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OCyH.LeCTBJIeH CHHTE3 TPU-, TETPa- U IIEHTAIICIITUAOB, COCTOAIINX 13 OCTATKOB a,B—,I[eI‘I/I,I[pOZlMI/IHOKI/ICJIOT, a TaKXe p- U 1m-

aMUHOOEH30MHBIX KHCJIOT.

Ta6. 1, 6ub:.ccpuIoK 6.

VisBecTHO, 4YTO NpOM3BOAHBIE KakK O,f3-ZerugpoaMuHOKUCIOT [1,2], Tak ¥ aMHHOGEH30MHBIX KHUCIOT [3]
IIpeJICTaBIAIOT MHTEPeC B KauecTBe (PU3MONIOTUIeCKH aKTUBHBIX COeJUHEHUH.

Panee [4] mamu ObLn paspaboTaH METOJ, AUFIMPOBAHMSI IIPOM3BOJHBIX aMUHOOeH30MHOMN kucaorsl 5(4H)-
oxcasosoHamu. Hacrosmee coobuieHue MOCBAIEHO CHHTe3y TPHU-, TeTpa- U IeHTa-0,B-ZerugponenTusioB, comep-
JKaIUX OCTATKU - U M-aMUHOOEH30HBIX KUCIIOT.

Cuntes Tpunentuznos XV-XXI ocyiecTsiieH B3auMogeiicTBreM HeHacklmeHHbIX 5(4H)-oxcazomonos I-VII ¢ p-
amuHorumnmnyposoit kucioroit XIV, a coegmuenutt XXII-XXIV - BzaumopeiictBuem oxcasonoHos VIII u IX ¢ am-
aMuHOOeH30MHOM KucnoTodl XI mau merunoBsiM XII u sTunoBsiM sdupamu p-amuHOGeH30MHOM KucmoTsr XIII.
AnunupoBaHue TPOU3BOAHBIX aMUHOOEH30MHOMN KHCIOTH HeHachimeHHbIMu 5(4H)-oxcasomonamMu mpoBozuiu B
cpesie Genson-ykcycHas kucnora (B-YK) mim stumamerar- ykcycHas xuciaoTa (DA-YK) B ycIoBHAX KUNSYeHUS
peakIuoHHOM cMecu B TedeHume 1-5 ¥ (Ta6i.). CpaBHeHHe JaHHBIX TaGIUIBI IO CuHTe3y N-GeH30mu-o,B-merus-
podeHMIaTaHII- T-aMUHOOEH30MIT I MHA XV IIOKa3bIBAaeT, 4YTO HAWIYYIIMI BBIXOZ, LeJeBOTO IPOAYKTa
TIOJTyY9aeTcs IpY KUIITYeHUN peareHToB B TeueHUe 5 7B cpese DA-YK 5:1. Cunres xe rerpanentuzsos XXV u XXVI
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OCYIIECTBJIEH aHAJIOTUYHON peakuueil HeHachImeHHBIX 5(4H)-oxcazomonos VIII, IX ¢ apuisaMeleHHBIM aMUHOM
XIV.

IMoryuennsie Tpunentugsr XV, XVII u XX peakuueii DpreHMeliepa GbLIN IpeBpaIeHbl B COOTBETCTBYIOIIHE
HeHacsimenusie 5(4H)-oxcazomonst XXVII-XXIX. OcHoBHBIM ruzaponn3oM okcasonoHoB XXVII u XXVIII

CHUHTe3upoBaHs! o,B-gerugporpurentuasl XXX u XXXI.
Ary
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XV-XXVI
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Ary XXVI-XXIX
XXX, XXXI

L 3O {305

XXXVI I XXXV

XXXI-XXXVI

| Ar=Ar,=CeHs; Il Ar= 2-BrCgHs, Ar=CeHs; 11l Ar= 2-CICgH,, Ar=CeHs; IV Ar= 2-MeOCgH,, Ar=CeHs; V' Ar=4-MeOCgH,,
Ar=CeHs; VI Ar= 2-C4H0, Ar=CgHs; VII Ar=C,H;O, Ar=CeH,NOs-3; VIII Ar=4-CH;CONHCgH,, Ar=CeHs; IX Ar=4-
CeHsCH,OCONHCgH,, Ar=C¢H,Cl; X R=4-COOH; XI R=3-COOH; Xl R=4-COOMe, XIlI R=4-COOEt; XIV R=4-
CONHCH,COOH; XV Ar=Ar;=C¢Hs, R= 4-CONHCH,COOH; XV Ar=2-BrCqH,, Ar;=C¢Hs, R=4-CONHCH,COOH; XVII Ar=2-
CICgHa, Ar=CgHs, R=4-CONHCH,COOH; XVIII Ar=2-MeOCgH,, Ar;=CeHs, R=4-CONHCH,COOH; XIX Ar= 4-MeO-CgH,,
Ar=C¢Hs, R=4-CONHCH,COOH; XX Ar=2-C,H50, Ar;=C¢Hs, R=4-CONHCH,COOH; XX| Ar=2-C,H;0, Ar;=C¢H,NO,-3, R=4-
CONHCH,COOH; XXII Ar=4-CHyCONHCeH,, Ar;=CeHs, R=3-COOH; XXIII Ar=4-CHzCONHCgH,, Ar;=CeHs, R=4-COOMEe;
XXIV Ar=4-CHyCONHCgH,, Ar;=CeHs, R=4-COOEt; XXV Ar=4-CHyCONHCeH,, Ar;=C¢Hs, R=4-CONHCH,COOH; XXV Ar=4-
CH3CONHCgH,, Ar;=CeH,Cl-4, R=4-CO-NHCH,COOH; XXVII Ar=Ar;=Ar,=CgHs; XXV 11 Ar=2-ClCeH,, Ar;=CgHs, Ar,=CsH4Cl-
4; XXIX Ar=2-C;Hs;0, Ar=Ar,=CgHs; XXX Ar=Ar=Ar,= CgHs; XXXI Ar=2-CICgHs, Ar;= CeHs, Ar,=CeH,Cl-4; XXXII
Ar=Ar=Ar,= CgHs, R=4-COOH; XXX Il Ar=2-CICgH,, Ar;= CgHs, Ar,=CgH,Cl-4, R=4-COOH;
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XXXIV Ar=2-CICgHy, Ar;= CgHs, Ar;=CgH,Cl-4, R=3-COOH; XXXV Ar=2-C,H30O, Ar;= Ar,=CgHs, R=4-COOH; XXXVI Ar=2-
C4H30, Arj= Ary;=C¢Hs, R=3-COOH; XXXVII Ar= Ar;= Ar;=CgHs; XXXVIII Ar=2-C4H30, Ar;= Ar;=C¢Hs.

BsaumopeiictBuem oxcasononoB XXVII-XXIX ¢ mpousBosubiMKM aMUHOOGEH30HHOM kucaoTsi X wmiam XI
nosrydens! Terpanentusl XXXII-XXXVI. Peaknueit okcazonoros XVII nau XXIX ¢ p-aMUHOTUIIITYpOBO# KHUCIOTOH
cunTe3upoBansl nmeHramentuasl XXXVII u XXXVIII. Ormeruwm, uto peakuuu Boicmux 5(4H)-oxcasomonos XXVII-
XXIX ¢ npou3BOJHBIMU aMHUHOGEH30MHOM KHCJIOTH IIPOTEKAIOT MeJjieHHee, yeM ¢ okcasomoHamu I-IX. B orme-
YeHHBIX YCJIOBHAX peaKIus HeHAchIeHHBIX 5(4H)-okca3oloHOB C¢ m-aMUHOOEH30MHOM KHCIOTOH IIpoTeKaeT
CpaBHHUTEIBHO GBICTpee, YeM C p-IIPOU3BOAHEIM TOI XKe KHCIOTHL X.

B Tabuie mpuBeieHbI TAK)Ke JaHHbIE, OTHOCSINMECS K CHHTe3Y M XapaKTePUCTUKAM TeTpa- U IIeHTAIeNTHAOB.

B MK cnexTpax CHHTe3UPOBAaHHBIX O,f-ZeTrUAPOIENTHIOB HAGIIOLAIOTCA IOIO0CH Ioraomenua npu 3240-3260
u 3330-3350 car!, orHocamuecs k NH-rpymnmawm, a taxoke 1700-1710 u 1640-1650 car!, oTHOCAmMECT K KapOOKCHIIb-
HBIM Y aMHUJHBIM KapOOHMJIBHBIM TpymmaMm, coorBercTBeHHO. B MK cmekrpax coemmuenmit XXVII-XXIX
HaGJII0ZAI0TCA XapaKTepHBbIe Ik OKCA30JI0HOB noriomenus npu 1750 u 1770 carl.

B cmexrpax IMP cuHTe3MpOBaHHBIX COeIUMHEHUI IIPOTOH B -TION0KEHUHU JIeTHPOAMUHOKHCIOTHOTO OCTaTKa
mposiBisercs B o6mactu 6,91-7,23 M.A., 9YTO CBHUIETENBCTBYeT O Z-KOHGHUIYpAIMM CUHTE3HPOBAHHBIX O,f3-
JeTUIpOIenTuzos [5].

HccnemoBarsr Y@ CIeKTpsI CHHTE3MPOBAaHHBIX TpPH-, TETpa- M IIEHTANENTHAOB. YCTAHOBIEHO, UTO Kak
CTpPyKTypHBbIe ocobeHHOCTH N-3aMecTuTens (Ar), TaK U YUCIO 0,-aMUHOKUCIOTHBIX OCTATKOB OKa3bIBAIOT BIUIHUE
Ha 00;1aCTh ¥ GOPMY HOIJIOLIEHUS UCCIeJOBAHHBIX IEITHIOB.

DKcIlepuMeHTaIbHasA JacTh

VK cnexTpsl coepuHeHuUi cHATH Ha criekTpomerpe “Specord M-40”, cextpst AMP — ua “Varian Mercury 3007,
Y@ cnektpsr — Ha cnexrpodoromerpe “Specord UV-VIS”. Henacsimenusie 5(4H)-oxcasonomsr I-IX moryuensr
aHaJIOTUYHO [6].

Tpu-, Terpa- u menramenTupsr XV-XXVI m XXXII-XXXVIII. K cycnensun 0,02 wmozg cooTBeTCTByIOmEro
HeHacsImeHHOro 5(4H)-okcasonoHa B cMecu sTHialeTaT-yKCyCHas KHUCIOTa (COOTHOIIEHWS IIPUBENEHHI B TabIL.)
no6asysior 0,02 mozg mpom3BOZHOTO aMUHOOeH30iHOM KuciaoTsl ¥ KumataT 1-18 . Ilocme oxnaxzaeHus cmech
(GUABTPYIOT, IPOMBIBAIOT STUJIALETATOM M [IePeKPHUCTAIII30BbIBAIOT U3 COOTBETCTBYIOLIETO pacTBOpuTes (Tabir.).

107



Tabrnna
VYcnoBus cunTesa u pusuko-xuMudeckre gaHHsle Tpu- (XV-XXIV, XXX, XXXT), rerpa- (XXV,XXVI, XXXII-XXXVI),
nentanentuzaos (XXXVILXXXVIII) u 5(4H)-okcasomonos (XXVII-XXIX)

Coenu- Peaxkinonnas Bpems | Brxog, PcrBopurens Y® crextp, 6 HC=C s N,%
HeHUe cpena KUIA- % T.mn.,°C | mnepexpuc. A, (loge) SAMP 'H,
COCTaB | COOTHO- | YeHUs, M.J,
lreHue i Hatizerno | Berumcieno
XV |DA/YK 5:1 5 90,2 151-153 DTaHOI 295 (4,58) 7,12 9,21 9,48
XV |DA/YK 5:1 4 77,9 150-153 DTaHOI - - - -
XV B/YK 2,5:1 1 68,9 154-157 DTaHOI - - - -

XVI |DA/YK 6:1 3 78,6 248-250 DTaHOI 296 (4,57) 7,11 8,27 8,04
XVII |DA/YK 6:1 4 78,3 245-247 DTaHOI 295 (4,70) - 8,91 8,79
XVII |3A/YK 5:1 3 87,6 247-249 | 50% Oranox 293 (4,57) 6,91 8,95 8,87

XIX |3A/YK 5:1 5 56,3 164-166 | 50% Oranox 286 (4,53) 7,07 8,59 8,87

XX | DA/YK 5:1 5 75,0 160-161 DTaHOI 293 (4,59) 7,11 9,93 9,69
XXI |DA/YK 5:1 2 96,1 175-177 DTaHOI 273 (4,51) 7,23 12,34 12,12
XXII | 3A/YK 4:1 3 57,0 250-252 YK - 7,11 9,09 9,48
XXIIT | 3A/YK 4:1 3 60,0 257-260 YK - 7,04 9,11 9,18
XXIV | DA/YK 4:1 4 54,7 253-255 | 70% Draxox - - 9,07 8,91
XXV |BA/VK 5:1 2 50,0 188-190 YK - 7,08 11,00 11,19
XXVI |DA/YK 5:1 2 69,4 243-246 DTaHOI 289 (4,99) - 10,09 10,47
XXVII - - - 74,8 236-238 YK 294 (4,64); 7,09u7,16 8,31 8,18
362(4,74)

XXVIII - - - 75,3 255-258 YK 294 (4,61); - 7,40 7,21
362(4,72)

XXIX - - - 61,9 298-301 DraHOoa 294 (4,60); 7,09u7,16 8,50 8,34
362(4,73)

XXX - - - 68,0 167-169 DTaHOI 294 (4,81) 7,12m17,22 8,11 7,90
XXXI - - - 50,0 146-148 | 50% Ortanoin - - 7,54 7,25
XXXII | DA/YK 2,5:1 6 51,6 253-256 DTaHOI - 7,05u7,12 8,73 8,61
XXXIII - - 5 62,6 280-283 YK - 7,05u7,11 7,95 7,78
XXXIV - - 5 67,7 285-287 YK - - 8,00 7,78
XXXV | DA/YK 5:1 8 87,3 268-270 YK 298 (4,51) 7,07u17,11 8,64 8,75
XXXVI | DA/YK 2,5:1 5 70,7 252-253 YK 298 (4,61) 7,12u7,13 8,90 8,75

XXXVII | DA/YK 2,5:1 14 66,6 223-226 DTaHOI 299 (5,78) 7,091 7,13 14,00 13,85
XXXVII | DA/YK 5:1 18 83,3 277-280 YK 299 (4,95) 7,11u7,12 10,21 10,04
I
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Henacsinennsie 5(4H)-okcasononsr XXVII-XXIX. Cmecs 0,02 amozg tpunentuga XV, XVII win XX, 0,03 mozg
coorBercTBytomero anpaeruza, 0,82 r (0,01 mozg) amerata HaTpusd u 6 M7 YKCYCHOTO aHTHUIPUJA IIePEMEIINBAIOT
npu 35-45°C 24 g. K peakunonHoii cmecu po6asssior 100 a2z Bogs!l, BIIEIUBIINICA OKCAa30JI0H OTGUIBTPOBBIBAIOT,
mpomsIBaoT BoZoil (3x150 azz), 100 a2z 50% BomHOrO 3TaHONA, CyLIAT HAa BO3LyXe H IePeKPHCTAIIHM30BBIBAIOT U3
COOTBETCTBYIOIIETO pacTBopUTes (Tabr).

Tpunernruzasr XXX u XXXI. K pactopy 0,002 mozg HenacrmenHoro 5(4H)-okcazonora XXVII mmu XXVIII B
50 a7 aneToHa m06aBAAOT 4 M7 1 H pacTBOpa eKOTO HATpa U CMeCh II€PeMENINBalOT IPU KOMHATHOM TeMIeparype
24 u. Peaxinuonnyio cmech pasbasiaior 100 aor Bozsl, OT(IIIBTPOBRIBAIOT HEIPOPEAarHpOBABIIMI OKCAa30JI0H U
BOZHBIM pacTBOp IOAKHCIAIOT 1 H pacTBOpoM cosfHOM KuciaoTel go pH 1. BemmaBmmii ocasox ¢uisTpyior,
IIPOMBIBAIOT BOJOM, CyLIAT HA BO3LyXe U II€PEKPUCTA/IM30BBIBAIOT U3 STaHOA (TallL.).

- B4 y-UUPLULELRN3UUUL fEdDb ULUSNM Y NUCNRLUTNN,
o,f-F6ZPHLUNGNSPYLECE UbLEERL

q. 0. #NONHhA3UL, U. U. 2092ULLPUSUL, U. 4. UuUrs2suy,
U. U.2049UB03UL L U. U. UUUSUL

Ppujubtugqus t « b g-udhtwpbiugnjuljub ppeniubph wdwugyujubph wghjugnid shwgkgus 5(4H)-
opuwqnniibpny, nph wpyniupnid vnwugus ku - b g-udhtwpbugnyuljut prdh dbwugnpny yqupnibwlnn
wnnh-, mknpw- b ywhkhnwybynhnubp:

SYNTHESISOF a,3-DEHYDROPEPTIDES CONTAINING
m- AND p-AMINOBENZOIC ACID RESIDUES

V.O. TOPUZYAN, A. A. HOVHANNISYAN, M. V. MKRTCHYAN,
M.S.HOVSEPYAN and S. S MAMYAN

By the acylation of derivatives of aminobenzoic acids with unsaturated 5-(4H)-oxazolones have been synthesized
tri-, tetra- and pentapeptides containing m- or p-aminobenzoic acid residues. The physicochemical properties of them has
been investigated.
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