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B pesynbTare uccieoBaHus BISBICHBI HEKOTOPHIC 3aKOHOMEPHOCTH U CHEIH(DUISCKUE OCOOCHHOCTH
WCCIIEIOBAaHHBIX peaknuil. [lomydeHsl W MIeHTU(GUIMPOBAHBI HOBBIE MPOU3BOIHBIE O- H M-KapOOpaHOB,
MPEJICTABIISIIONIME HAYYHBIN U IPaKTUYECKUN HHTEpEC.
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KaparaHauHCKui rocyapcTBEHHbIN yHuBepcuTeT UM. E.A.BykeToBa

CUHTE3 I'VIMOIUJHBIX 3®UPOB HA OCHOBE THA3OJIUWI®OCPOHATOB
n UX XUMHNYECKHUE IIPEBPAIIIEHUSA

Maxanaoa ousmunamuoo-(4-gpenunmuazonun-2-amudo)-mpem-oymungpocpummiy bipkamap xumusi-
LK QUHATYAApbl, COHOAU-aK Onapobly Hamudcecinoe Oipwiama catikecmi enuyuomi d¢hupaepi
ANLIHBIN, ONAPObIY AMUHOEPMEH JHCaHe CIIMINIK 2UOPOIU3 OHIMOEpPIMEH pPeaKyusnapsl 3epmmenoi.
Anvinean muaszonundi enuyuomi dgupiaep #caHe OnapOblH MYbIHOLLIAPbL Kacuemmep KeuleHiHe,
comvly iwinde buonocuanblK bencendl Kacuemmepee NOMmeHYuaiovl ue 601aovl.

In this work series of chemical transformations of diethylamido-4-(phenylthiazolyl-2-amido)-tert-
buthylphosphite have been investigated. As a result a number of corresponding glycidic esters have
been obtained and their.reactions. with amines and products of alkali hydrolysis have been investi-
gated. The obtained thiazolyl-containing glycidic esters and their derivatives potentially possess a
complex of properties, including biological activity.

[ITupoko M3BECTHO, YTO THA30JILHOE KOJIBIIO BXOJIUT B COCTaB BUTaMuHa B, pepmeHTa KapOOKCHITashl,
aHTHOMOTHKA NICHUIIMIUIMHA W MHOTHX JIPYTHX (apMakoJIOTHYecKuX npemnaparoB. Tuazon u ero gocdopco-
JIeprKaIine MPOU3BOMHBIC TIPUHAIICKAT K TETSPOIMKIIAM, UTPAIOIINM 3HAYUTEIBHYIO POJIb BO MHOTHX TIPO-
reccax KU3HeIeSITeITbHOCTH, TJIaBHBIM 00pa3oM B dKUBOTHOM MUDE.

HecmoTpst. Ha TO, UTO TeTEPOIMKINYECKUE CUCTEMBI ¢ (hochopcoepkaliuMy 3aMECTHTEISIMHU TIPE/I-
CTaBJSIFOT 3HAYUTEIBHBIN TEOPETUYCCKUN W MPAKTHUYECKUI MHTEpec [1], MHOTHE MPOCTHIE THITHI TAKUX CO-
eNMMHEHNHN TPYIHOJOCTYITHBI WIIM BOOOIIE He morydeHbl. Kak n3BecTHO, Hanboee o0Iuil M IpOCTON METOJ
cunTe3a pochopunrpoBaHHbIX (THOGOCHOPUIMPOBAHHBIX) IETEPOLMKIMYSCKUX aMUHOB 3aKJII0YaeTCs B UX
peaKIuu ¢ XJIOPAaHTHIPHIIAMHU U H30I[MaHaTaMu KHCIoT ¢ocdopa, a Takke 1mo Metony Tomma-ATTepToHA.
W3BectHBI Takxke TUTIBI (OoCHOPHITUPOBAHHBIX THA30JIOB C OCTATKaAMH JUANKHUI(POCHOPHBIX KUCIOT B MOJIO-
KEHHH 5 U ¢ 0CTaTKOM TU(PeHIIGOCHUHOBOM KHCIOTHI B IOJIOKEHUH 4 THA30JIbHOIO KoJiblia [2—3].

Panee peakuueil nmepeamMuaupoBaHus TeTpa’TWinuaMuao-mpem-oyrundocdura (1) 2-amuno-4-dpenun-
THA30JI0M, HaM YyAajJoCh TOIYYUTh HEONHCAHHBIA B JHUTEpPaType IUITUIaMH0-(4-heHUITHAZ0INI-2-
amu0)-mpem-oytundochur (II) [4-5]. CraoxHas HOIMPYHKIMOHAIBHAS CTPYKTYpa CHHTE3MPOBAHHOIO
amunodocdura (II) mpeamnonaraer BOZMOKHOCTD dIIEKTPOPHIBHON aTaku cpa3y MO HECKOIbKUM PEaKInOH-
HbIM TIeHTpaM. OIHAKO MPHU UCCIICOBAHUN B3aUMOJICHCTBHS TIOCICIHETO C rajloreHaHTHIPHIaMU KapOOHO-
BBIX KUCIIOT, ()EHUITHOM3OIHAHATOM OBLIO YCTaHOBIICHO, YTO PEAKITUH MPOTEKAIOT PETUOCEIIEKTUBHO C y4a-
ctuem atoma P(III), ¢ oOpa3oBanuem coorBercTBytOmUX Ketodochonaror (III-1V) u dhocdonzamerieHHoro
(henmntrokapbamara (V) COTIACHO CIEIYIOIIUM CXEMaM.
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Odupsr a-keropochoHoBbIX (KDD) KUCIOT MpencTaBisioT co00K KIacCe BHICOKOPEAKIIHOHHOCIIOCO0-
HBIX (ochopoprannueckux coequnenuii. Hecmotpst Ha mabunbHOCTD cBsizu P=C; KOO okazanuce nnTepec-
HBIMHU KJIIOUEBBIMH COEIMHEHUSIMH JUIS Psiia CHHTE30B, B OCHOBY KOTOPBIX IIOJI0KEHO HCIONb30BaHHUE MO-
BBIIICHHON aKTUBHOCTH KapOOHWIIBLHOM IPYIIIBI, B YACTHOCTH JIJIS CUHTE3a 0-aMUHO(OCHOHOBBIX KHCIOT U
¢docpopuikapOeHoB [6].

C menpl0 CHCTEMaTHYECKOTO MCCIIEOBAHUS CHHTETHYECKOLO NOTEHIMAla MOJYYEeHHBIX HAMH KETO-
dhochonaros (III-1V) u oreHKH UX PeaKIIMOHHON CITOCOOHOCTH ObLTA M3y4YeHa BO3MOKHOCTD UCITOJIb30BAHUS
MOCJICTHUX B KauecTBe 0a30BbIX CTPYKTYp sl cuHTE3a GocoprimpoBaHHBIX MIMIMIHBIX d¢upoB. Kak n3-
BECTHO, (pocopuIrpoBaHHBIE TITMLUUAHBIC Y3PHUPHI SABIASIOTCSA YIOOHBIMA CHHTOHAMH, TTO3BOJISIOIINMHE JIETKO
BBOJIUTH B CTPYKTYPY W3BECTHBIX U HOBBIX TOTCHIMAILHBIX JICKAPCTBEHHBIX CPEJICTB TUNOGUILHBIE (ocdo-
HOJIMITHJIHBIE ()parMeHThI, 00JIerJaronye TpaHCMEMOPaHHbI TPAHCTIOPT OMOJIOTHYECKH aKTHBHBIX CyOCTpa-
TOB. ABTOpaMu B pabote [7] HekoTopble (ochopnirpoBaHHbIe TTUIUAHBIE QUPHl ObUTH MOTYYEHBI peak-
nuei TuankuiocuToB ¢ STHUIOBBIM 3QUPOM 0-XJIOPALETOYKCYCHON KUCIIOTHI B PUCYTCTBUHU TPUITHIIA-
MuHa. M3BecTeH crocod monyyeHus SIOKCUCOSTUHEHUN B3aUMOJICHCTBUEM alleTHI- B OeH30mI(ochOoHATOB
¢ mubenmnguazomeranoM mpu 80°C [8].. A.K.bpenmem ¢ corpyauHukamu [9] OCYILIECTBICH CHHTE3
3-nuankokcudochOpIIIPONMITIMIAIMIOBHIX 3QUPOB MyTEM TOMOJUTHYECKOTO (pocdopuirpoBanus ai-
JUITTUOUAAIOBOTO  3(Hpa__ COOTBETCTBYIOIIMMH  AMajkuipochuTaMd B  OPUCYTCTBUH  mpem-
OyTHIOCH30MIIIIEpOKCHIa B/ KaueeTBe MHUIIMaTopa mmpu temmeparype 140—-170 °C 1 MoIsIpHOM COOTHOIIIE-
HUU PEareHTOB TUANKII(QOCHUT : AILTHITIIMIUARIOBEIH 3¢dup : mepokcun 3,0—4,0:1,0:0,02—0,03.

[IpoBeneHHas OLleHKa COBPEMEHHOTO COCTOSIHHSA JTAHHOTO HAIIPAaBJIEHUS yKa3bIBaeT HA TO, YTO TaKOW
W3BECTHBIA METOJI IIOyUeHHsT TITHIIUIHBIX dPUPOB, Kak peaknus Jlap3ana-KnsiizeHa He vcronb30Bajcs pa-
Hee Juis nonyueHns pocdopconepkamux 3QUpoB STHICHOKCUIKAPOOHOBOH KHCIOTHI.

Hawmu 6b1u10 ycTaHOBIIEHO, YTO CUHTE3UpoBaHHbIe keTodochonate (III-IV) B peakunu kKoHIeHCAIUH C
STHIIOBBIM  SUPOM  MOHOXJIOPYKCYCHON KHCIIOTHI B TPHUCYTCTBUM 3THIIaTa HATpUs 00pa3ylOT COOTBETCT-
Byromue | 2-(eHun-2-[ qutin-amua0-N-(4 -hernnruazonun-2 -amua0)GpochoHo ]I THIOBEIH  d(HUp  IMOKCH-
HpONHOHOBO# KncnoThl (VI) n 2-metun-2-[ auatinamuo-N-(4 -pennnruazonun-2 -amu0)hochororio-
BhIii adup snokcunpornnonoBoit kuciotel (VII) ¢ Beixogom 75 u 76 % coorBercTBeHHO. OYEBHIHO, TPOTE-
KaHHE PEaKI[UH OCJIOXKHSETCS 00pa30BaHMEM aJKOKCHYKCYCHOTO 3(upa, TeM He MEHee OIMCAHHBIN BHIIIE
CHOCO0 SIBIAETCS] BECbMa TEXHOJIOTMYHBIM M YAOOHBIM C IpENapaTHBHON TOUKU 3PEHHS METOAOM CHHTE3a
(dhochopHIMPOBaHHBIX MITHIKUAHBIX 3)UPOB [10].
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R= CHj- (IIL, VI); Ph=(IV, VII).
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WHTepec K AMOKCUCOCTUHEHUSM, HECOMHEHHO, CBSI3aH C BO3MOXXHOCTBHIO MPEBPAICHUS UX B allbJe-
TUABI M KETOHBI, CO/IEpIKAIlhe Ha OJUH aTOM yIJyiepojia O0JbIle, YeM HCXOIHbIE KapOOHHMIBHBIE COEIHHE-
HUA. DTO TMpeBpalleHrne MPOUCXOAUT B Pe3yibTaTe OOBIYHOTO LIEIOYHOr0 THAPOIN3a U TMOCIEAYIOUIETO
JIEKapOOKCHIIMPOBAHUS TIHMIMIHON KHUCIOTHI, TIPUYEM O0pa30BaHHE albJCTUAA COMPOBOXKIACTCS Tepe-
TPYIITUPOBKOM.

M3BecTHa mpocTast METOAMKA TTEPEBO/Ia TIAUIHUIHOTO 3(UPa B COOTBETCTBYIONIYIO KUCIIOTY: TIIUIUIHBIH
a¢up 0OpabaTHIBAIOT PACTBOPOM 3THIIATA HATPUS B A0COIIOTHOM STHIIOBOM CIIUPTE IPU MOJIIPHOM COOTHO-
IICHUH PEareHTOB, TOCJE Yero JT00aBISIOT TOYHO OJUH SKBHUBAJICHT BOJIbI, HAKOHEI], pa30aBIICHUEM CMECH
CyXuM 3UPOM OCAKAAIOT HATPUEBYIO COJIb TIUIMIHON KUCIOTHI. B GOJBIIMHCTBE CITy4aeB TIUIUIHBIC KH-
CJIOTBI OYEHB MPOCTO MPEBPAIIAIOTCS B aJbJAETHABI U KETOHBI P HATPEBAaHUU UX IO TeMIIEpaTyphl pasiio-
KCHUSL.

OpnHako B pe3ynbTaTe MPOBEASHUS PEaKlIWU MIETOYHOTO THAPOIN3a CHHTE3UPOBAHHBIX HAMH 3ITOKCH-
coemuaenni (VI-VII) 6p110 3amMedeHO, 9TO 00pa3oBaHUE COOTBETCTBYIOMHX (HOCHOPHINPOBAHHBIX aJTbIIC-
runoB (VIII-IX) cTaHOBUTCS BO3MOXKHEIM YK€ B YCTAHOBIIEHHBIX AKCIEPUMEHTAIBHBIX YCIOBHUIX W HE Tpe-
OyeT JOTIOTHUTENBHBIX W TIPOMEKYTOYHBIX CTAUi BEIICICHUS U 00pabOTKH, UTO elle SHAYUTEIbHEE YITPO-
IIaeT CXeMY MOJYYCHUS MOCIIeTHUX.

Ph
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)—NH—P—C—CH——COOEt HOMaom pacr, A / \ - //O
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Et,N
R= CHj- (VI, VIII), Ph=(VIL, IX).

Bricokas peaknroHHAst CIIOCOOHOCTh allbJETUAHON TPYIITHL MIO3BONIET PacCMaTpPHUBATh MOJIOOHbIE CO-
€/IMHCHUS B KAYSCTBE CHHTOHOB B CHHTE3€ CaMbIX Pa3HOOOPA3HBIX COCTUHECHUN, 00IaaloNUX KOMILIEKCOB
IOJIE3HBIX CBOMCTB.

Kpome mepexojia B anpaerupl ¥ KETOHBI, DIHUUAHBIE 9QUPHI ClIOCOOHBI K MEIOMY psIy JPYTUX Tpe-
BpalICHUI, KOTOPBIE TAKXKE SIBIISIOTCSI HE MEHEe LEHHBIMU JIJI TOHKOTO OPraHUYECKOTr0 CUHTE3A.

B gactHOCTH, HaMK ObUTa M3YYEHA peakIus B3anMoaeHcTBUS 3nokcucoequHennii (VI-VII) ¢ amuHamu,
a UMEHHO C THApasuHTHApaToM. Takoil BEIOOp peareHTa OO0yCIOBIMBAETCS BO3MOXHOCTBIO IONyYEHHUS Ha
OCHOBE CHHTE3MPOBAHHBIX (HOCPOPUINPOBAHHBIX THA30IHICOAEpKAIMUX MHIUAHBIX d¢upoB (VI-VII) un-
TEPECHBIX MO CBOEH CTPYKType LMKIMYECKUX COSAUHEHUN — Mupa3zonuaoHoB. Hampumep, u3BecTHO, YTO B
pe3yibTaTe peakii aMUa | 3THIOBOTO dpupa f,P-AMMETHITININUAHON KUCIOTHI ¢ PEHWITHIPAa3HHOM 00-
pasyercs 1-¢penun-3,3-muMeTnin-4-0KCHIIMPa30IHIOH-5.

B pesynbrare mHOrouacosoro HarpeBanus (10 gacoB) rauuuanabix 3¢upos (VI-VII) ¢ rugpasunrugpa-
ToM mipu Temreparype 170180 °C ObLIM BBIIEICHBI U 0XapaKTePU30BaHbl (PUINKO-XUMUUSCKUMU KOHCTaH-
TaMH COOTBETCTBYIOLLLE 4—R—4—[;11/1—aTlxmaMI/Iz[o—(4'—(beHI/mTHa30JmJI—2'—aMI/IzLo)(bOC(l)OHo]—S—OKCHHI/IpasoJII/I—
nousl (X, XI), rme R=CHj;-, Ph- coorBeTcTBEHHO.
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R= CH;- (VIIL X), Ph- (IX, XI).

CrpyKTypa MMOIy9eHHBIX COETUHEHHH TIOKa3aHa CHEeKTPaIbHBIMU XapaKTEePUCTUKAMH, a TaKKe BBIIeIe-
HUEM COOTBETCTBYIOIIET0 ()EHWITHIPA30HA B PEAKIUH C 2,4-THHUTPOGSHUITHAPAZUHOM.

3KcnepuMeHmaJleaﬂ yacmov

UK-criextpsl cauManu Ha crektpomerpe Specord IR-75 B ToHkoM cioe B o6mactu 3700400 cv™' u
Nicolet Avator-360. Cextpst SIMP 'H 3anuceiBamu Ha ciexrpomerpe «Bruker DRX500» ¢ paGoueii uacTo-
toit 500 MI', BHyTpenHuii crangapt — TMC.

2-MeTi-2-[amTiaamuno-N-(4 -pennaruazonni-2 -amn10)GocoHo|ITHIOBBIH  dPUP  dNOKCH-
nponuoHoBoii kucaotTbl (VI). B Tpexropmnoit konbe, cHaOX)eHHOW 0OpaTHBIM XOJOIUIHLHUKOM (3aKPBIT
XJIOPKAJIBLIUEBON TPYOKOIi), KaneabHO BOPOHKON M MEIIAJIKOM, TOTOBUIM pacTBOp ankoroisata u3 0,3 Moib
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Hatpust 1 300 M aGconrotHOTO crupTa. [locie moIHOro pacTBOpEHUs NPU NEPEMELINBAHUH M OXJIKICHUN
JIEJSTHOW BOJOH IO KaIumsiM IIpHOAaBISLTA cMech, B KOTOpyIo BXoauT 1o 3,67 1 (0,03 Moms) sTHiioBoro 3¢gupa
MOHOXJIOPYKCYCHOM KHCIOTHI u 6,74 T (0,02 moiab) anermndocdonara (III). Ilociae oxoHUaHUs peakiuu
(xonTponb o TCX) peakunOHHYIO CMECh OCTABIISUIM Ha HOYb NP KOMHATHOW TeMIlepaType, 3aTeM HeHTpa-
JTU30BAIA YKBUMOJISIPHBIM KOJMYECTBOM JIEASHON YKCYCHOM KHCIOTHI, BEUTMBANU B 100 M1 JIesTHON BOJIBI.
Bonanpliii ciioii M3BICKANIM HECKOJNBKO pa3 3¢hupoM, 3QHUpHBIC BBITSUKKH MPOMBIBAIM BOMOH, CYIIMIH Haj
cynbdarom HaTpusl. PacTBOpUTENs OTTOHSIIH, OCTATOK OYUINANN NEPEKPUCTAIUIN3ALMEN U3 ATUIIOBOTO CIIUP-
Ta. Beixon coemunenus (VI) ¢ T. 1. 202203 °C cocraBun 6,34 T (75 %). Crextp SIMP 'H, §, m.1.:.7,25—
7,40 (C¢Hs, CH, m), 1,15 (CH;—CH,, 3H, 1), 2,56 (CH;~CH,, 4H, ™), 7,8 (NH, 1H, c). UK-cniextp (v, em '):
1749 (COOEY), 1483 (C=N), 1205 (P=0), 1442, 1461, 1547, 1549 (C=C), 3345 (NH). Haiineno, %: C 53,76;
H 6,67; N 9,45; P 7,18; S 7,84. C,9Hy6N;0,4PS. Beruncneno, %: C 53,90; H 6,14; N 9,93; P 7,33; S 7,56

1-Metuin-4-[mmyTunamuio-(4 -pennnrnasonni-2 -amuno)pocdono|ykeycnpiii - aabaerna  (VIII).
B kpyrnogonHoi kosbe, cHaOXeHHONH OOpaTHBIM XOJOAWIBHHUKOM, KUISITWIM B Te€4eHHE 4 4acoB CMECh
4,241 (0,01 mons) rmuuuanoro 3¢upa (VI), 1,96 r (0,035 mons) eaxoro kamu, 25 mi Boabl U 50 M 5THIIO-
Boro cnuprta. Ilocie okoHUaHUS peaKkIi OCHOBHYIO MAcCy CIIUPTa OTTOHSUTH, OCTAaTOK PACTBOPSIIA B MUHH-
MaJbHOM 00BEME BOJIBI U MPU OXJAXIACHUHU JIJOM MOIKUCISUIN COJSHON KucnoTtoi no pH=1. 3atem peak-
LHUOHHYIO cMech 4—5 pa3 sKcTparupoBayiv 3pUpoM. BEITSKKY cymny Hall O€3BOTHBIM CYIAb()aToM HATPHUS.
PacTBOpuTENH OTTOHSIH, OCAAO0K MEPEKPUCTAITU30OBBIBAIIN U3 ATUIOBOTO ciiupTa. Beixom coeaunenus (VIII)
2,31 1 (65 %), T. mn. 182 °C. Cnextp SIMP 'H, §, m.z1.: 7,45-7,55 (CeHs, CH, m), 1,20 (CH;—CH,, 3H, T),
2,62 (CH;—CH,, 4H, m), 7,82 (NH, 1H, c), 7,15 (tuazomn, C’H, c¢), 8,57 (CH=0). UK-cniektp (v, CM'l):
1475 (C=N), 1194 (P=0), 1476, 1502, 1564, 1576 (C=C), 1685 (CH=0), 3372 (NH). Haiizeno, %: C 54,56;
H 6,67; N 11,45; P 8,94; S 9,42. C,4sH,,N;0,PS. Brrancneno, %: C 54,70; H 6,27; N 11,97; P 8,83; S 9,12.

4-MeTm1-4-[zmaTn.JIaMI/mo-(4'-q)eﬂnnrna:’,onnﬂ-z'-aMI/mo)q)oc(]mHo]-5-0Kcnnnpa3onnuon X). B
KPYIJIOJIOHHYIO KOJ0y B HEOOMbIIOM KonudecTBe crupta nomemtann 4,24 r (0,01 Moib) rimnuaHoro sgupa
(VI), 0,5 r ruppasunrugpara u HarpeBanu mnpu Temmneparype 150-180 °C B teuenue 10 yacos. [1o okoHua-
HUM peakiuu oOpa30BaBIIMKICS 0caJOK OTGWIFTPOBBIBAIN U MEPEKPUCTAIUIN30BAIN U3 CIHPTA. BrIxox co-
emquaenus (X) ¢ 1. 1. 231 °C coctasun 2,86 (72 %). Cuextp SIMP 'H, &, m.x.: 7,23-7,40 (C¢Hs, CH, M),
1,15 (CH;, 3H), 7,8 (NH, 1H, c), 7,2 (tmazon, C’H, ¢). UK-cniektp (v, em™): 1461 (C=N), 1201 (P=0), 1463,
1571, 1582, 1596 (C=C), 1600 (C=0), 3260(NH), 3435 (OH). Haiizeno, %: C 49,56; H 5,67; N 17,45;
P 7,94; S 7,42. C;7H,4N5O5PS. Breruncneno, %: C 49,88; H5,87; N 17,11; P 7,58; S 7,82.
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