMKO3UJIHBIX ITPOU3BOJHbIX HA OCHOBE
HEKOTOPBIX MOHOCAXAPHUIOB U AIMNUKJIMYECKUX U APOMATUYECKHUX
AMHMUHOB

H.B. KyJIaKOBl, O.A. HypKeHOBl, A.E. Apunosa', A.M.Mnbun’

! «lucTHTYT Opranuyueckoro cuntesa u yrnexumun PKy, r. Kaparanza, kulakov_iv@mail.ru
2PITI «Hay4HbIif IEHTp TPOTUBOMH(EKIIMOHHBIX MTPENapaToBy, T. AJIMaThI

Ha ocHnoge nexomopwix anuyuxkiudeckux, apomMamuyeckux u 2emepoyuriuyecKux amuHos u
NPOMBIULTIEHHO 00CMYNnHbIX APUPOOHBIX ~ MOHOCAXAPUOO8 CUHME3UPOBAHbI HOBblEe
noaugynkyuoHanbHole N-amuno2muko3uosl. Yemanoenenvl Hekomopvle 0cobeHHOCmU NPOMeKaAHUs
peakyull 2nUKOUNUPOBAHUS, 3ABUCAWUX OM KAK OM OCHOBHOCMU UCXOOHbIX AMUHO8, MAK U
cmepuyeckux gaxmopos. Ha mnozcouucnennvix npumepax, memooom AMP 'H CNeKmpoCKoOnuu
8bICOKO20 pA3peUleHUss U PEeHMEeHOCMPYKMYPHO20 AHANU3A, VYCMAHOBIEHO NpPeuUMyWecmeeHHoe
obpaszosanue f-anomepHolx popm N-amunoauKo3uoos.

Pa3BuTne NPOMBINIUIEHHOCTH W JKOHOMHUKH PecrnyOnwku B mocienHue Toabl TpedyeT oT
MHOTUX y4eHbIX Ka3zaxcraHa OrpoMHBIX YCHJIMNA MO WHTEHCHU(HUKAIMU HOBBIX WHHOBAIIMOHHBIX
IIPOEKTOB TMPUKIAIHOIO 3HAYEHMUST W BHEAPEHUI0 MX B IPOMBIIUIEHHOE HPOM3BOACTBO. B
HacTosiee Bpems B Kazaxcrane pelHOK (hapMarieBTHUECKON MPOAYKIIMH MPEACTaBIeH, B OCHOBHOM
Ha 90% WMIOPTHBIMH JIEKAPCTBEHHBIMHM TIpEMapaTaMy, YTO MPHUBOJAUT K WX 3HAUYUTEIHLHOMY
YIAOPOXKAHUIO U K MPSAMOI 3aBUCUMOCTH OT IMOCTaBOK U3 CTPaH-3KCHOPTepoB. IMEHHO mo3ToMYy, Ha
3acenanun 12-cvezna maptum "Hyp Oran" Ilpesunent Pecnyonuku Kazaxcran Hypcynran
AGumeBny HazapbaeB BmepBble O3BYyYMJ IporpamMmy moabeMa 10 KoHma 2014r.
¢dapmaneBTuueckoid mHAycTpun KaszaxcraHa W JOBEICHHS pPBIHKA HPOAYKIMH COOCTBEHHBIMH
JeKapcTBeHHbIMU mpenapatamu 10 50% ot ux oOmiero uucna. Hama PecnyOnuka oGnamaer
OTPOMHBIM 3allaCOM HE TOJIbKO MHUHEPAJIbHBIX U PACTUTEIBHBIX PECYPCOB, HO U HEOOXOIUMBIM
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