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For the first time there has been performed phytochemical investigation of Kazakhstani
Polygonum plants for the 14 BAS groups. Comparison with authentically samples identifies 7
carbohydrates, 2 coumarins, 5 phenols, 6 phenolic acids, 3 anthraquinones, 6 flavonoids, 13 amino
acids. Amino acids of the Polugonum plants are studied for the first time. For the first time the 12
fat acids has been identified.
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Kyneap maynvieel Kazaxcmanowvix mypiepiniy bb3 14 mon aneawxwl pem Kypam zepmmey
QUMOXUMUSIBIK  OMKI3INCeH JICIHe JicbliaH mayavikmuly. 13 amun-, 6 ¢henon- 12 cemiz
KblLUKbLIOApOblY, 6 hragonouomap, 3 anmpaxunonoap, 5 ¢heHonoap. Amumn- dxcane mayilkmapowly
cemiz KblUKbLIOApbl anzauikbl pem 3epmmenzel. bBB3 nezizei monmapvinvly 0Oeniny cxemacsl
enoeneen, 12 Kypolivimoapovl OONiHeeH JHcoHe MeHeCmipiieeH HCAHANAPOblY YUK 3ammapobly
OKbLIAMUbIH Y iumepi.

V]IK 547.7/.8

CHUHTE3 TUOAMU/J10B HA OCHOBE BUOI'EHHBIX AMHUHOB,
APOMATHUYECKUX AJIBAEI'N10B U CEPbI

K.C. AxmeTrkapumoBa, /I.P. ’Kuendaena, C./1. ®a3bLioB, O.A. Hypkenon

HNHCTUTYT Oprannyeckoro cuHre3a u yriiexumuu PK,

Bzaumooeiicmeuem  apunanvoecuoos ¢ - emopuuHviMu  amuHamu  (Mopgoaunom,  1-
OEH3UINUNEePasuHomM) u cepoil 6 yciosusx peaxyuu Buiveepooma-Kunmonepa u 6 ycnosusx
MUKPOBOIHOB0U akmusayuu noiydenvt N-3amewjennvie muoamuowvl 6eH30UHbIX KUCIOM.

BemectBa, conepikaiiue MOp(hOIMHOBBIM M MUIEPAa3HHOBBIN ()parMeHThl, UHTEPECHBI Kak
MOTEHIMAJIbHO OWOJIOTUUECKH AaKTHBHbIE COEAMHEHUs. MHorue mnpous3BojHbIe MopdosinHa U
nunepasuHa 00JagaroT IMIMPOKHM CIIEKTPOM (apMaKOJIOTHUECKOW aKTUBHOCTH (HaIpuMep,
aHAJIbT€TUYECKUM, MPOTUBOCYIOPOKHBIM W JPYTUMH CBOMCTBaMH). B MeTuIIMHCKON NpakTHKe
IIHPOKO  HCIIOJIB3YIOTCS  JIGKAPCTBEHHBIE — TpenapaThl, conaepkamue MOp(oNMHOBBIN U
nUInepa3uHoBbIN GpparmMenTsl /1/. B ninane morcka HOBBIX OMOAKTHBHBIX COCMHEHUHN MpPEACTaBIIET
WHTEpEC TONydYeHHEe WX THOAMHIHBIX TPOU3BOAHBIX. biarogapss MHOTOOOpa3HWi0 CBOWCTB
THOAMUJIbl  SIBIISIIOTCS PEAKIIMOHHOCIOCOOHBIMU COEMHEHUSAMU M C YCIIEXOM HCIONB3YIOTCS B
OpPTaHUYeCKOM CHHTE3€, B YaCTHOCTH, B CHHTE3€ ME3OMHHBIX O€TanHOB /2/, IPOM3BOJHBIX THA30JIa
/3,4/ 1 qpyrUX TeTepoIHKIOB /5,6/, B KaueCTBE THOALMIMPYIOLINX PEareHToB /7/.

W3BecTHBI pa3iryHbBIe METOMBI IMONydeHHs] THOAMHUAOB. B OCHOBHOM OHHM 0a3upyroTcs Ha
peaKkMsX HUTPHUIIOB, aMHMJIOKCMMOB, UMHUHO3(HUPOB, UMUIOWIXJIOPUAOB C CEPOBOJOPOJIOM HIIU
JIPYTUMHU MPOU3BOIHBIMU cephl /8,9/. OqHuM U3 Hambojee paclpOCTPAHEHHBIX METO/IOB CHHTE3a
THOAMUJIOB siBiIsieTCs peakiust Bunbrepoara-Kunanepa.
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Marepuansl U METOIBI

HK-cniexkTpsl cHUManu Ha criektpoMerpe ¢ Dypre-npeodpazobareniem AVATAR-320 dupmsl
NICOLET B rabmerkax ¢ KBr. Crmekrpsr SIMP-'H 3ammcansi Ha crektpomerpe BRUKER
DRX300 mpu ugacrote 400 MI'1. MukpoBOJIHOBOE 0OO0JIy4eHHE MPOBOJUIOCH B MHUKPOBOJHOBOM
neun mapku Samsung CE118KF (2450MI'nr). TemmepaTypsl IJIaBICHUS BEIIECTB ONMPEISISUIA Ha
npubope Boetius. B ycioBHSX  KJIACCHYECKOW pEaKUUH TEMIICPATYPHBIH  PEXHUM |
IIPOJOJKUTEIBHOCT PEAaKLUK BapbUPOBAIU B 3aBUCUMOCTH OT aKTUBHOCTH PEareHToB OT 2 10 &
gacoB. OXJaXIEHHYI0O pPEaKIHMOHHYI0 CMeCh pa30aBisuld  BOJOM, BBINABIIMN  OCAIOK
OT(UIBTPOBHIBAIIN M MEPEKPUCTATITU30BBIBATIH U3 3TaHOJA ¢ Jo0aBKkoil IMDA.

[TonGop Hambomee H>(PPEKTHBHBIX YCIOBHH CHHTE3a NPH MHUKPOBOJHOBOM OOJYYEHUU
IIPOBOAWIICS BappupoBaHueM BpeMeHH (0T 1 MuHyTHI 10 20 MUHYT) U MOIIHOCTH u3i1y4deHus (ot 70
10 750 Br). Xoxa peakiuu konTpoauposaics merogom TCX Ha miactunkax Silufol.

Pesynbrarsl u o0cyx)aeHne

B Hacrosmielt paboTre M3y4yeHO B3aMMOJCHCTBUE 3aMEIICHHBIX OEH3aJbJAECTUAOB C
TeTePONUKIMYECKAUMU BTOPUYHBIME aMuHamMu - MopdoimHoMm (1) u 1-6ensmnnunepasuaoM (2) B
MPUCYTCTBUM CEphl B  YCIOBUSIX Kjlaccuyeckol peakuuum Bumbsreponra-Kunmgiepa u
MHUKPOBOJIHOBOTO 00JTyueHUs. Peakmu mpoBOAMIMCE B cpenie pacTBopureneii 6enzona u [JMDA.
B ycroBusx kmaccuyeckoil peakuuu Bunbrepoara-Kunanepa Xopormime BBIXOIBI II€NIEBBIX
poayKToB (6-11) ObLIM mosydyeHbl Ipu npoBefeHuH peakiuu B cpeae AM®PA. OnrumanbHoe
COOTHOIIIEHUE anbpaerua.cepa:amun 1:1:1,3.

Y CTaHOBIIEHO, YTO BBIXOJIbI LIEJEBBIX MPOIYKTOB (6-11) 3aBUCAT OT MpPUPOIBI 3aMECTUTENS B
apoMaTHYeCKOM KOJIbIIE ajbAeruaa. INeKTPOHOIOHOPHBIN 3amectutensb (CH30) B apomaTuueckom
KOJIbIIE alipJieTujia NMPUBOJUT K YMEHBILIEHUIO BbIXOJa LieneBblX npoayktoB (7, 10), a BBeneHue
ANEKTPOHOAKIIEITOPHOH rpyIIbl (aTOMa F), HAMPOTHUB, YBEIMYUBACT BBIXO IPOAYKTOB (8, 11).
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X NH+S +R, C/\H — /1 R
__/ N, 2

(1.2) (35 R (6-11)

X=0 (1, 6-8), NCH2C6H5 (2, 9-11)

R;=R, =H (3, 6, 9); R;=R,=CH30 (4, 7, 10); R;=H, R,=F (5, 8, 11).

CeronHsi, 0cOOyI0 aKTyaTbHOCTb MPUOOPETAIOT MPOOIEMBI, CBA3aHHBIE C MOMCKOM HOBBIX
3 (PEeKTUBHBIX METOJOB CHHTE3a OPraHWYECKUX COCAMHEHUN B TOJHOM Mepe OTBEYaOIINX
KoHIenuu «3enenoit xumuny» /10-12/. B 3ToM miaHe MUKPOBOJTHOBASI aKTUBAIUS B OPraHUIECKOM
CUHTE3€ SIBIISIETCA HamOoJiee MEePCIEeKTUBHBIM U IIHMPOKO HCCIETYEMBbIM METOJ0M. BOJIbIIMHCTBO
OPraHWYECKUX PEAKIM B KJIACCMUYECKUX YCIOBHUSX MNPOTEKAIOT MPU JUIMTEIBHOM HarpeBaHUM,
TpeOys JKECTKUX yCIOBUM. Vcmonb30BaHNEe MUKPOBOJIHOBOTO M3IyYEHHUS TO3BOJISIET 3HAYUTEIHHO
MOBBICUTH A((HEKTUBHOCTH MPOTEKAHUS Mpollecca, oOecreunBasi COKpalleHue BpeMEHH U pacxojia
HCIIOIB3YEMBIX PEareHTOB.

Hamu Obina m3ydeHa BO3MOXKHOCTH HCCIENOBaHUS CHHTE3a THOaMuaoB (6-11) B ycroBusx
MHUKPOBOJTHOBOTO oOmydeHuss B cpene JAMDA. B  ycrnoBusix MHKPOBOJHOBON aKTHUBAIUU
PaBHOMEpPHOCTb MPOTrpeBa PEaKIMOHHOW Macchl MO BceMy 00beMy, OE3bIHEPIIMOHHOCTh HarpeBa
JIOJDKHBI OBUTH CTIOCOOCTBOBAThH TOBBIMICHUIO CKOPOCTH TMPOTEKaHUs peakinuu KoHuaeHcamuu /10-
12/.

[Ton6op Hanbomnee 3pGeKTUBHBIX YCIOBUN CUHTE3a MPOBOJINJICS BapbUPOBAHUEM BpEMEHH (OT
1 muryTel 10 20 MHHYT) B MomHOcTH u3nydeHus (ot 70 mo 750 Bt). B xome uccnemoBanus
BBISIBIIGHO, 4YTO Hawboriee OJarompusSTHBIMA YCJIOBHUSIMA CHHTE3a SBJSIETCS  MOIIHOCTH
MUKpOBOJHOBOTO oOmydeHust 750 Bt mamutenbHOCTBIO 2-5 MuHYT. ONTUMaibHOE COOTHOIICHHE
HUCXomHbIX peareHToB 1:1:1. JlaHHBIE PIEMEHTHOrO aHaiW3a W (PU3UKO-XUMHUUYECKHE KOHCTAHTHI
coequHeHuit (6-11) mpencrasnens! B Tabnuiie 1.
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Jannsle TCX noka3pIBalOT, 4YTO MpOLECC IPOTEKAET PETUO- M CTEPEOCEIEKTUBHO C
oOpazoBaHWeM TOJBKO oOnmHOro mponaykra. CoemuHeHus (6-8) TpPenCTaBIAIOT COOOM JKENThIC
KPUCTAINTMYECKHE BellecTBa, a coequHeHus (9-11) Genmbie MOpOINKH, pacTBOpUMBIE B OEH30Ie€,
STWJIOBOM CHUPTE M JTHIALETaTe. YCTaHOBJIEHO, YTO B XOJIe MHKPOBOJHOBOTO OOJy4eHHUS C
ucnonb3oBaHueM pacrBopurens JM®PA u3 peaklMOHHOW CMECH BBIJEIECH HMPOAYKT C BBICOKUM
BBIXOJIOM. B Kilaccnyeckux yClIOBUSX JaHHBIM CUHTE3 IPOTEKAET B TEUEHUE 2-2,5 4.

B SAMK-1H-cnekrpe (2-propdennn)-(4-penunnunepasun-1-mi)-meTaHTHOHA (11)
[PHUCYTCTBYIOT CJCIYIOIIME CHUTHAJbl MpoToHOB, O, M.a.. 3,21 T (2H, CH,NPh), 3,42 1 (2H,
CH,NPh), 3,74 T (2H, CH,NC=S), 4,45 T (2H, CH,NC=S), 6,82 1 (1H Ph), 6,94 1 (2H, Ph), 7, 22 T
(2H, Ph).

Tabnuua 1 - ®U3uKO-XMMHUYECKHE KOHCTaHTHI CoenHeH i (6-11)

No Boixon, % Bpytro dpopmyna | Beruucneno, % | Haiineno, % T.r., °C

coen. MB Kiacc. C H C H MB Kiacc.
6 85 56 C11H13NOS 63,70 |6,29 |63,74 |6,32 |130 131

7 66 40 Ci13H17NO3S 58,00 |6,37 |5840 |6,41 | 100 100,5
8 90 62 C11H12FNOS 58,61 |533 |58,65 |537 |153 154

9 75 55 C19H24N>S 72,08 |7,70 |7303 |7,74 |110 110
10 62 38 C21H28N20,S 6768 |751 |67,71 |7,58 | 160 161
11 79 65 C19H23FN2S 69,01 |6,98 |69,06 |7,02 |150 152

Takum 0o0pa3om, B TaHHOK paboTe OCYIIECTBICH CHHTE3 THOAMHU/IOB HA OCHOBE MOP(OIHMHA U
1-6ensunnurepasuHa B yclnoBusix peakuuu Bunbrepoara-Kunnnepa u CBU-o6may4yenus. [lokazano,
9TO CHUHTE3 MPU MUKPOBOJTHOBOW aKTHUBAIUU SABJsIETCS Oojiee 3PEKTUBHBIM METOJIOM TOTYYCHUS
L[EJIEBBIX MPOTYKTOB.

Jlureparypa

1. Mamkosckuit M.Jl., JlekapctBennble cpenctsa, - M.:OOO PUA «Hosas Bosnna», 15-e
n3ganne, 2007. - 1206 c.

2. Padma A., Beal L.S., Heidelbaugh T.M. and ets. // J. Org. Chem. - 2000. - Vol.65. -P.2684-
2686.

3. Wipf P., Venkatraman S.J. // J. Org. Chem. -1996. - VVol.61. -P. 8004-8006.

4. Thiazole and its Derivatives. Part 1. // J. Wiley and Sons Inc. -1979. -P. 115-130.

5. MensnaukoB H.H., Bonkos A.U., KopotkoBa O.A. TlecTutuas u okpyxatomas cpeaa. — M.:
Xumus, 1977. — 240 c.

6. Ompaepdunn P. Iereponmkmueckue coequaenus. — M3marenscrBo MJI: Mocksa, - 1960. -
T.5.- C. 401

7. letpos K.A., Aaapees JI.H. // Yen. xumuu. -1969. -T.38. - C.41-52.

8. McManus S.P., Lee K.Y, Pittman C.U. // J. Org. Chem. - 1974. - Vol.39. -P.3041-3043.

9. Jagodzinski T.S. // Chem. Rev. - 2003. - Vol.103. - P.197-199.

10. Kappe C.O., Stadler A. Microwaves in Organic and Medicinal Chemistry. -
Weinheim:Wiley-VCH, 2005. - 410 p.

11. Paxmankynos JI. JI., [IlaBmykoBa C. FO. Co3znanne MHKpPOBOJHOBOM TeXHHKU B 1940-—
1970-x ronax. / Uctopust Hayku u TexHUKH. -2008. -Ne3. -Bpim. 1. - C. 52-55.

12. Villemin D., Martin B., Bar N. Application of Microwave in Organic Synthesis. Dry
Synthesis of 2-Arylmethylene-3(2)-naphthofuranones // Molecules. -1998. -Vol.3. -P.88-93.

BUOT'EHAI AMUHIEP, APOMATTBI AIBAEI'MATEP MEH KYKIPT
HEI'I3IHAE THOAMUATEPAI CUHTE3JIEY

339




K.C. AxmeTkapimona, /[.P. ’KuenbaeBa, C./I. ®a3pr10B, O.A. HypkeHon
OpraHuKainblK CHHTE3 KOHE KoMip XUMUsAChl HHCTUTYTHI Kazakcran PecryOnmkach

Bunveepooma-Kunonep JHCoHe KblCKAMOJIKbIHObL cayneneny aHcaz0aunapuinoa
apunanvoecuomep,  ekinwinik — amunep (mopgonun, l-bemsunnunepaszumn) dicoHe  KyKipm
apexemmecynepi nHecizinoe ben3ou KoluKbLiviibly N-ayvickanmuoamuomepi anbiHobl.

SYNTHESIS OF THIOAMIDES ON THE BASIS OF BIOGENIC AMINES,
AROMATIC ALDEHYDES AND SULFUR

Zh.S. Akhmetkarimova, D.R.Zhienbaeva, S.D.Fazylov, O.A.Nurkenov
Institute of organic synthesis and coal chemistry Republic of Kazakhstan

N-substituted thiamides of benzoic acid were obtained by interaction between arilaldehydes
and secondary amines (morpholine, 1-benzylpiperazine and sulfur in the conditions of Willgerodt-
Kindler reaction and in terms of microwave activation.

3+3-IIUKJIONPUCOEJUHEHUE 4-XJIOP-5-0OPMUJITHA3OJIUH-2-OHA
C THOMOYEBHUHOM

A.B.BoanameBckui
NunoBaunonssii EBpasuiickuil yausepcurer, r.11aBionap

B cmamwe  paccmompenvl  ocobennocmu  peakyuu  83aumooeticmeus  4-xaop-5-
Gopmunmuazonun-2-ona ¢ OUHYKICODUIOM — MUOMOYEBUHHOL, NPOBEOeH AHANU3 NOJYYEHHbIX
IKCNEPUMEHMATILHBIX OAHHBIX

[TepceKTUBHBIM  SIBISETCSI TOMCK HOBBIX AaHTUOAKTEPHATIBHBIX W  HPOTHUBOBUPYCHBIX
MIpernapaToB Cpeld COENMHEHHUH, COAEpXkalllUX THA30JbHYI0 TPYHNIUPOBKY. OTO BBI3BAHO, BO-
MIEPBbIX, TONH UCKIIIOYUTEIBHON POJIBbIO, KOTOPYIO MIPalOT B OMO’HEPTeTHKE OpraHu3Ma BelecTBa,
MIOJIyYE€HHBIE Ha UX OCHOBE. BO-BTOpBIX, 3TO pazHOOOpa3HbIe BUABI (PU3UOJOTUUECKONW aKTUBHOCTU
3TUX COEJUHEHUH: MPOTHBOBOCHAINTENbHAS, IPOTUBOOITYX0JIEBas, IPOTUBOBUpPYCHas U ap. /1,2/.
[Ipon3BoHbIE THA307a IIUPOKO MCIONB3YIOTCS JJIsi NPUTOTOBJIEHUS JIEKAPCTBEHHBIX BEILECTB.
OnHuM M3 HUX sBIseTCS cylbhaMUAHBIA mpenapaT — cyiabdortuazon (Hopceyabdazon) (1),
oOnanaroluil  CUIbHBIM OaKTePULUMAHBIM JeiicTBUeM. THa30JdpHBIM LMK BXOJUT B COCTaB
ButamuHa B1 (tnamuna (2) /3/. CuiibHBIMH aHTUT€IBMUHTHBIMU CBOMCTBAMM 00J1a/1a€T TETPATU30H
(3), OTKpBITHIN OenbruiickuM yueHsiM SAHccenom /1,4/:

C,H,OH

H5C
EN NHSO,— /N \ H, >\\( CgH ‘(\N/>
g >~ 2 NH, H3CA< C-N\/S 65 &k
S N= N S
(1) ) ©))

C XMMHMYECKON TOUYKH 3pEHHsI THA30JIOBBIE COCTUHEHHS Oaronapsi CBOMM pa3HOOOpa3HBIM
XUMHYECKHM CBOMCTBaM, SIBIISIOTCS OTJIMYHBIMH HCXOJTHBIMH CyOCTpaTaMu Jjisi (OPMHUPOBAHUS
KOMOMHATOPHBIX PSJIOB TETEPOLMKIMYECKUX COCOUHEHUH U MOAETUPOBAaHUS CTPYKTYPHI
MMOTCHIIMATBHBIX ~ OMOJOTHMYECKH AaKTUBHBIX COCIWHEHWH, YTO W ONPEICNSIeT BBICOKYIO
MPAKTUYECKYI0 3HAUYMMOCTh HCCIEAOBaHWW B JaHHOM HampaBieHuil. C JApyroil CTOPOHBI,
pa3IUYHbBIC MMPOHM3BOJHBIC THA30JI0B MHTEPECHBI ¢ TOYKH 3PEHUS TAKUX KIACCHYCCKHX BOIPOCOB
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