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PEITMKJIN3AIIUA 2-UMHWHO-2H-1-BEH30IINPAHOB
oA JAENCTBUEM HYKJIEOOWUJIbHBIX PEATEHTOB

4*, UICITOJIb3OBAHUE
2-(N-APOMJITUIPA3OHO)KYMAPHH-3-KAPBOKCAMMIOB
AJId CHHTE3A 3-(1,3.4-OKCAIMA30JINI-2)KYMAPHHOB

TMpepnoxed HOBbIA MeTon cuntesa 3-(1,3,4-oxcanvasonmn-2)KyMAPHHOB, OCHO-
BaHHbI Ha peuMkn3anum 2- (N-apoMIrMapa3oHo) KyMapuH-3-kapioKCAMUIOR, JIETKO
NOJYYAEMbIX B3aHMOLEACTBHEM 2-MMHMHOKYMAapPHH-3-KapOoKCAMMAOB C MMADA3HAAMM
apenxaploHOBLIX KMCAOT B KMCO0M cpeae. [Tokasanbl npeuMymecTsa JAHHOTO METORA HaA
AJIbTEPHATUBHBIMM CXEMAMM CUHTE3A. BbICKA32 HbI IPEAIIOI0KEHUS O MEXAHHU3ME DEaKUMH.

Panee namu 6bu10 nokasano {2 ], yto mox aeiicTBreM ruapa3znaCs KapOOHOBHIX
KHCJIOT 2-MMHHOKYMapUH-3-KapOoKcaMuasl Ipy HarpesaHuu B OyTanone-1 serko
pernkan3yiores B N (1)-aluaMiApa3oHs KyMapuH-3-KapOoHOBHX KHCI0T. Ecn
3Ty PpEakOuIO IPOBOAUTE B JICASHOM YKCYCHOM KHCI0TE, TO pACKDHITHS
HMHMHOJAKTOHHOTO ILMKJAA 2-HMHHOKYMapuH-3-kapboxcamupor (la—r) ne
NPOUCXOOMUT, TAKXKE KAK M B CIydae nepsuunx amudos [3], a ofpasyiorcs
IOPOOYXTH 3aMELIEHNS TI0 TTOI0XEHHIO 2 KyMapuHa — 2- (N-aporrnapasoHo) Ky-
Mapun-3-kapbokcamuant [la—n.

NH, AcOH
Srr————
NH,NHCOR?

IMa-u

IaR!=H; 6 R = 6-n-CeHi3, 7-OH; B R! = 7-N(CzH5)2; r R} = 5,6-6ew30; 11, Il a R! = H, R* = Ph;
6 R = H, R? = 4-FCsHy; B R! = 6-1-CHi3, 7-OH, R? = Ph; r R! = 7-N(C;Hs)2, R?> = Ph;
AR = 7-N(C2Hs) 2, R? = 4-CH3CsHy; e R* = 7-N(C3Hs)2, R? = 2-CICsHs; x RY = 7-N(C3Hs)3,
R?=y-Py; 3R* = 5,6-6en30, R? = Ph; uR' = 5,6-6ex30, R = 4-CH30CeHa

Hamu G610 o6HapyXeHO, YTO IIPH HarpeBaHmm coenuHeHmit Ila—u
B BBRICOKOKHMMSIIMX PaCTBOPHTENNX (0-ZMXNOpOeH30/1, HUTPODEH30/I, XHHOJIAH)
WM OpM npoBeieHuH peakuuu B mnase B Teuenue 10...30 mMuH oHM Jerko m
¢ xopommMMH BHIXonamH npespamaiorcs B 3-(1,3,4-okcaguasonmr-2) KyMapuHb
(Illa—wn) (rabn. 1, 2).

To-BumnMomy, 2-(N-apouaruapa3oHo)KyMapus-3-kapbokcamuan Ila—u 3a
CUeT aMMIO-MMHEIOILHOR TayTOMEPUH CIIOCOOHB! XK BHYTPUMOJIEKYSPHON aTake
I'EAPOKCHIBHOM IPYIIB UMHAOIBHOH (POPMEI IO 3JEKTPOHOACUINTHOMY aTOMY
yriepona B TNOJOXeHMH 2 XyMapuHa. [IpM 3TOM NpOMCXOOMT packpHTHE

* Coobwenne 3 cm. [1].
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Tabauya 1

XapakTepuCTHKH CHHTE3HMPOBaAHHBIX COeANHEHUN

Bruueneno, % | UK cnexmppt (KBr),
Coenu- BpyTTO- Bsixon, PP CI(sTanon),
Hefne tpopmyna % Tnm, ¢ Hmngﬂa.—%' (m:lh:ccﬂﬂe) A'm' um (€)
II1a Ci17H10N203 78 216...218 9,65 1744 (vc=0) 342(20000)
9,73
116 C17HgN203F 55 241...243 9,09 1494, 257(11000)
9,01 1610 (wc=¢) 339(17500)
1745 c=0)
1Is C23H22N204 68 24]...242 7,17 1570, 265(14800)
7.22 1618 (we=c) 382(32000)
1744 (wc=0)
2922, 2851 ve-w
3088 Wo-p
HIr C21H19N303 69 199...201 11,63 1526, 241(16500)
11,55 1582 we=¢) 283(11400)
1726 Wc=0) 441 (51000)
2972,
2931 (ve-w
i C22H21N303 72 231...232 11,19 1529, 247(20400)
11,12 1621 (¥c=cC) 287(13800)
1730 (vc=0) 441 (55000)
2963, 2923,
2870 (ve-p
Ille C21H1sN303Cl| 56 195...197 10,62 1582, 250(16000)
10,71 1618 (vc=) 440(54200)
1735 (wc=0)
2968,
2928 (ve-w
IIx C20H18N40O3 74 220...222 15,46 1524, 251(13700)
15,57 1580 We=¢) 446(48600)
1724 (vc=0)
2978,
2934 (e-w
1iIa C21H12N203 76 223...225 8.23 1564, 231(49300)
8,36 1603 (wc=c) 261(37400)
1751 (We=0) 393 (21100)
HIn C23H16N204 82 234. .236 1.56 1566, 265(27000)
7,49 1611 (We=C) 394(27300)
1739 (vc=0)

HMHHOJIAKTOHHOrO W 3aMelkadHme 1,3,4-oxcamgmaszoneHoro mnukia. [danee
HHTEPMEAUAT NPETEPNEBACT LUC-MPAHC-W3OMEPH3ANMIO M NTPOUCXOAUT IOBTOD-
Hasl HykJieoPHIbHAY aTaka No kapbaMumHOM rpynne, BeXymas K o0pa3soBaHHUIO
JIAKTOHHOTO IHKJIA.

Xapaxrepucruxu 3-(1,3,4-oxcaguazonun-2) KyMapUHOB, NOJYYCHHBIX Mpen-
JIOXKEHHHEIM CriocoboM ¥ uuxsmsauuei N (1)-amuIaMHAPa30HOB KyMapHH-3-Kap-
OOHOBBHIX KHACTOT, HACHTHYHH. ONHAKO NpORYKTH, oOpasyromuecd npu
peuvkanzauuu 2-(N-apounruapasono) KkymMapun-3-kapbokcamupos Ila—mu, mo-
JIYYArOTCH UMINE ¥, KAK NPaBWio, ¢ COABIIMME BRIXONAMM, TAK KaK IMKIA3AUS
N1)-aumnamuapasonos B 1,3,4-0xcaqnaso sl MOXET COIPOBOXAATHCT 00pasoBa-
HueM 1,3,4-TpUa30/IbHBIX IPOU3BOIHBIX.

BeiIo ycTaHOBMEHO, uTO BBedeHMe B Moiekyay lla—u samecrureneit
SMEKTPOHOXOHOPHON TPHPOAH (KaK B AP0 KyMapmMHOBOrO (pparMeHTa, Tak M
B apuibHHN parMenTt) 3ameTHO obneryaer MporeKaHue MPOLECca PerUKIv3a-
nuu. U, HanpoTye, 31eKTPOHOAKLENTOPHBIE IPYIINLI 3aMETHO CHHXXAIOT CKOPOCTD
NPOTEKAHMS peaklud. OTO CBY3aHO, INO-BHAMMOMY, €O crabmrusanuei
aMunonbHON (opmel coeaMHenns Ila—mM 32 cueT CONpAXEHHS APUJIBHOIO H
KyMaprHOBOro ¢parmMeHToB. B cryuae 3/eKTDOHOAKUENTOPHHIX 3aMECTHTENCH
peaxomio HeoOXOOMMO UpPOBOAMT: B 6Osee XECTKHX YCJIOBHAX, HaNmpUMEp
YBEJIMYKMTD BPEMS HATPCBAHUA MJTH HCTIOIb30BATH B KAUECTBE PEAKIMOHHOM CPEAb
XHHOJNH.
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Kax cnenyer n3 dusuko-xumuueckux nannux (tabn. 1, 2), s UK CTIEKTpax
CMHTE3HPOBAHHBIX COCAMHCHHH TMpPOSBISETCS CHIbHAS [OMOCA BANEHTHBIX
konebanuit C=0 jakTOHHON TpymmH KyMaPHHOBOI‘O muMKiaa B obnactm
1724...1751 cM™. B obnactu 1580...1630 oM nposaBAdAlOTCa mojockl C=C
apomartuyeckux koseGammii. KoneGamms ceszeit C=N 1,3,4-okcaguasonsHoro
UHKJIA IPAKTHYECKH HE MPOSBISIOTCS.

Tabauna 2

Coexrpsl TIMP CHHTE3HPOBAHHEIX coeauHesmii (IMCO-De)

Xumuueckuil cusur, 5 M A

Coenn-
HeHue
1H, ¢, 4-H Hapom . BPYTHE NDOTOHEI
Ilfa 9,02 7,45...8,13 (9H, m) —_
1116 9,01 7,48 (4H, M, (8,6, ,5")-H); 7,75 (1H, —_—
1, 7-H); 7,96 (1H, 5, 5-H); 8,17 (2H,
M, (2',6')-H)
I1Is 8,85 6,82 (I1H, ¢, 8-H); 7,64 (4H, M, | 0,86 (3H, T, CH3(CH2)4CH3)

(3',4',5",5)-H); 8,09 (2H, M, (2,6')- | 1,30 (8H, M, CH3(CH2)4CH»)
24} 1,56 (2H, M, CH3(CH_) 4CH>)
11,09 (1H, ¢, OH)

HIr 8,62 6,55 (1H, a, 8-H); 6,70 (1H, 1. 5, 6-H); | 1,21 (6H, T, N(CH2CH3)7)
7,52...7.60 (4H, M, (3',4',5,5-H); | 3,50 (4H, &, N(CH>CH3)3)
8,05...8,12 (2H, M, (2',6')-H)

IIx 8,66 6,61 (1H, 1, 8-H); 6,82 (1H, 1. &, 6-H); | 1,17 (6H, 1, N(CH>CH3)2)
7,45 (2H, 1, (3',5")-H); 7,65 (1H, n, | 2,42 (3H, ¢, CH3)
5-H); 7,96 (2H, g, (2',6')-H) 3,50 (4H, x, N(CH>CH3)3)
Ile 8,63 6,56 (1H, 1, 8-H); 6,75 (1H, n. z, 6-H); | 1,20 (6H, T, N(CH2CH3)2)

7,52...7,68 (4H, M, (3'.,4',5.5-H); | 3,49 (4H, k, N(CH2CH3)3)
8,04 (1H, a. a, (2')-H)
IIx 8,75 | 6,61 (1H, 2, 8-H); 6,80 (1H, 1. 1, 6-H); | 1,15 (6H, 1, N(CH,CHz)2)
7,63 (1H, g, 5-H); 7,97 (2H, 5, B-H); | 3,48 (4H, x, N(CH2CH3)2)
8,84 (2H, 1, a-H)
IiI3 9,61 7,56...7,67 (SH, m, (3',5,4,7,10)-H); -
7,79 (A1H, 1, 6-H); 8,05 (1H, x, 5-H);
8,20 (2H, M, (2',6')-H); 8,29 (IH, 1. &,
8-H); 8,71 (lH, n, 9-H)

iu 9,59 7,13 (2H, n. 5, (2',6')-H); 7,60 (1H, n, | 2,76 (3H, ¢, OCH3)
10-H); 7,66 (1H, n, 7-H); 7,80 (1H, T,
6-H); 8,03...8,16 GH, M, (5,2',6')-H);
8,28 (1H, &, 8-H); 8,73 (1H, x, 9-H)
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B cnextpax TIMP nonyuerHelx coenuHeHu#t HabMONaloTcs CHTHANH
APOMATUUECKUX NPOTOHOB B ofnactu 6,55..8,84 M. n., a cuumieT npotona
B DOAOXeHuH 4 Kymapuua — B obnacru 8,62...9,61 m. n. (taba. 2).

Takum o00pa3oMm, U3 NPUBENCHHHIX (DAKTOB CAENYET, YTO AAS CHHTE3a
3-(1,3,4-Tpuasonui-2) KyMapuHOB YAOOHO HCIOMBb30BATh HMKAsanyio N (1)-ammm-
aMHAPA30HOB KyMapuH-3-KapGOHOBBIX KMCJIOT [2], TOrna Kak Aid CMHTE3a
3-(1,3,4-oxcanunazonuia-2) KYMapUHOB 3HAUMTENbHHE TIPEHMYINECTBA RAET Me-
TOZ, OCHOBAHHEIH HA penukausauun 2- (N-apounruapasono) KyMmapus-3-kapokc-
aMHMJIOB.

3KCINEPUMEHTAJIbHASA YACTH

HK criexTpsl CHHTE3MPOBAHHBIX COEAMHEHMI 3aperncTpMpOoBaHsl Ha cnektpomerpe Specord M-80
8 tabnetxax KBr. 9CI1 uamepenst Ha cniexrpodoromerpe Specord M-40 B aranone. Cnexrpsr IIMP
sanucans: #a npubope Bruker WM-360 8 AMCO-Ds, suyTtpennwnit crannapr TMC.

O0was Meroanka cunTe3a 2-(N-apoMJIrHAPa3oOHO)KyMapuH-3-kapoxcamuaor Ila—u. PacTso-
paioT 0,01 Mosb COOTBETCTBYIOMIETO 2-UMMHOKYMapuH-3-kapbokcamMuzaa 8 20...25 M1 JeASHOIM yKCyC-
HO¥ KUCoThi. K NoMyueHHOMY pacTBopy Ho0aBAsIOT KBUMOAEKYNSPHBIE KOJIMUECTBA MMApasuaa apo-
MaTHYeCKoM KUCIoThl. CMech mogkucnsioT 1.. 2 karusamu koHy, HaS04, TINATENLHO NEpEMEIMBAIOT,
HarpesawT A0 Temneparypsi 40...50 °C u octasnsor 1a 2...3 u. Brinasuinit 0canox oThuabLTPOBLIBAIOT,
MPOMBIBAKT ITAHOJAOM, CYLIAT.

O6mas Meroanka cunresa 3-(5-apur-1,3,4-okcaauazonnt-2)kymapunos IIa—u. Harpesaior
0,005 mous cooTBeTcTBYIONIErO 2- (N-apOMArHAPa3oH0) KyMapHH-3-kap6oKCaMmaa B MHHMMAJIbHOM KO-
JMYECTBE HUTPOOEH30M1a MK APYTOIO BRICOKOKMIISILIErO PACTBOpHUTEA B TeueHue 10 .40 muH. CMmech
OXJIAXKAAIOT Bhinabiiimii 0Cafiok OTOWUILTPOBLIBAIOT, TWIATENLHO NPOMLIBAIOT AHbYPOM U NEPEKPHCTA-
JIM30BBIBAIOT M3 NOAXOAAIIETO PACTBOPUTENS.
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