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CHUHTE3 N HEKOTOPBIE XUMHWYECKUE ITPEBPALHIEHUSA
2-AMNHO-4-@EHUJITHA3O0JIA

TOO HucTuTtyT opranudeckoro cunresa u yraexumud PK, r. Kaparanma

Ocyyecmenen cunmes 2-amMuHO-4-QeHUNMUAZ0NA 8 YCNIOGUAX MUKPOGOTHOBO20 USYHEHUS U NPOBEOEHbL €20 XUl-
Muyeckue npespaujerus. Cmpoenue CUHMESUPOBAHNHBIX AMUHOAMUOOS, COOEPICAUUX MUAZOTbHYLE pazmenm, 00-
1
xasauo ¢ npumenenuem UK- u AMP* H-cnexmpocxonuu.

Hayunsiii uHTEpEC K NPOU3BOAHBIM 2-aMuHO-4-peHnntrazona (1) He TepsgeT CBOCH akTyalbHOCTH Ha
npotskeHnu Oonee nonyeeka. [Ipexae Beero, 3To CBA3aHO ¢ BEICOKOM GHONMOTHYECKOH aKTUBHOCTBIO KaK
camoro 2-amuno-4-penuntuazona (1), obnagaromero BopakeHHOH aHTHUTpUX0hUTO3HOH [1]| 1 mpoTHBo-
JAY4EBOH akTHBHOCTHIO [l], Tak m ero mpomsBoaHbIX. Moan(HUIMPOBAHHBIC MO 2-aMUHOTPYIIIEC MPOH3-
BOJHBIC OONAAAIOT MCHXOTPONHOH, KapAHOCTUMYIHPYIOIICH, aHTHAUICPTHUCCKON, HPOTHBOPAKOBOM,
HMMYHOCTHMYTHPYIOIICH U APYTHMH BHAAMH OWoJorHueckoi aktuBHOCTH [2]. Tem He MeHee, BO3MOXK-
HOCTH XUMHUYCCKHX MOIU(UKAIMU 2-aMUHO-4-(PEeHUITHA307a ¢ BBEACHHEM B €r0 MOJCKYIY Bce Gosee
CIIOKHBIX 3aMECTUTENEH JAJIEKO HE MUCUEPIIAHBl M UMEIOT IIHMPOKHUE TICPCIIEKTUBEI B IJIAHE TIOTYICHAI Ha
€ro OCHOBE HOBBIX OHOJOTHYCCKU AKTHBHBIX COCIUHCHHUH, a TAKKE H3YUCHUS 3aKOHOMEPHOCTEH B3aHMO-
CBA3H «CTPYKTYPA-aKTHUBHOCTEY.

HawuGosee mupokoe pacipocTpaHeHUE MOAYIHIN BA METOAa CUHTE3a 2-aMuHO-4-henuntuaszona (1).
IMepssiit u3 HUX [3] 3aKmM0OYACTCS B AJTUTSIBHOM HArPEBAaHUK CMECH alleTOCHOHA, HOMa U THOMOYCBUHBI
(B Teuenne 20 — 24 vacoB) HA BOASHOU OaHe ¢ 00pa30BaHUEM CHIPOTO MPOIYKTa ¢ BeIxoA0oM 94%. Ipo-
LIECC CHHTE3a 3aK/II0YAcTCA B ABYX IMOCIEAOBATENBHO MPOTEKAOINX peakumax [4]: ranoreHnpoBaHue Me-
THJIBHOU IPYHIBI alleTOQEHOHA U KOHACHCALUS (-TATOTCHCOACPIKAIIEro aleToPeHOHa ¢ THOMOYCBHHOM,
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ABropamu [ 5] onrcaHHBIH METO OBIT YCOBESPIICHCTBOBAH, U HA OCHOBE TEX S UCXOIHBIX PCArCHTOB
YAAI0Ch COKPATHTh BPEMSI PEAKLIMHU 0 § YacOB.

Bropoii metox [1] 3ax1r09acTes B KUISIMCHUH O-XJ10parieTodpeHoOHa Win o-OpomManeTodheHoHa ¢ THO-
MOYCBHHOW B CPEAC MECTAHOIA B TCUCHHE 2-X 4acoB ¢ BbixoaoM 85,15%. K Hegocrarkam 3toro meroaa
OTHOCHUTCS: HEOOXOJUMOCTh NPEABAPHUTEIBHOIO MONYUCHHUS O-TAJOTCH3AMCIICHHOTO aueToeHOHa, KO-
TOPBIH SBJISCTCS TOKCHYHBIM BELICCTBOM U MPUMEHSICTCS CHIIOBBIMHU CTPYKTYPaMH B KAUCCTBE UPPUTAHTA
U JaKpHUMaTopa, a TakxKe HCOOXOAMMOCTE UCTIONB30BaHMs MeTaHona. Takum 0Opa3oM, OCHOBHEIM HEAOC-
TATKOM 3THX METOJIOB SIBIICTCS IUTSIPHOCTh PCAKIIHH M UCTIOIH30BAHUE TOKCHUHBIX PEAr¢HTOB.

B Hacrosiiee BpeMs B OPraHHUSCKOM CHHTE3C IIHPOKO HUCIONB3YIOT METOA MHUKPOBOTHOBOH aKTHBA-
LU, KOTOPBIH CHOCOOCTBYET YBEIHUCHHIO BRIXOA LICJACBOrO MPOAYKTA, & TAKKS COKPALICHUIO BPCMCHH
MpOoTeKaHus cuHTe3a. Hamu Obina u3yueHa BO3MOKHOCTh MPUMEHCHUS MUKPOBOTHOBOTO OOIYUCHUS AJIs
cuHTe3a 2-amuHO-4-peHunruazona (1). Ycranosneno, uto 2-amuuo-4-dpenmrruazon (1) oOpasyrores ¢
BBIXO0M 92% mpu MUKPOBOJTHOBOM OOYYCHUH PEAKIIUOHHON CMECH, COCTOSINCH M3 THOMOYCBHHBI, HO-
Ja v aietodpecHOHa B MOIBHOM cooTHOIIeHUH (2:1:1). B xoae u3yueHns onTHMaTbHEIX YCIOBHH PEaKLINH,
25
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HaNACHO, YTO 3P PECKTUBHO BO3ACHCTBYET HA CKOPOCTh PEaKIMU U3AYICHHE B auanazoHe ot 70 o 150 Br.
Bpems oOnyuenus Bapbuposanock ot 0,5 10 5 MUHYT.
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SMP'H-criextp (DMSO-d6) 2-amuno-4-permnraazona (1) COACPKUT TUIHUHBIC CHrHATB (QCHMIb-
HOU rpynmel B obmactu 7,23-7,81 M. &., IPOTOH THA30JIBHOTO KONBLA 3aMHCHIBACTCS CHHIJICTOM B 0Omac-
1 7,01 M. 1., 2 MPOTOHBI AMUHOTPYIITEl PETHCTPUPYIOTCS B BUAC cHHTIeTa B odmaactu 7,11 m.x.

AHanu3 HaydyHOU (papManeBTHYCCKON TUTEPATYPhI O OCHOBHBIM HAIPABICHUAM CO3JAHHS aHTHOAK-
TEPUANBHBIX JICKAPCTBEHHBIX CPEIACTB MMOKA3BIBACT, YTO COBPEMCHHBIN MOAXO K UX TOHUCKY AOKCH OBITh
CBA3aH, NMPEXKIE BCETO, ¢ KOMIUIEKCHBIM HCITOIB30BAHUEM NPENApaTOB PA3NHIHOTO MEXaHU3Ma ACHCTBHA
[6]. TTonck HOBBIX OPHUTHHAIBHBIX JICKAPCTBCHHBIX CYyOCTAHIME HE BCETJA BBITOJACH, TAK Kak TPEOyeT
0ONBPIIMX 3KOHOMHYCCKHX 3aTPaT U JCNACT X HEAOCTYIHBIMU LT oTpedutens. OTHUM U3 NCPCIICKTHB-
HBIX HalpaBICHUN B 3TOH CBA3H SBICTCA CO3JAHME KOMOWHHPOBAHHBIX MPEMApaToB. OAHOBPEMCHHOE
JerictBue ABYX (apmakodopHbIX PparMeHTOB OHOAKTUBHOTO BEIIECCTBA MOXKET MPUBECTH K 3QQEKTY CH-
HEPru3Ma, T.C. YCHUICHHIO ACUCTBHS MPU MX KOMOMHHUPOBAHHU. DTO MO3BOJSCT UCHONB30BATh JICKAPCT-
BCHHBIC BCIICCTBA B 0OJEE HHU3KHX J03aX U TEM CAMBIM CHH3HTh HX TOKCHYHOCTh. COUYECTAHHE TaKUX
(hparMcHTOB 00ECICYNBACT BHICOKYIO OAKTCPHLIAHYIO AKTHBHOCTh B OTHOLICHHH KaK TPAMIIOIOKHUTEIb-
HBIX, TAK U TPAMOTPHLATEIBHBIX MUKPOOPTAHH3MOB, B TOM YHCIE OaKTEpPHUH, YCTOWYHMBBIX K APYTUM Mpe-

mapaTam.
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B 3TOM mnaHe MHTEPECHBIM SBIACTCA COUCTaHHE (parMeHTa 2-aMHHO-4-(PeHUNTHA3Z0Ma ¢ MOJICKYJIa-
MH NPHUPOIHBIX COCAMHEHUN M M3YYCHHE UX OHOMOrHIecKuX CBOMCTB. C OTOU LEIbIO HAMH MPOBEACHBI
HCCIICIOBAHUS PEAKIIH B3AaHMOICHCTBUS 2-aMUHO-4-(DCHIITHA30MA € ATKOJIOHUAOM aHAOA3HHOM, IHUPOKO
HCTONb30BABIIUMCSI B HAPOJHON MCAWIHHE KaK MPOTHBOTYOCPKYJIC3HOE, MPOTHBOMHIIAHHOE CPEACTBO
[7]. KomMOnHATOPHOE COYETAHME ABYX MOJCKYJ OCYIICCTBISIIOCH B YCIOBHUSIX OM¢ pol: BHAYAIC B CPECAC
OCH30/1a AMITHPOBAHUEM 2-aMUHO-4-(heHrnTHa30na GpoMaHrHAPUAOM OPOMYKCYCHOH KHCIOTHI OBLI MO-
Jy4eH OpoManeTHIaMHHO-4-(heHUITHA30I, KOTOPBIH Janee 3almyIicH B PEaKIHIo ¢ MONEKYIOH aHa0a3uHa.
AHAJOTHYHBIM 00pa30M OCYLICCTBICHA TAKKE PCAKLHS C TETCPOLIMKIMYCCKIM aMHHOM MOPQOIHHOM.

[Monyuennrie coeamnenus 2-mopdonuno-N-(4-penmnrnazon-2-um)aneramun (3) u 2-anabazuHo-N-
(4-penunruazon-2-un)aueramua (4) NpeaCTABISIOT COOON MOPOIIKH MOJIOYHOTO LBETA, XOPOIIO PACTBO-
PHMBIC B HOJSPHBIX PACTBOPHUTEIAX. BRIXOABI MOMYYCHHEIX alETAMUAOB COCTABIAIOT 62% u 43% cooT-
BETCTBEHHO. bonee HU3KNI BEIXOJ KOHEYHOTIO MPOAYKTA HA OCHOBE aHa0a3WHA MOJKHO OOBSICHHUTE CTPYK-
TYPHBIMH OCOOCHHOCTAMH ankanonaa anabasuna. CoceacTBO B (-MONOXKCHUH Y MHICPHIHHOBOTO LIHKIIA
00BEMHOTO 3JICKTPOHOHACHIIICHHOTO MUPHIUHOBOIO LHKIA, BpawmeHue Bokpyr C-C-cBia3u, BUANMO, OKa-
3BIBACT CBOC BIMSIHHC HA MPOCTPAHCTBEHHYIO JOCTYIHOCTD PCAKLHOHHOTO LICHTPA.

CocraB, CTpoCHHE, HHANBHAYAJIBHOCTE CHHTC3HPOBAHHBIX COCAWHCHHH (3, 4) MOATBEPXKICHBI JaH-
HBIMH 37eMeHTHOTO aHammsa, MK-, AMP'H-criekTpocKonueii H TOHKOCIOHHOM XpomaTorpadueii.
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HUK-cniextp mpoaykroB (3, 4) HOATBEPKIACT HATUYUC BTOPUYHON AMHHOTPYIIIIBI, OCH30JBHOTO
KOJBIA U TOJI0C MOTIOMICHIUS, THIHIHBIX IS THA30AHOro Kombna [4, 5]. B cnekTpax momydIcHHBIX CO-
eauncHUi (3, 4) TakXKe MPUCYTCTBYST MHTCHCHUBHAS TOJIOCA MOTJIONICHUS KapOOHUIBHOU TPYMIiel B 00-
nactu 1704-1685 v,

7 B SIMP'H-criextpe coeamucus N-((4-benmmruazomn)-2-

8 nn)-2-anabaznHunaneraMua (4) CUrHaIbB IPOTOHOB HHPHIH-

HOBOTO KOIbLIA aHaOa3WHA MPOIHCHIBAIOTCA B 00JacTH crna-

ObIx mone: cuarner nporona H, mpu 8,58 m.a., myOmersr

P /,O N pp TPOTOHOB H; u H; npu 8,45 m.a. u 7,88 m.x. u aybner aybne-

1IN 4 CHZ—C\NH _</ j toB npotona H, npu 7,80 m.x. CUrHAIIBI IIECTH METHICHOBBIX
) S

nporonoB Hs, H;, Hs mpossastioTcss B BUAC CIOXKHOTO MYITb-
turiiera B oonactu 1,31-1,82 m. 1. MeTunenossie mpotonst Hy
U TPOTOH METHHHOW rpymmel Hs mumepuanHOBOro KojbLa
MPOSIBISIFOTCS COOTBETCTBEHHO mpu 2,98 m. 4. (mynstumiet) u 3, 03 m.a. (tpumiet) ¢ KCCB J = 13 I,
[IpoToHB! (hbeHUTBHOTO KOMBLA Y THA30IBHOM YaCTH PE3OHHPYIOT B BUAC CIOKHOTO MYJIBTHIUICT B 0Omac-
™ 7,28-7,47 m.a. Avuanenii nporon N-H npossnsercsa cuarinerom npu 11,89 m.a. CootHomenne vHTE-
IPaBHBIX HHTCHCUBHOCTCH OTBEUACT CTPYKTYpE (4) (PUCYHOK).

(4
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Crrextp SIMP 'H N- (4-dpeHmTTiazon-2-1)-2-aHaGa3uHII arteTaMua (4)

TaxuM 00pa3oM, HAMH CHHTC3HPOBAHBI HOBEIC NPOHM3BOIHBIC 2-aMUHO-4-(peHUITHAZ0MA ¢ YIacTHEM
MOJICKYJIBI TIPUPOTHOTO COCAMHCHUS, YTO PACKPHIBACT OONBIIHEC BO3MOXKHOCTH I CHHTE3a BEINECTB C
caMol pa3nuIHON OMOTOTUICCKON AaKTHBHOCTBIO.

IKCHEePUMEHTABHAS YACTh

UK-cnektpel cHatel Ha crnektpomerpe ¢ Dypee-npeodpazosarenem «AVATAR-320»  ¢upmer
NICOLET B ta6nerkax ¢ KBr. Crexrpsr IMP 'H 3ammcass Ha criexrpomerpe Bruker DRX500 ¢ wacrto-
toit 500 MI'y B pactBopax CDCl;, DMSO-ds otHOcuTensHO BHyTpeHHero crangapra TMC (morpem-
Hocth m3Mmepenuit 10,05 m.x.). Temneparypsl masiacHus onpeacicHsl Ha mpudope «Boetius». KonTpos
3a XOJOM PEAKLUU U YHUCTOTOH MOJYUYEHHBIX COSAUHEHUN OCYILIECTBIIAIN METOAOM TOHKOCIOHHOM Xpo-
mMoTtorpadun Ha mnactuHkax «Silufol UV-254» B cucreMe H30MPONMIOBBIA CIUPT-OCH30I-aMMHAK —
10:5:2. ITnacTuHKY NPOABIANIN apaMu Hoza.

Cunre3 2-amuno-4-pennsruasosia (1) B yCI0BHAX MHKPOBOJIHOBOIO 00/1y4yeHusi. B koHHUCCKY O
TEPMOCTONKY0 K010y momeramu cmech 7,2 T (0,06 momp) auetodenona, 9,13 r (0,12 moas) THOMOUYCBH-
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uer, 15,23 r (0,06 mosp) noga. CMech TIHATEABPHO MEPEMEINUBATIHN, HEIUTOTHO 3aKPBIBATH CTCK/ITHHOM
KPBIIOKOM M CTaBWIM B MHKPOBOJIHOBYIO Ieub IpH MommHOCTH n3ny4darens 70 Br. Peakunonnsit cocyn
obayuanu 5 pas ¢ nepepsieom. [loce storo B konOy Hamusaau 100 Mt BOABI U HAMPEBAIM MMPH MOIIHOCTH
150 Bt B Teuenue 5-7 MUHYT 00 pacTBopeHHs ocanka. Ilocne 3Toro oOpa3oBaBIIHiCS KEATHIH PacTBOP
CIIHMBATN CO CMOJHCTON JKHAKOCTH, 00pa3yIOIICHCs Ha JHE KOJOBL, M OT(HIBTPOBBIBAIN OT HEOOIBIIOrO
konmuecTsa cephl. [locae oxnakaeHus GUIbTpaT MOIIETAYHBATH BOJHBIM PACTBOPOM aMMHAKa OO Clia-
GoreouHOM peakiyu. Brimasmuil ocazok ot¢unbTpoBrBany Ha BopoHke LloTTa, mepeKpucTanIn30BhI-
BAJIM U3 3TAHOIA, MPOMBIBATH JUSTHIOBBIM 3¢upoM. Brixox nmpoaykra coctasun 9,7 r (92%), T. . 148-
149°C. Haitnen %: C 61,45; H 4,47; CoHgN,S. Berancien %: C 61,34; H 4,58.

2-Mopdoanno-N-(4-pennnruazon-2-un)aneramua (3). K 2,06 r (0,01 mons) Opomanruapuna Opo-
MyKCYCHOH KkucmoTel B 20 Mt abcomotHoro 6ensona npu oxnaxacauu (0°C) npukansiBamu cmeck 1,76 T
(0,01 monas) 2-amuno-4-permwarrazona u 1,01 r (0,01 moms) TpudTunamuna B 20 M abCOTFOTHOrO GSH30-
na. [locre mpukanbiBaHUs PEAKLHOHHYIO CMECh MEPEMEIINBAIN CIIEC 2 U NPH KOMHATHOU TEMIIEpaType.
O6pazoBasiuniica ruapoOpoMUI TpUAITHIAMUHA OoT(ubTpoBanu. 3aTeM OCH30IBHBIN PACTBOP MPUKAIILI-
Baju k cMecu 0,87 r (0,01 mone) mopdomuna u 1,01 r (0,01 mosp) Tpustunamuna B 20 M1 aOCOTOTHOTO
6cHzona. Kunarunm ¢ oOpatHeiM xomogwibHHKOM 2 4. [locine okoHYaHMsT peakuuu TUAPOOPOMU TPH-
STUIAMHHA OT(HIBTPOBAH, PACTBOPHUTENb OTTOHSIN HOJ BAaKYYMOM BOXOCTpyHHOro Hacoca. OcTarok B
BUJAEC T'YCTOrO Macla MOCTENCHHO KPHCTAIM3YETCS B TBEPABIM MPOAVKT. BERIACICHHEIN MPOAYKT MOCITE
MCPEKPUCTATTU3ALNHN U3 MIETPONICHHOTO 3(hUpa NPeACTABISCT COO0H MOPOIIKOOOPA3HOES BEIECTBO C JKEII-
TOBAaTBIM OTTEHKOM, T. 1. 153-154°C, Brixog 62%. Hatinen %: C 59.77; H 5.81; N 14,04. C;sH;7N;0,S.
Brrancien %: C 59,38; H 5,65; N 13,85.

2-Anab6a3uno-N-(4-penmaruasosi-2-un)aueramua (4) MoayyueH aHATOTHYHO coeauHeHUO (3). Bei-
xox npoaykra (4) cocrasmsiet 43%. T.m. 168-169°C. Haiinen %: C 66,93; H5,99; N 15,05. C,;H,,N,OS.
Brruncien %: C 66,64; H 5,86; N 14,80.
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CJI. @asvinos, O.A. Hyprenos, K. b. Camnaesa, 3.M. Monoaxmemos
2-AMUH-4-OEHUITUA30JIIbIH CUHTE3I MEH XUMU SJIBIK TYPJIEH JAIPYJIEPI
2-amMuH-4- (1)6 HUNITHA30JAbIH  MHUKPOTOJIKBIHABI  COYJICIICHY  APKBLIBL CHHTE3l JKOHE OHBIH  XHUMHAJIBIK
TYpAcHIIpyepi skyprizinai. Kypambemaa tiaszon (parMeHTi 0ap, CHHTC3ACITCH aMHHOAMHUATCPAIH Kypsuibicer MK-
xoHe SIMP'H-CIIeKTpOCKOMHS OIiCTEPiMEH IO MEICH .
S.D. Fazilov, O.A. Nurkenov, Zh.B. Satpaeva, Z.M. Muldakhmetov
SYNTHESIS AND CHEMICAL TRANSFORMATIONS 2-AMINO-4-FENILTIAZOLS
The synthesis of 2-amino-4-feniltiazols in conditions of microwave radiation is carried out and is lead its

chemical transformations. The structure of the synthesized aminoamids, containing thiazole a fragment, is proved
with IR and NMR'H spectroscopy.




