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2-KAPE3TOKCHUMETUJI-4H-3,1-BEH30KCA3HWH-4-0OH

. PEAKIIMY C AHMJIMHAMHA

B pacreope IM®PA 2-xapGsroxcrmermn-4H-3,1-6eHsokcasun-4-04 pearupyer ¢
DEPBUYHBIMY 2POMATHHECKMMI aAMUHAMH ¢ 00pPa30BaHUEM B OCHOBHOM COOTBETCTBYIO-
mux 2-KapooToxcuMeTv-3-apuxunasonus-4 (3H) -onos. ITpusonarcs 4 06Cy KAt
BOSMOXXHBIE MEXAHM3MBI NPOXONSHIIUX ITPY STOM XUMUIECKUX TIPEBPATICHUIA.

WzrectHO, uTo B3amMoneicrsue 2-3amemennnix 4H-3,1-6ersokxcasna-4-0H0B
(aUMIAHTPAHKIOB) € IEPBUYHEIMY APOMATUUCCKAMY aMUHAMY TPOTEKAET 4Epes
CTafMIo PacKpHTHS GEH30KCA3WHOBOTO KOMbIa [2—4 1. Ilpu 5T0M B 3aBHCAMOCTH
OT 3aMECTHTENS B TONOXECHHH 2 3TOr0 IUKJA, 4 TAKXE HCIOAb3YEMOTO aMMHA
MOryT OOpa3OBHIBATBCS GO aEwmmrsl N-amIaRTpaHIOBHX KHCIOT, JuO0
BHyTpEHHHME amupumHOBHIE coma [3, 4]. O6a twma coegwHEHWMI IIyTeM
LAKIONCTUAPATAIFH MOTYT OBITH JIETKO IIPEBPAWIEHBI B COOTBEICTBYIOLIHE
2-R-3-apmixmrazomaa-4 (3H) -ombr [2—7 |, mpeacrasmsmomue WHTEPEC B KAUESCT-
Be PUIMOTIOTMUECKY AKTUBHEIX BEINECTB MIMPOKOrO CIIEKTPa AEHCTBIS [8 111].

B npomoyxxernue Hammx paboT 1O WMCCIEHOBAHWIO XHMWYECKWX CBOMCTB
2-xapborokcumermn-4H-3,1-6ensokcasun-4-oma (I) Hacroamee coobmmenme
MOCBAIIEHO HM3YUYEHMIO €r0 IOBEACHHSI B PEAKNUax C NOEPBHYHBIMHM apoMa-
Tuueckumu avmaamm (11).

YCTaHOBACHO, 4YTO KWIIJUCHUE OEH30KCA3MHOHA | ¢ OSKBHMOJISPHHIM
KOJIMYeCTBOM COOTBETCTBYIOmero amuHa Il B cpeme cyxoro mmmermidopMamMuaa
TIPUBOAAT B OCHOBHOM K 2-Kapd3ToKCHMEeTHI-3-apuixuHasomms-4 (3H)-omam
(III), cBo¥icTBa KOTOPHIX IpHWBENEHH B Tabmame. [lpm ToM B HeGOIBIIOM
KOJIMYECTBE O00pa3yloTCs TaKXe AHWIEAH N-3TOKCHMAJIOHMIAHTPAHILIOBOR
kmcnote (IV), uro ycranosaero mo masesmM coextpos [IMP peakmmonsoit cmecn
(ot 3...5% B ciyuae amuuos 11a, r—x mo 15% mrg ammua 1I6).

W3 momydyeHHBIX pesyibTAaTOB CHGAYET, UTO BCE aMMHHL 1l aTakyior
6EH30KCa3HHOH | IPENIOUTHTENBHO 1O yrIeponrHoMy aToMmy rpymmsl C=N, a me
C=0, smeposrHO, Graromaps NOBHINEHHON YCTOMUYWBOCTH OMIIOJSPHEIX IIPOME-
XKYTOUHBIX COCOMHERMH V, 00pasyromuxcs Mpyu aTake aMmuHamy 11 mo MMEHHOMY
aroMy ymiepopa. Kax mssectHo [4], menuxImM3ammy TakWx HMHTEPMCATATOB B
CoenmHEeRns TAMA VI ¢ mepemocoM OTPUUATEILHOYO 3apsaa OT as3oTa K aToMy
xmeIopona Sosee 6ﬂaronpn5zTHa 4eM NEUUKIN3AIES BOSHUKAIOMMX TIPH aTake
avuramu 11 o KapOOHWIBHOMY aTOMYy yIJIepona GeH30KCa3WHOHA ] GHIIOISPHBIX
mpoMexyTouHbXx coegmHeHui VII B mpomykter tmma VIII ¢ nepemocom
OTPMIATEBHOTO 3apsna OT 6ojee 3JEKTPOOTPHUATEIFHOrO KUCAOPORa K aTOMY
asora. TompKo B ciayuac ammua 116 oOpammenve HampaBICHAT ATAKM HECKOIBKO
Gosiee BEIPAXKEHO, BO3MOXHO, BCASHCTBIE CTEPHUYCCKMX UPEISITCTBYN, CO3AABAC-
MHEIX O-METHIBHBIM 3aMecTureaeM. B obpasyrommxcs wmETepMepmaTax VIII
TIPOMCXONUT IIEPEHOC IIPOTOHA OT OJHOTO ATOMA a30Ta K APYroMy C 06pa3oBaHEeM
B KOHEYHOM MTOTEe arwinnoB 1V. BEyTpennne amupuaoBbie comm VI B YCIOBHSIX
CHHTE3a JIETKO IMAKIOAETHAPATAPYIOTCS B XuHa30m08s 111, :

Panee MBl ycTaHOBWIM, UTO AMANAHTPAHMI | C SKBMMOIIPHBIM KOMIECTEOM
o-QeHWICHINAMAHA B YCIOBHAX NMPOIM3a HEOXUAAHHO obpasyer 1H-2-okco-3-

* Coobmenwve 3 cm. [1].
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N—VilaR=H; 6R=2-CH3; BR=4-CHs; rR=4-Cl; sR=4-Br

(Gexsmmumazonmr-2) -4-runpokcuxwnoima  [1]. Wmrepecmo, uro B pacTsOpe
JagHas peaxkHusd DOPOTEKAeT IO COBEPINEHHO WHOMY IyTH. Tak, mocie
B3aUMONEHCTBYA OEH30KCA3MHOHA | ¢ 0-DEeHRUICHTIAMIHOM B CyXOM KRS TEIOBOM
sdmpe yXe Ipym KOMHATHOM TEMIIEPATYPE C KOJIAYUCCTBCHHEBIM BEIXOXOM BEIIEIEH

XapakTepHCTHKH 2-Kap03ToKCAMeTHI-3-apanxuHazoaua-4(3H)-ogos  (Iia-x)

. Crexrpsr IIMP, (5, M.J.
Coeru- Bpyrro- N ) Bri-
Hemne dopmyna Tun"C CHy COOEt* R X0}, %
“Hapom» M ©H, 9 ) . (3H,
’ CHy CHz |¢ Me)

Ma C18HisN203 156...158 17,09...8,33(9H) 3,61 4,09 1,21 — 80
16 Ci1oH1sN203 169...170 |7,11...8,16(8H) 3,54 3,97 1,08 2,07 72
e C1oH1sN203 178...179 |7,06...8,30(8H) 3,60 4,10 ) 1,18 2,43 74
Ir Ci1sH1sCIN203 | 182...184 |7,23...8,20(8H) 3,61 3,98 1,07 — 79
I Ci1sH1sBrN203 | 190...192 [7,26...8,21 (8H) 3,63 3,97 1,08 — 78

* KCCB = 7,0 Tu.
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Cxema 2

I CeH,(NHy),, Et,0, 20°C CE[IZENHZ‘@ —_—
: COOEt
0
~CL
N

agnykt 1X, wmmeRTmuposamEst mamm wMerogamm [IMP, MUK =@  macc-
CHEKTPOCKOTIMY KAK BHYTPEHHIL aMAAWHOBAL COb. CIeMOBATENBHO, ¥ B NAHHOM
caydae HyXICODWIBHAS AaTaKa HPOXONAT MO WMWHHOMY aTOMy YIJIEPOXA.
Toppimenre peakTMOBHON CHOCOOHOCTH ITOKCHKAPOOHWIBHOA TPyHIOEL 00pazy-
IOIMErocyd TMpY . DTOM HWMHTEpMEIMaTa X, BEPOATHO 334 CYeT o0pasoBdHus
KBA3UIUKINUCCKOTO HEPEXOOHOTO cocrosamg X1 COOpOBOXNAETCE BHYTDH-
MOJIEKYJISPHEIM aMUEPOBAHMEM BTOPOM AMHHOTPYNOH O-(DCHIICHAMAMPHA M
npmeomaT XK mpoxykry X1il. HomobHO mETepMenmaraM V, 910T CHIMKIAYCCKIA
HPONYKT PACKPHIBACTCH, 00pasysd B KOHEYHOM WTOre BHYTPEHHIOK aMUTHHOBYIO
coms IX, KOTOpas OTHOCHTENHHO CTAOHIBHA WM MOXeT OBITh JIETKO BHIAEICHA M3
peaxnuoHHEOH cMecu. [Ipy HarpeRaHWM BHIINE TEMIEPATYPH ILIABJICHHUSI T4 COJIb
uukmasyerca B 2-okco-3H-1,5-Gensommazenwno [4,5-5 Ixmrazonna-9 (1H)-on
(XTII) ¢ BHICOKAM BEIXOHOM.

SKCIIEPUMEHTAJIBHAY YACTH

Crnexktpsi IIMP CUHTE3UPOBAHHBIX COSHUHEHMEl 3amucansi HA npubope Bruker WP-100 SY
(100 MI'm), pactsopuress JIMCO-Ds, saytperaumit cragapt TMC. MIK coexrp conu IX cagr Ha mpu-
Gope Specord M-80, MaCC-CrEXTD 3TOro COENMEEHUS — Ha Macc-cnextpomeTpe Finnigan MAT-461 B,
- sHeprug nonmsauu 70 5B mpu GasuvCcTIMeckoM Barpese o0pasna.

JMannbie 5IEMEHTHOI0 aHANM3A CHHTE3UpPOBaHHbIX coemuuenmit Hla—n, IX u XMl va C, Hu N
COOTBETCTBYIOT PACHETHBIM.

O0mag mMeroqura HoxydeHus 2-kapbaroxcumerri-3-apuwxunasommn-4(3H) -onos (II). Pac-
80P 2,33 r (0,01 Momp) Gensokcasunona I u 0,01 Momb cooteTcTRYIOmEro ammmmsa I 8 5 M cyxoro
JIM®PA kunsrar ¢ o6paTHbIM XONONWIBHHKOM B TeueHue 5 1. PacTBOpUTEN s OTTOHSIOT B BAKYyME,
OCTaTOK TIMATENHHO PACTHUPAIOT ¢ 15 Mt mmatmiosoro adupa. Ocaxox npoayxra I oThMIETPOBHIBAIGT
Y TIEPEeKPUCTAIIM30BBIBAI0T U3 AHOKCAHA.

2-(2'-KapOoxcudennraMuuo)-3,4,5-rpuraapo-1,5-6enznuazenan-4(1H)-oa (IX,
C16H13N303). K pacrsopy 2,33 r (0,01 moms) Gensokcasprona I 8 15 M Cyxoro AusTuiaosoro sbupa
npubasnsor pacteop 1,08 r (0,01 Mosms) o-bemnenmuamMima B 10 MT.CyX0TO AM3ITUNOBOTC 3dupa u
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nepememmearor 30 MuMA pyM KOMHATHOM Temreparype. Bomenmusmnuiicst ocazokx comm IX otduirs-
TPOBBIBAIOT, IIPOMBIBAIOT HHATHUIOBHIM 5PHUPOM M BBICYMMBArOT- Beixox 2,95 r (xomma.). Tlocae
nepexpucraumsangy u3 JIMOA nomyuaroT cBeTio->KeaTsle KpUCTamsl, Tux 223...224 °C. Cnextp
IIMP: 10,41 (1H, c, CONH); 8,86 (1H, n, J=8,0 Tu, 3'-H); 8,02 (1H, x. 1, J=8,0 u 2,0 T'uy, 6'-H);
7,60 1H, 1.1, J=8,01 2,0 T, 5'-H); 7,27...7,02 (SH, M, Hepow; 3,89 (2H, ym. ¢, NFI x 2); 3,15 (2H,
¢, CH»). MK criextp (¥, o, KBr): 3025, 1680, 1565, 1520, 1435, 1400, 1220, 730. Macc-cuextp, m/ z:
295 M*), 277 M*-H20, Gasossiit mix) .

2-0xkco-3H-1,5-0enzonuazemmuoc{4,5-bl xmmaszonas-9 (1H) -o8 (XIII, C16H1iN302). Bri-
mepxuBaioT 2,95t (0,01 Mois) comm IX Ha MeTamaeckoii Gane npu 250 °C 8 rewenme 30 Mum. Oxnax-
RAIOT [0 Kowaarﬂoﬁé'remnepal*ypm M OCTATOK pacTHparoT ¢ 10 mn sranona. Ocapok xunaszonoua XITT
OTQ)Ibmrposhmaror U BRICYmHBAOT. Berxox 2,43 T (88%). locae mepexpucrammsauuy us JIMPA
IOy 3aioT GecupeTHsIe XpucTasnt, Tor 266 °C (sosr.). Crexrp IIMP: 10,49 (1H, ¢, NHD; 8,17 (1H, .
5 J=8,2ul,5Twy, 8-H);7,91 UM, 1.8, J=7,5u2,0 T, 6-H); 7,77...7,21 (6H, M, Hapom); 3,82 (2H,
c, CHz).
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