XUMUYECKUE HAYKH

VYuensle 3anucku TaBpuuecKoro HalMOHaNbHOrO yHUBepcuTeTa uM. B. . BepHanckoro

Cepus «buojorus, xumus». Tom 23 (62). 2010. Ne 4. C. 253-259.

YK 615.281 + 547.787.1

KOHOEHCALIMA HEHACBILLEHHbBIX OKCA30/J1-5-OHOB
C BUD®YHKUMNOHAJIbHbIMXU AMUHAMU

Bbaeeckuit A.M., Ilukanoe B.B., baesckuii M.IO.

Taspuueckuii nayuonanvHulii ynueepcumem um. B.H. Bepnaockozo, Cumepeponons, Yxpauna
E-mail: b_m_y@mail.ru

Nzyuena peaknusi TPOM3BOMHBIX OKCa3oi-5-0Ha ¢ 1,2-3aMenieHHBIME OU(YHKIMOHATEHBIMU aMUHAM.
[lokazaHo, 4TO B 3aBUCHIMOCTH OT IIPUPOIBI aMUHA M BEIOPAHHBIX YCIIOBUH PEaKIHs PACKPBITHS OKCA30JIbHOTO
[UKJIa TPOTEKAeT IO pa3HOMY, B psA€ CIy4acB OCTAaHABIMBASsICh Ha CTaIud OOpa30BaHUA aMUAA.
CHHTE3UpOBaH ps HOBBIX TMPOU3BOJAHBIX OEH3MMHIa30la M OeH3okcazona. CTpOeHHWE CHHTE3MPOBAHHBIX
coeIMHEeHUH noATBepKIeHO MeTogamu [IMP-ciekTpockonuu.

Knrouesvie cnoea: okca3on-5-oH, anplIerui, (QCHWICHIMAMHH, MeTa0OpHAas KHCIOTa, KOHACHCAIUS,
IKWINPOBaHKE, OCH3UMHIA30I1.

BBEJIEHUWE

HenacelieHnsie 0KCa3071-5-0HBI NMPEACTaBISIIOT MHTEpEC TJIAaBHBIM 00pa3oM Kak
MPOMEKYTOUHbIE TPOAYKTHI MPU CHHTE3€ Pa3NUYHBIX coeanHeHuil. Ocoboe BHHUMaHuE
WU3YYEHUIO OKCa30/1-5-OHOB YJIENseTcsl B CBA3M C IIUPOKMM Pa3BUTHEM XHUMHH
AHTHOMOTUKOB. OJTO CBA3aHO C TEM, YTO MHOTHE TPOHM3BOAHBIE OKCa30JI-5-OHOB
001a1al0T OMONOrMYECKOW aKTHBHOCTHIO M HCHONB3YIOTCA B CHHTE3€ aHTUOHOTHKOB.
[Ipon3BomHBIE a37IaKTOHOB SIBJISIETCSI OAHMM M3 HMCXOAHBIX BEIIECTB NpPU CHHTE3E
MEHUIMIJINHA, MTallaBepUHA U POACTBEHHBIX €My coeanHEeHUN. OHM SBISAIOTCS BBICOKO
PEaKIOHHO-CIIOCOOHBIMHU BEIIECTBAMH, B PEAKLUAX BEAyT ce0s KaK aHTUIAPUbI KUCIOT
U B3aMMOJIEHCTBYIOT C Pa3INYHBIMHU COETUHEHUSAMH, COAEPKAIIMMH MOJBUKHBIE ATOMBI
BoZOpoJa. Majlo M3y4eHHBIMH MU PEAKO BCTPEUYAIOLIUMUCSA B JIUTEpaType SBISIOTCA
peakIuy B3aMMOJAEHCTBUS OKCA30JI-5-OHOB ¢ OM(YHKIMOHAIBHBIMH COCIUHEHUSMH,
Hanpumep, ¢ 1,2-IuaMUHaMU apOMaTHYeCKOro psAla, aMHHO(PEHOIaMH U NPOYUMH
OudyHKIMOHANBHEIMA aMUHaMu. Llenpio Hameld paOoThl SBISIETCA M3yYEHHE PEeaKIui
B3aUMOJICIICTBYA HEHACBIIEHHBIX OKCca30i-5-0HOB ¢ N-, u  O-0pTo3aMeneHHbIMH
AHUJIMHAMM, BBIJICIEHUE IPOJYKTOB KOH/IEHCALIUN U U3YYEHHE UX CBOWCTB.
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MATEPHUAJIBI U METO/IbI

TemmepaTypsl IUIaBNeHHs onpenensmd Ha npubope IITIL. Cnexrpsi' H-SIMP
noiydeHsl Ha mpubope Varian VXR-300 (300 MI'm), BHyTpeHHMI cTaHmapT - Me,Si.
[IpuBeneHbl XUMUYECKUE CIBUTH (O-TITKaIIA)

Kononounyio xpomarorpaduio (KX) mpoBogunu Ha cuimkarene Merck 230-400
Melll, KoJoHKa 15 x 1,8 cM, amroeHT: 6en3on-rekcad, 50:1.

2-Denun-4-oenzunudenoxcazon-5-on (1) K 25,4 r (0,25 mons) 6enzanpueruaa, 22,5
r (0,13 Monb) runmypoBoi KUcIoTh U 40 MJI IPOMHOHOBOTO aHTUAPUAA IPUCHITIAIOT 8,4 T
(0,06 Monmp) mpoKalEHHOro  KapOoHaTa  Kajwsl. Ha  cnemgyrommuii  neHb
3aKpUCTAJTM30BABLIYIOCS Maccy pa30aBisiior 50 mi1 ropsiueil Bosl U OTQUIBTPOBBIBAIOT.
Ocanok IBaXkJbl TPOMBIBAIOT 15%-HO# yKCyCHOM KMCIOTOHM, a 3ateM Bomoil. Beixon -
26,03 r (75%). T. . 164-166 °C.

[lo aHamOrM4HONW METOAMKE W3 aHWUCOBOI'O ANbJETHAa CHUHTE3UPYIOT 2-(peHnn-4-n-
METOKHOEH3MIHIeHOKCa3010H-5. Beixon - 12,7 1 (70%). T. . 154-156 oC.

2-(1-Benzamuoo-2-gpenuneunun)-1H-oenzumuoazon (2) K 1,08 r (0,01 mons) 1,2-
¢dennneniuamuna, pactBoperHoro B 30 mu Oensona, moGasmstor 2,5 T (0,01 momp) 2-
(ennn-4-0ensmwmaeHokcaszon-5-os.a u 0,22 1 (0,005 Monb) MeTabOpHOW KHCIOTHI.
PeakionHyI0 cMech HarpeBarOT Ha MacisiHOM OaHe B TedeHue 5 uacoB (koHTpoib TCX B
cucreme Oen3on — nponanon-2, 20:1). Iociie okoHUaHMs peakiuy 00pa30BaBIIAIACS 0CAIOK
OT(HUIBTPOBBIBAIOT, MPUIMBAIOT K ocaaky 20 mi GeH30a u AOBOAAT N0 KumeHus. Ocagok
oThIILTPOBBIBAIOT. Bhixos Gensumuaasona (2) — 1.19 v (70%). T. mwr. 238-240 °C.

I[IMP (DMSO-dy): 6,37m, 8,08m (13H, CH,pon, 1H, C=CH), 10,25¢ (1H, NHCO).

N-[1-(2-amuno-4-memunghenunxapoamoun)-2-penunsununf-oenzamuo (3) K
1,83t (0,015 monb) 4-merun-1,2-hennnenauamMuna, pactBopenHoro B 30 mu OeH3ona,
nmobasmnstotT 3,74 T (0,015 monp) 2-dpenmn-4-6ensmmuaenokcasonona-5 u 0,33 r (0,0075
MOJIb) METa0OpHOW KHUCIIOTHI. PeaklMOHHYIO CMeCh HarpeBaloT Ha MacisiHOW OaHe B
Teuenne 7 yacoB (koHTpoms TCX B cucreme OeHzon — mpomanon-2, 20:1). Ilocme
OKOHYaHUS peaKklMy 00pa30BaBIIMICS OCalOK OT(PUIBTPOBHIBAIOT, MPHUIMBAIOT K OCAAKY
20 mut mponaHoia-2 U IOBOAAT A0 kKuneHus. Ocazok oTUIBTPOBBIBAIOT, BHIXO - 2,12 T
(40%). T. . 198-200 °C.

IIMP (DMSO-dy): 2,19¢ (3H, CHs), 4,94c (2H, NH,), 6,37m, 8,08M (13H, CHapom,
1H, C=CH), 9,48c (1H, C¢HsNHCO), 10,23¢c (1H, NHCO).

2-(1I-benzamuoo-2-penunsunun)-5-memun-1H-6en3umuoazon (4) PeaxunoHuyoo
cMecs, coctosuryio u3 0,3 r (0,0008 monb) N-[1-(2-amuHO-4-MeTungennnkapoaMon)-2-
¢dennnBuHMI]-O6er3amua (3) u 10 M1 Kcuitona HarpeBaloT Ha MacisiHOi OaHe B TeueHue |
nus (koHTponb TCX B cucreme 6enszon — nponanoin-2, 10:1). ITocne okoHUaHUS peakuu
ocaiok oTHILTPOBBIBaIOT. Beixox mposykra (4) — 0,27 r (90%). T.m. 253-255 °C.

I[IMP (DMSO-dy): 2,35¢ (3H, CH3), 6,9m, 8,15m (13H, CH,pou, 1H, C=CH), 10,26¢
(1H, NHCO), 12,45¢ (1H, NH,¢,).

AHAJIOTHYHBIA CHHTE3 TMPOBOIAT, HWCIONB3YyS B KayecTBE PACTBOPUTENS TONYOI.
Berxon — 0,20 T (67%).

N-[1-(2-2udpokcugpenunxapoamoun)-2-cpenuneununj-oenzamud (5) Peakumonnyio
Mmaccy, cocrosauryto u3 0,87 r (0,008 mons) 2-amuHodenona, 2 1 (0,008 mons) 2-pennn-4-
OCH3WINICHOKCA30JI0Ha-5 U 25 Mt OeH30I1a, HArPeBaKOT Ha MecuaHol OaHe B TeueHue 24
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gacoB (koHTpoiab TCX B cucreme Oenzon — mpomanon-2, 20:1). ITocie oxoHwaHus
peakuuu ocaiok OTQUIBTPOBBIBAIOT, K OCaJIKy MpuinBaioT 10 M nponaHoia-2 U 10BOASAT
no kunenus. llocie oxJiaKJIeHUsT CMECH 0CalOK OT(MIBTPOBhIBatOT. Beixom — 1,72 1
(60%). T.mut. 135-137 °C.

IIMP (DMSO-dj): 6,83m, 8,15m (14H, CHypon, 1H, C=CH), 9,11c¢ (1H, CsHsNHCO),
10,04c (1H, NHCO), 10,39¢ (1H, OH).

N-(1-6en3ookcazon-2-un-2-ghenuneunun)-oenzamud (6) PeaknuoHHylo waccy,
cocrosmyro w3 0,9 1 (0,0025 w™omp) N-[1-(2-ruapoxcu-peHnnkapbaMon)-2-
¢dennnBuHMI]-Oer3amua (5) U 15 M1 KcuJlona HarpeBarOT Ha TecYaHol OaHe B TEUCHUH
48 yacoB (koHTponb TCX B cucreme OeHzon — mpomanoin-2, 10:1). ITocie oxonwanus
peaxuu 0CazioK OT(UIBTPOBBIBAIOT. dunbTpar yIIapHuBaoT, 0CTaToOK
MEePEKPUCTAIUTM30BBIBAIOT U3 dTanona. Beixon — 0,4 v (47%). T 109 - 111 °C.

IIMP (DMSO-ds): 6,91m, 8,38m (14H, CHypon, 1H, C=CH), 9,99¢ (1H, NHCO).

N-[1-2-amunorsmunkapoamoun)-2-(n-wemoxcughenun)-eununj-oenzamuo (7)
Peaxnmonnyto wmaccy, cocrosmyro w3 1,34 r© (0,005 w™omb) 2-dpeHun-4-n-
MeTokcuOeH3muaeHokcaszonona-5, 0,33 mm (0,005 mons) stunengumamubHa u 20 mi
OcH30I1a, HArpeBalOT Ha MecyaHoi Oane B TeueHue 4 yacoB ( koHTpoiab TCX B cucreme
Oenzon — mponanoin-2, 10:1). Ilocne okoHUaHUS peakIUH OcafoK OTQMIFTPOBBIBAIOT. K
ocagky npunuBaroT 20 MJ mpomnaHoia-2 W JOBOAAT cMech J0 KumeHus. Cmech
OT(QUIBTPOBBIBAIOT, (UIBTPAT OXJIAXKAAIOT. BhImaBmIMii W3 OXJIaXAEHHOTo (UIbTpaTa
ocaiok oThuiIbTPoBEIBatOT. Beixox — 0,59 T (35%). T.mwr. 220-222 °C.

I[IMP (DMSO-dj): 3.28¢c (2H, CH,NHCO), 3,35c (3H, OCHs;), 3,74c (2H, CH,NH,),
6,89M, 8,22m (9H, CH,pon, 1H, NHCOC¢Hs), 9,88c (1H, CH,NHCO).

N-[1-(2-2udpokcurmunxapoamoun)-2-(n-memokcugenun)-eunuif-oenzamuo  (8)
Peaxnmonnyto maccy, cocrosmyr w3 1,34 r© (0,005 w™omb) 2-peHun-4-n-
MeTOoKcHOeH3wmIeHokcazonona-5, 0,3 ma (0,005 momp) 2-amuHo3TaHonma u 20 i
OeH3071a, HArpeBaloT Ha mecyaHoi OaHe B TeueHue 24 wyacos ( koHTposns TCX B cucteme
Oenzon — mpomanon-2, 20:1). Ilocne OKOHUAHUS PEAKIUH OCAJOK OTQUIBTPOBBIBAIOT.
Beixox — 0,85 1 (50%). T.mn. 175-177 °C.

I[IMP (DMSO-dy): 3.25x (2H, CH,OH), 3,43t (2H, CH,NHCO) 3,73c (3H, OCHs),
4,67c (1H, OH), 6,89m, 8,03m (9H, CHgpon, 1H, NHCOCHs5), 9,88¢ (1H, CH,NHCO).

1-6en3un-2-gpenunayemun-1H-oenzumuoazon (9)

L7 r (0,005 wmomp) 2-(1-bBenzamuno-2-penunBuHmn)- 1 H-Oer3umugazona
pacTBopsstoT B 20 mi npomnanona 2 coaepkaiero 0.56 r ruapokcua kamus. Jlo6aBistor
B TEUECHHHMHM 5 MUHYT N0 KalusiM Ipu KomHatHOW Temmepatype 0,5 mi (0,005 mornb)
Oensmixnopuzaa. Ilocie dero peakuMOHHYIO Maccy HarpeBaloT A0 KHIIGHUS U
BBIIEP)KUBAIOT NMPHU KUNEeHWW B TedeHue | waca. [locie oxnmakaeHust K peaKLMOHHON
Macce mpwinBaioT 100 M BOABI M JKCTParMpylOT OPTraHUYECKHH CJIOH OeH30J0M.
DKCTpaKT yHapuBaroOT, OCTATOK OYMIIAIOT KOJIOHOYHOH XpomaTorpadued (3II0eHT: TeKcaH
- Oen3oin - rekcan, 1:1). Beixog — 0,9 1 (70 %). T.mi. 85-87 °C.

I[IMP (DMSO-dp): 4,62¢ (2H, COCH,C¢Hs), 5,86¢c (2H, NCH,CeHs), 7,07m, 7,94Mm
(14H, CHapon)-
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PE3YJIbTATBI 1 OBCYXJIAEHUE

Peakuust konpencanuu 2-¢peHnin-4-0eH3UInIeHOKCa301-5-0Ha C MPOU3BOAHBIMU 1,2-
¢eHnneHAMaMuHa ObUla W3y4eHa B Pa3lUYHBIX PACTBOPUTENSX Ha mpumepe 1,2-
¢denunenauamMmuHa u - 4-merun-1,2-penmnenauamuHa. B kadecTBe pacTBOpuTenen
WCTIONB30BAINCh OEH307 W TpomaHoi-2. Peakuus mnpoBoauiack NpH TeMmIeparype
KHIeHus pacteoputeneil. KonTpons 3a xonoM peakiuu ocymiectsisics merongom TCX. B
pe3ynbTaTe HCCIeIOBaHUH OBIJIO YCTAHOBIIEHO, YTO B CIIydae peakiul IPOU3BOAHBIX 1,2-
¢dennnenanamMuHa u - 2-peHmn-4-0eH3WINACHOKCA30]-5-0Ha €  HCHONb30BaHUEM B
KayecTBE  PACTBOPHUTENS  MpONAHOoJa-2  MPOAYKTHI  peakuuu  o0pas3yroTcss B
HE3HAUYUTENbHBIX KOJIMYECTBAX, a pPEAaKLUHOHHAas CMECh B OCHOBHOM COJIEPXKHUT HE
MIpOpearupoBaBIIe HCXOAHbIE BENIECTBA.

[Ipn wucmonp30BaHMM B KayeCTBE pAacTBOPHUTENS O€H30/la B 3aBUCUMOCTH OT
3aMECTUTENSI B apOMaTHIECKOM Kouble 1,2-peHunenanaMuia HaOMoAadiuch pa3inaHbIe
pe3yabTaThI.
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[Ipu xunsiuenun 1,2-QeHmIeHInaMUHA ¢ COOTBECTBYIOIIMM OKCa3oi-5-oHoM (1) u3
PEaKIMOHHOW Macchl ObUT BBIAENEH MPOAYKT, HAEHTHU()UIMPOBaHHBIA 1o HaHHBIM [IMP
CHEKTPOCKOIIMM  KaKk  TNpom3BomHOEe  OeH3ummpazoma (2). OO0  oOpazoBaHUM
OCH3MMHUIA30IILHOM  CTPYKTYphl ~ TOBOPUT  HajW4Me HA  CIEKTpe  HIMPOKOTO
OJHONpOTOHHOro curHama c¢ XC 12,5 wm.na, coorBerctByroomero NH-rpynme
reTepoLUKINYecKod mnpupoasl. O coxpaHeHHMM aMHOHON cBA3M B OOKOBOW IIemu
CBUJICTENBCTBYET OHONPOTOHHBIN curHan ¢ XC 10,25 m.1.

B cmyuae peakuuy 3KBHMOJSIPHBIX KONMHYeCTB 4-meTui-1,2-heHunenaguaMuHa u 2-
(eHnn-4-0eH3UNNICHOKCAa30/1-5-0Ha ~ OKa3aJoch, YTO MpH KHUISIYeHHH B OeH30le B
TeueHne 5 4acoB oOpazoBaHMs OCH3MMHUIA30IBHOIO LUKIA HE HaOIIomaercs, peakuus
OCTaHaBJIMBACTCSI Ha CTaJud OOpa3oBaHUS MOHOAMHIHOTrO mpou3BoaHoro (3), uto
noxaTBepkaaercsa naHHeIMHA [IMP cniektpockonuu. B yacTHOCTH, ABYIPOTOHHBIA CHHIJIET
¢ XC 4,94 M.n. CBHIETENBCTBYET O HAMYMU B COCOUHEHUH CBOOOIHOW aMHUHOTPYIIIIHI,
aMUJHbIE TPYNIBl XapaKTEpU3YIOTCsl OAHONPOTOHHBIMH cuHIieTamMu ¢ XC 9,48 m.u. u
10,23 m.1.

C 1menpr0 TMOJTYYEHHS COOTBETCTBYIOMIETO OEH3UMHIA30JbHOTO IPOU3BOAHOTO
MOHOAaMHUJHOE TPOMU3BOAHOE TIOABEPIIM HArpeBaHUI0 B 0Ooliee BBICOKOKHITSIIMX
pacTBOpHUTENAX, YeM OeH30J1. B KauecTBe Takux pacTBOpPHUTENEH HCIONB30BATIHCH TOMYOI
u kcuson. [IpogykToMm peakuuu B 06oux ciydasx cran 2-(1-0eHzaMumo-2-¢ eHUIBUHI )-
5-metun-1H-0ensumunazon (4), CTpyKTypy KOTOpPOro MOATBepAuIn paHHble [IMP-
CHEKTPOCKONHHU. Tak, OTCYyTCTBHE CUTHala — AByHpoToHHoro cuHriera ¢ XC 4,94 m.x.,
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XapaKTepU3YIOIero CBOOOJHYIO aMHHOTDYIIy, M HalIW4YMe Ha CIEKTpe CHUTHajda —
OIHOMPOTOHHOI'O ~CHHTJIETa, Xapakrepusyromero NH-rpynmy rereponukiIndecKon
MPHUPOABI, CBUACTEILCTBYIOT 00 00pa3oBaHUK OEH3MMHIA30JBHON CTPYKTYphl. B ciydae
WCITIOJIb30BaHMsI B KAYECTBE PACTBOPUTENS KCHUJIONA WIIH TOITYOJIa B PEaKIMK KOHJCH AN
OKcazon-5-oHa ¢ 4-MeTui-1,2-QeHnneHAnaMUHOM OKa3ajoch, YTO MPOAYKTOM pEaKIHUu
ABIISIETCS. CMECh MOHOAMUJHOTO M OEH3MMHIA30JbHOTO MPOU3BOAHBIX M TPOBEICHUE
mporecca MOCTaAuHO 3HAYUTENBHO YBEIMYMBACT BBIXOA IefeBoro mponykra - 2-(1-
OeHzamu10-2-heHnBuHII)-5-MeTmi- 1 H-6en3umunasona (5).

[Ipy u3yueHHH peakLuu OKCa30i-5-OHOB ¢ 0-aMHHO(EHOJaMH B KHUILSIIEM OEH30Ie
ObUIO yCTAHOBJEHO, YTO pEAaKIUH MPOTEKAaeT aHAJIOTHYHO IPOLEcCy KOHICHCALUU
azjgakToHa C 4-Merui-1,2-peHnIeHIMaMHHOM U LENEBBIM TNPOIYKTOM pEakuud B
KOHEYHOM HTOTE SIBJISETCS COOTBETCTBYIOIIEEe OEH300KCa30IbHOE Mpou3BoaHOE. [Ipoxons
4yepe3 CTaauio 00pa3oBaHMs Ha CTaAuu oOpa3oBaHHUS aMHIHOTO MPOU3BOAHOIO (5), 4TO
Obuto monTBepkaeHo aaHHbIMU IIMP-cmextpockonuu. CBoOomHasi THAPOKCHUIIBbHAS
rpynna KOTOPOrO XapaKTepHU3yeTcsl OJHONPOTOHHBIM cuHrieroM ¢ XC 10,39 m.g., a
aMUJHOM TpyIIe Ha CIEKTPE COOTBETCTBYET ONHONPOTOHHBIN cuHIiET ¢ XC 9,11 m.x.
Coenunenue (5) B pe3ysbTaTe JalbHEHIIEr0 HAarpeBaHUS B KCHIIOJNE, KaK W B Clydae C
Npou3BOAHBIM 4-MeTui-1,2-¢penunenguamMuna (3), mpereprneBaer BHYTPUMONEKYISPHYIO
KOHJICHCAIUIo U o0pasyer 2-(1-0en3zamuio-2-heHmiBuHmI )0eH30KCca3o0mna (6), B crekrpe
coenuHenus (6) orcyrcTByeT omHompoToHHbIH cuHrier ¢ XC 10,39 wm.n.,
XapaKTepU3YIOUMM TUAPOKCUIIBHYIO Tpynmy, Takxke curHair ¢ XC 9,11 m.m., dro
MOATBEP)KAaeT 0Opa3oBaHUE OEH300KCA30JBHOTO MPOU3BOJHOTO M3 aMUAHOro. Tak ke,
Kak ¥ B cilydae peaklUWd KOHJCHCAIMH a3lakToHa ¢ 4-merni-l,2-dheHuneHInaMuHoM,
MOCTaIUIHBIA MPOLECC MOMYUYEHHsI TeTePOLMKINIECKOTO COSMHEHUS] — OCH30KCca30ma —
JaeT OONbIINE BBIXOIBI LENEBOr0 MIPOAYKTa N0 CPABHEHHIO C OAHOCTaANHHBIM MPOLECCOM
KOHJICHCAIIMHM OKCa3ol-5-0Ha ¢ 2-aMHHO(EHOIOM B Cpefie KCHIIoa, MPOIYyKTOM pPeaKIuu
KOTOPOTO SIBJISIETCS] CMECh aMUIHOTO M OEH30KCa30JIbHOTO TPOU3BOAHBIX.

C OCIIbIO 0ollee MOIHOrO HU3YUCHUA pPCaKIINU BSaI/IMOI[eﬁCTBI/IH HCHACBIIICHHBIX
OKCa30J1-5-0HOB C 6I/I(I)YHKI_II/IOHaJ'H>HLIMI/I COCAUHCHUAMUA ObLTa MMpou3BCaACHA IONBbITKA
KOHJACHCalnn OKCa30j-5-0Ha C aHI/I(l)aTI/I‘-IeCKI/IMI/I BCIICCTBaAMH. B Ka4ycCTBC
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anupaTuyeckux OM(PYHKIMOHANBHBIX COSTUHEHUI HCIIONB30BAINCh STHICHIMAMUH U 2-
aMuHOdTaHONI. Peakuusi mpoBoauiack B cpele OEH30ma IMpH TEMIIEpaType KHUIIEHHUS
pactBopuTens. B 00oux ciryuasix mpomyKTaMu peakMy CTajdd aMHIHbIE TPON3BOAHbIE: N-
(2-amuHOITHN)-2-0eH3amMu10-3-n-MeTOKcupeHmIakpuiamu (7) B ciiydae KOHACHCALUU
2-(pennn-4-n-MeTOKCUOCH3IWINICHOKCA30JI-5-0Ha C ATHJICHANAMHUHOM U 2-0eH3aMuj0-/N-
(2-ruppokcu-3THn)-3-n-MeTokcupenmnakpmiamu (8) B ciydae KOHICHCAIUU OKCa30M-5-
OHa C 2-aMHHOATAHOJIOM.

OMe
MeO
0
N\ " | [0)
+ E—
RN 0 N

|

N O H

7,8

R=7-NH,; 8-OH
W3menenue ycrmoBuid Tmpomecca KOHAEHCauud (HMCMOJIb30BAaHHE B  KadecTBE
pacTBOpPUTENS KCHIIONA, TOTyoJa) WM JaJbHeHIee HarpeBaHue B KCHIIOJIE BBIIEIECHHBIX
aMHIOB, Kak B ciydae ¢ 4-metui-l,2-peHuneHauaMuHOM H 2-aMHUHO(EHOIOM, HeE
MPHUBENO K U3MEHEHHIO Pe3yJbTaTOB: IreTePOLUKINUECKIE COEqUHEHUS HE 00pasyroTes, a
CIMHCTBEHHBIM TPOAYKTOM  KOHAEHCAlMM  OKca3ol-5-oHa ¢  anupaTHYeCKUMHU
COETMHEHHSMH SABJIIETCA COOTBETCTBYIOLINI aMH]I.

BBIBO/IbI

1. H3yyena peakuuss KOHIEHcauuu  2-¢peHun-4-0eH3UITNACHOKCA30-5-0Ha  C
MPOU3BOAHBIMH |,2-heHnIeHIMaMiHa B Pa3IMYHBIX PACTBOPUTENAX. Y CTAHOBIICHO,
9TO B peakuuu 1,2-peHunenamamuHa c 2-peHun-4-0eH3uInIeHOKCA30I-5-0HOM,
MPOBEACHHON B cpefe OeH30J1a, OCHOBHBIM MPOAYKTOM SIBJISIETCS COOTBETCTBYIOLIEE
npou3BoAHOe OeH3uMHAazona. A B ciydae 4-meTui-1,2-heHnnenuaMrtaa peakuus
OCTaHABIMBACTCA Ha CTagud oOpa3oBaHHMS COOTBETCTBYIomero amupaa. I[lpu
HarpeBaHWM BBIACJICHHOTO aMHujAa B KCHJIOJE WM Toilyole oOpasyercs
COOTBETCTBYIOIICE OCH3MMHIA30JIbHOE ITPOU3BOIHOE.

2. YcTaHOBIEHO, YTO B Ciiy4ae peakuuu 2-peHmi-4-0eH3UIUIeHOKCa30l-5-0Ha ¢ 2-
amMmuHopeHoJIoM B  cpeae OeH3oma MPOAYKTOM  KOHIEHCAMHM  SBIISETCS
CcOoOTBeTCTBYIOLMI amua. [Ipu npoBeneHNN peakuy KOHAEHCALlUU B Cpeie KCUIIoNIa
oOpa3yercsi cMech aMuaa M OeH300Kcazona. [locranuitHelil mpolecc NOaydeHHS H
BBIIENICHUS aMUJia C TOCIEAYIOUIMM HarpeBaHMEM €ro B KCUJIOJE YBEIMYMBAET
BBIXOJI IIEJIEBOTO MTPOAYKTa — OEH300KCa3074a.

3. TIlokazaHo, 4yTO B peakIMM KOHACHCANH 2-(eHUI-4-T1-MeTOKCHOEH 31N IEHOKCa30-
5-oHa ¢ anudaTHIeCKUMU OMPYHKIMOHATBHBIMU COCIUHEHUSIMA : ATUIICHIUAMIHOM
U 2-aMHHOJTAHOJIOM MPOAYKTaMH pEaKkUUd B HE3aBHCHMOCTH OT BBIOpaHHBIX
YCIIOBUH SBIISAIOTCSI COOTBETCTBYIOIINE aMUTHbIE TPOU3BOIHBIE.
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BuBdeHa peakiis moxigHUX OKCa30i1-5-0Ha 3 1,2-3aMinmieHnMu OUQYHKIMOHANEHUMH aMinaM. [lokaszaHo, mo
3aJIe’KHO B IPHPOIH aMiHy 1 BHOPAHUX YMOB PEaKIist PO3KPHUTTS OKCa30JIbHOI'0 IUKITY IPOTIiKA€ 110 Pi3HOMY,
y psOol BHNAAKIB 3YNUHSIOYHCh Ha cTafil yrBopeHHA ampaa. CHHTE30BaHMHM DA HOBHX ITOXITHHX
Oem3mMifazony 1 Oem3okcazoma. bymoBa cuHTe30BaHMX 3'efHaHb miATBepmkeHa wmeromamu I[IMP-
CHEKTPOCKOITii.
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Baevsky A.M. Condensation of unsaturated oxazol-5-one with bifunctional amines / A.M. Baevsky,
V.V. Tsykalov, M.Y. Baevsky // Scientific Notes of Taurida V.Vernadsky National University. — Series: Biology,
chemistry. —2010. — Vol. 23 (62), No. 4. —P. 253-259.

The reaction of derivatives of oxazol-5-one is studied with 1,2-deputized to the difunctional amines. It is
shown that depending on nature of amine and chosen terms the reaction of opening of oxazolic cycle flows on
pasHomy, in a number of cases stopped on the stage of formation of amide. The row of new derivatives of
benzimidazole and benzoxazole is synthesized. The structure of the synthesized connections is confirmed by
the methods of HMR-spectroscopy.
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