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CI/IHTE3 3- I‘I/IILPA3I/IHO 6 mpem—BYTJ/UI 1, 2 4-TPI/IA30JIO—
{3, 4-c] -1,2,4-TPUA3SUH-5-OHA .

BaaMM(menchneM samemennoro 4- (N, N—mmerwxxap&Mom) 3- moxco—l 2 4
TPHA3MHA C FUAPAZMHOM CHHTE3MPOBaH 3- -THZPA3UHO- -6- mpem—6y"rym-1 2,4-1pu-
asono[3,4-c]-1,2,4-tpuasuu-5-on. O6cy)xzxeuu CHEKTPAJIbHBIE xapaxrepucrnxu o

' npe;monaraem,m MEXaHU3M peaxumt

JIlna mpomssonasix 1,2,4-Tprasnna xapakTEpHBE Pa3IHMYHEC BALH Onorormye-

-cKouM:-akrueaocta 1} Oco6Lm WHTEPEC C TOUKY 3PDEHHS PACHIMPEHUS COEKTPa

6MOOrMYEeCKM AKTHBHBIX BEIIECTB IIPEICTABISIOT KOHACHCUPOBAHHEIE GHIKA-
YECKHUE -CACTEMB Ha- ocHOBE 1,2,4-Tpmasunos. HaMm npenioxes HOBBIT METOX
CHHTE3a -OMIIUKIMYECKUX - TPHASHHOB, OOPA3YIOIMXCS IIPH B3AUMONCHCTBHAN
rEApasuHa ¢ 4-3aMemeHHBME 1,2,4-Tprasuramu. Peaknuu mogoGHOro THIIA g
1,2,4-Tprasunos o .oGpasyromnecsr IpH 3TOM  COEOUHCHUS B mrepaType HE
OTIMCAHEL

O6beKTOM.. Hccnezxosamm cayxuna 4 5-}1HI‘I/I}IpO-4 (N, N-zmmeTMKapﬁaMo-

© M) -3-THOKCO-5-0KCO-6-mpem-Oytun-1,2,4-rpuasun  (I), cuHTE3 ¥ CBOMCTBA

KOTOPOI'0 COOTBETCTBOBAIY OMMACAHHABIM B [2]. :

Ilpr xunguenwn coenuueHus 1 ¢ ryapaswHOM B HaonponHJmBOM coupre ¢
mobaBKAMH KATAMHTHYECKHX KOJMUECTB COJNSHOW KWCIOTHL B TeueHue 3,5..4 u
BEIKEJIEH C XOPOIOHM BHIXOOOM 3—rnz[paano 6- mpem 6YTPUI-1 2,4-Tpuazono-
[3,4-c)-1,2,4-Tpuasun-5-ox (II). \
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Cocmurenwe . II mpencrasager coboit Oesoe XpHCTaIAUECKOE - BEIHECTBO,
HEPacTBODEMOE B BORE, DACTBOPDHMOE B OOJBIIMHCTEE KHCACPOACOMEDKALIMX
OpraHruecKux pacTeopurenei. [lpw .maaBaecHAM MEHJIET IBET HA )KCJITBIﬁ,
KOTOPHII TIDK OXJIaXACHUYN HE BOCCTAHABJIMBACTCH. e

Crpoenue coemuuenust Il yCTAHOBECHO Ha OCHOBE JAHHBX 3JEMEHTHOTO
amamusa, UK, TIMP u Macc-cnexTpockomms, ,

B UK criexrpe coenurenns 11 Bcuezaror noaocst nomomenm; npn 1165 (wc=s)
u 1710 cm = (vC=0, KapOOBWIbHAS TPYIIIA), UMEIOMIMECK B CHEKTPE COSHUHEHWS
I. TTogBasIoTCE MOMOCH nmorTomerud Oopr 33635, 3240 (YNHNH?2) ¥ COXpaHSIOTCH
nosiocH moraoueHus npa 3460. (vnp) u 1660 cM ~ (vC=0,- TP. KOIBLO), KOTOPHIE
OPETEPHEBalOT HEKOTOPHIIL CABAT IO CPDABHEHHUIO CO CIIEKTPOM. COSTUHEHHS I.

B cuextpe IIMP ucuesaet cunrner npu 3,41 M. 1., OTHECEHHBIM K IIPOTOHAM
rpymx N,N. —-I[I/IMeTI/UIKap6aMOI/IJII>H0m ¢parmenTa coenmuaenus 1. B crabom mose
npu 12,04 M. 1. mabmonaercs c1abblil yIEpeR sl CARIIET 0poTonoB rpyoust NH
KOBIa, a rpu 8,42, 6,70 u 4,50 M. x. — rpynua cnabhX yHIMpPEHHBX CUIHATIOB,
KOTOPHE OTHOCAT K HPOTOHAM TIWMAPA3HHOBOM TPy IIIBL [3]. B macc-coextpe
TIPUCYTCTBYECT HHUK MOXCKYJspHOro wona 223,2 (M 52,2%).

BozMoxHocThs cruHTEe3a coenuBenns L1 061)51c1{5[e'rcsz HAJIWYUEM B MOJEKYJE
HCXOTHOTO. TPHA3WHa | ABYX DEAKIMOHHEIX LICHTPOB: KAPOOHWIHHON TDYIIIS
KapbaMOMIBHOTO OCTATKA ¥ THOKCOTPYIIIHI B MOJOXKEHHM 3 KOJbId. XapakTep
B3aUMOACUCTBHS TUAPA3UHA C ITHMH (DYHKIMOHATBHBIME IPYIIHAMH CYIICCTBEH-
HO pasmfmeH, Peakiuys TwApPasUHONM3A CEPYCOREPXKAIIAX TPHASHHOB IIPEN-
craByger coboil HykneodwIbHOE 3aMEIICHWE THOA APOMATHYECKOTO ¥ B
3HAUMTEIPHON Mepe 00JIer4aeTcs sIeKTpoHoAedHINTHHM XApaKTepOM TpUa3u-
goporo kxosbia [1]. Mssecrao [4)], uro amajormyssic peaxiivud 3aMEINCHHAS
METHIMEPKANTOIPYIIE Ha THAPAZHHOTPYIITY - IPOMCXOAAT HAMHOTO OBICTpee # C
JYYIOWMA BHIXONAMHM O CPABHEHWIO ¢ THOKCOIPYHHOH. DTO AaeT BO3MOXHOCTH
TIPERHOIOXHUTE; UTO C THAPA3HHOM HPEHICUTHTENHHO pearnpyeT THOAbHAS (hopMa
1,2,4-rpuasnua. Beuny BHICOKOH JHEPrHUM -AKTUBATIMM - TAYTOMEPHOLO TIEPEXORA
THOH < THOJ B TPHUASHHOBOM DSy B HANIMX SKCIECPUMEHTAIBHHX YCIOBHIX
npyanun Keprura—IlamMMera, mo-BuRuMOMY, HEIPHMEHIM.

Croxsee xapakTep B3aUMOXCUCTBHAS THAPA3HHA ¢ KapOOHWIBHOK IPyHHON
N, N-gumerrrkapboEuIsHOI0 OCTaTKA, AMEIOHIEH aMUTHBIE MM JaXe MOUEBWH-
HbIT xapaxtep. ComacHo o0IEenpHusTHM IPENCTABICHUIM [5 ], onpeaeasomen
craguwedl peaknuH FBISETCS BHVTpI/IMOJIeKy.)ISIpHLIﬁ IEepEeHoC = MpOTOHA B
TerpasapuucckoM maTepMenmare 111, oopasymmeMcsr TIpW ZeUCTBUM TUEPa3uHA
Ha cocpuueHne I.

MeN_ T
2N M CMe,
N - 3
e |
HN N | ‘.
1
\ .M -
o S O
. i 1 ' I
M%HN"’—C\N N/C\ PN
HN ~MeNa e HY
N HS H,N HS H,N S

ITpusenerHEni My Th peakuy o0yCAOBAEH OTHOCHUTENBHO GONBIIEN OCHOBHO-
CTPIO JUMETMIAMUHOTPYIINE IO CPABHEHUIO ¢ KapOOHWIBPHEM KHCIOPOAOM MK
N(4) xomena, a TaKXe TEM, YTO NMMETHAaGMHUH — «XOPOIIAd> YXONAmas rpymnia.
HobGounsie peaximam: 00paz0BaHWE .aMHPA30HA (OpH HEPEHOCE IPOTOHA HAa
KHCJIOPO) W PA3MBIKAHNE TPUA3MHOBOIO LMKIIA (NP MUTPALMY IIPOTOHA HA 30T
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KOJBIEZ), CyAs IIO BEICOKOMY BHIXOXY IpOOykTa II, He BHOCAT CyIIECTBEHHOTO
BKJIaNa B XOX - Hpoueccd. DJEKTPOHONSHAMUTHEIA XapakTep TPHASHHOBOIO
KOJIBIId, B COYETaHWH €O CBOeoOpasueM crpoeHus - 4,5-murmapo-5-oxco-1,2,4-
TpHMA3WHa, HC JACT BO3MOXHOCTH IS PACCPENOTOUEHAS nonoanem,Horo 3apaaa
werepMenuarta IIl B TpuaswBOBOM KOJBIE. 7

Hcxoms w3 CTPYKTYpPH CHHTE3WPOBAHHOIO TpHaszoiaorpuasmHa II moxno
IPEATIONOXUTh TAPAJUIEAPHOES TPOTCKAHWE THAPA3WHOAN3A TIC ABYM peax-
TIMOHHBIM LieHTpaM: kKapOOHHIBHON | cepyconepxameis rpynmnam. To-suamMomy,
Ha IEPBOM STale 3TO NPABOMAT K 0OpA30BAHMIO HUTMAPAsMHMATpHaszwHa V.
3aMbiKaHWe IHUKIA MPOUCXOXUT HYTEM B3AWMONCHCTBUL TMAPASHEOrPYINH B
IOJIOXKEHWN 3 KOJBI{d € KapOOHWUIBHOM TPYIIION -0CTATKA KapOruapasupa B
ponoxesun 4 xonema. [Ipomece mporexaer uepes mETEpPMEnHMAT OZO0HNIA V, HO
¢ oTmenIeRueM BoRH. Jlyumel yXOonSHICH TPYIIIEL YK€ HEeT, 4 3aMBIKAHUE IIAKIA
TEPMOTUHAMMYECKI BHTONHEO. VIHbE BApHAHTH NPOTEKAHAL mponecca (focaexo-
BATENbHAY ATAKa KapOaMOWILHOTO OCTaTKa ABYMS MOJEKYJAMHU THAPA3HER;
B33aNMONCHCTEHE Kap6rnz(pa3m:(Horo OCTATKa C THOJBHOM IPYIION B IOJIOXKCHAKN
3 XONbIIa) NIPOTUBOPEUAT CTPYKTYPE CHHTE3MPOBAHHOTO COSAMHEHMS II

CuHre3npoBaHHOE COSHMHEHWE MOXET HAUTH NPEMEHEHHWE B KauyeCTBE
HOJTYHIPORYKTA I CHHTE3a (DAPMaKOJIOTHUECKUX NPENAPATOB ¥ ECTUIIMIOE.

SKCITEPUMEHTAJIBHAS 9ACTB

UK cnexrpst cHaTs! Ha npubope UR-20 B Tafnetkax KBr, cnekrpst [IMP nosyuens: 8 IMCO-Ds
Ha coexrpomerpe Tesla BS-487 B cuacroroit 80 M, suyrpennumit craugapr TMC. Macc-cnekTp cHar
Ha macc-cnekTpoMerpe MC-1302- (axeprust MOHM3HPYIOWMX InekTponos 70 9B). YicToTy Dpoaykra
xouTponuposany meropom TCX Ha mnactusxax Silufol UV-254 B cucteme 6enson—xiopodopM—ane-
TOH, 4 :2: 1. -

3—I‘mupasnno—6~mpem—6y'rwl-1 2 4-prraso no{3,4-cl-1,2,4-tpuazun-5-oa (I, CsHizN70). K
cycnensun 0,02 monp 4,5-murunpo-4- (N, N-mumeturkapbamonn) -3-Trokco-5-okco-6-mpem-Gy -
1,2,4-tpuasuna (1) s 56 M1 H3OTPOMMAOBOTO CHMPTA nobasysmioT 20 M 64 Y, runpasusruapata u 2 M
CONSHO KMCIOTBL PeakuMoHHyI0 cMech kursrar 3,5...4 u, dunsrpyror ropgueir. Vsfprrox msomp-
OTHNIOBOTD CTIMPTA YAIISIOT ynapusanuem 1o 1/3 obsema. Oxnaxgaarotr no 20...25 °C, spmaBmuil 0C2 50K
OTGhHALTPOBBIBAIOT, IIPOMBIBAIOT BOXOH RO HEMTPAIbHOM PEAKUMU IPOMBIBHbIX BOJ, CYIIAT HA BO3IYXE.
OuHIAIOT HEePEOCAXACHMEMC U3 CMECU AUETOH——BONA, | : 3, M momywawor coeamuuenue.Il.
T 233...234 °C, sbrxox 78 % . UK cnexrp: 3460 (VNH, xonb1a), 3365, 3240 (¥NunH2) ; 1660 (Ve=0),
1550 ((5NH), 1110, 1045, 975 emt (rp. xomeua). Crexrp IIMP: 1,25 [c, C(CH3)3], 8,42, 6,70, 4,50 (¢,
NHNHz, cx. yump.), 12,04 M. 1. (¢, NH xonsua, 1. yump.) . Mace-crextp, nt/z (%):223,2 ™" 52,2,
208,2(74,7), 125,1(100), 99,1(42,0), 98,1 (31,1}, 84,2(19,1), 83,2(11,0), 57.1(24,4), 42,1(23,7),
44,1(26,9. i
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