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A. 4. Crpaxos, H. H. Tomrux, M. B. Herposa, H. A. Crpaxosa

1- ¥ 2-(4-TUAPOKCHUKAPBOHMII-
©OEHW)-4-0KCO0-4,5,6,7-TETPATHIPOHHIA30JIBI

B peaxuumsx 4-runpasuHoGeH30MHOM KUCIOTH ¢ 2-G0opMu- u 2-aneTHANMMELOHE ~
MU IIOJIyIEeHBI COOTBETCTBEHHO 6,6~mumerui- u 3,6,6-TpumMerui-1 - (4-rugpoxcuxapbo-
suibenmn) -4-okco-4,5,6,7-TeTpaTMPOMEIA30IbL, 4 € 2-IUAHO-3-3TOKCH-5,5-umve-
THITHKIIOTEK C- 2-eH-1 ~0H0oM — 2-(4-runpoxcuxapboamidenwr) -3-aMemo-4-0kco-6,6-
mumveTus-4,5,6,7-TeTparuapoMHaA30I.

B mpomonxenme paforT OO WCCASHOBAHMIO OHOJOIMUECKOH AKTABHOCTH
TIPOM3BOAHEIX MHAA30a W APYrAX nupasoaconepxamux cucrem [1—5], curresa
u csoricTs 4,5,6,7-rerparmapomsgaszonos [6—10], B Tom wmene 3-amuE0-4-0KCO-
4,5,6,7-terparmapomunaszoos [11—15], nposeners: peaximm 2-amwiAEMEKOHOB
(Ia,6) u 2-muano-3-3ToKCcH-3, S-mamernanukorekc-2-ea-1-oua (II) ¢ 4-rmapasn-
mo0en3oiuoN kxucnoroi (I11). B pesynbrare noayduedsl 1-(4-ruapoxcukapOoHI-
dbenmn)- (IVa,0) m 2-(4-ruppoxcuxapbormidenmn)-3-amuuao- (V) -4-0kco-6,6-
aumernn-4,5,06,7-TeTparuaponsEnasonsl. Peakmun  2-anwiimMenosoB  1a,0 ¢
rugpasuaoM [II mpoBemeHBl B KEOSIEM 35TAHOJNE B YCAOBHAIX KHCIOTHOIC
xaramusa. B cryuae 2-dbopmuaammenoda myteM cmsamd Harpetsix o S0 °C
3TaHONBHHX pacTeopoB la m III monyueno mpoMeXyTOUHOE MHAPAa3AmHOMETHICH-
mpomssonuoe (Via). Kunsuenme ragpasnHOMeTRICHIPOR3BORHOro Via B aTarone
B OPUCYTCTBUY KWCJIOT TAKXE NPHUBOTAT K MHAA30xy [Va.

Bzawmonetictere esomproro adupa Il ¢ 4- rEAPA3IHODEH30MHON KACAOTOR
IpY KADIYECHAA B ITAHONE AAeT 2- (4-IrEApOoRCUEAPOOHII(PEHIT) - 3-aMAHO-4-0K-
co-6,6-mumernin-4,5,6,7-terparugponagazon V. B peakmuax 4-mmrpodenmaru-
pasmua (VIlay um 4-merokcubensomnrmapasuaa (VIIG) ¢ emomsmsiM admpom 116
TAKXKE TMOAYUEHH COOTBETCTByIOImME 2-3aMemeHHbe-3-aMuuomenazonsr (VIID).
Kosnercanua ammaomspasonos V m VIII ¢ 2-bopManigmMeRoHOM TPHBONUT X
2-ammaoMeTmwiesmmMenogam X,

2-@opvmi-1,3-HEIAHANOE W AETHAPOAIETOBAS KHCAOTa ¢ 4-rIapasuuoben-
30MHOM KUCIOTON 06pasyioT COOTBETCTBEHHO 2- (4-rEnpoxcukaplonuid e Rmirus-
pasusoMermic) -1, 3-uanangmon (X) u 3-[1-[2-(4-runpoxcukapbonmidene) -
THAPA3WHO JoTrmancH J-6-mermn-2,4-mupasmmon (XI). Ilpespaturs mepBEI 3
gux B 1-(4-rempoxcuxapbonwidenmn) -4-okco-4H-maneno [2,3-d Juupason B

O\H COOH
Do+

20

R

COOH R
Ia, 6

COOH

516



\4 \
1 _1}1 Ia
I + HNNHR® —»
(0]
VII . N\Rl /
¢] NH,
VoI
COOH H
P
[ Me 'COOH
N—NH
O~.H Me O O
X X1

I, IVaR-H, 6R=CHs; VIL, VIlla R" = CeH4NO2-4, 6 R!= COCsH4OCH3-4
IX a RY= CH4COOH-4, 6 R* = CcH4NO2-4

YCAOBUAX KHCAOTHOTO KaTaid3d, IPUMEHCHHOIO /IS npeBpameHm[ TEAPA3HHO-
npomasoxuoro VI B mapason IV, e yramocs.

CrpocHure CHETE3NPOBAHHEBIX COSAMHERMH TORTBEpXAatoT fansse [IMP u UK -
cuexTpos. Cuemry curranos nporosos C(s) i C(7) METHICHOBBIX IPYII B Cydae
2-zamemenssx waxasonos (V, VIII, IX) paszmmuarorca ®Ha 0,30...0,35 M. &,
1-zamemerssx (IV) — ma 0,60...0,65 M. 1. AvmsOrpymmna coepusenmi V u VIIL
B cmexktpax IIMP xapaxtepmayerca ¢ 6,75..7,33 m. x., B UK coexrpax —
paeHTHBME KoneGammamu 3430...3410 m 3330...3310 oM ', TmpoxcmxapGo-
HWIBEAS Tpynma coemmuenmit [V, V, Via, IXa, X, XI B UK cmexrpax, CHATHX B
rekcaxiaop0yTanueHe, Xag)aKTepK3y6TC5{ ABYyMsS MakCHMyMAMH HOIJIOIMIEHMS B
parione 2680...2540 cM B rmapasmuompomseogEEX VIa, a Takxe B
coemmaermax = 1X (bI/IKCpreTCSI XEJMATHAAPOBAHHE  IIPOTOH nopu
5 12,38...13,24 m. 1., B coemuuenny X1 — 15,58 M. n.

SKCIEPMMEHTAJBHAS YACTH

UK coexTpsl cHsTH Ha cmextpoMerpe Specord 75-IR pas cycmensuit BEIIECTB B Hyione
(1800...1500 cM™)) m rexcaxsiopGyraguene (3600...2000 eM ™) ; TACTOTEE BASICHTHBIX KONeOanmii CBs3ei
C—H s ofmactz 3050...2800 oM * ne upusenensi. Crextpst SIMP " [IOJXYYEHBl Ha CHEXTPOMETPax
Bruker 90/DS (90 MI'ny) u Bruker AM-360 (360 MI') B MMITy/IbCHOM PEKUME C IOCIEHYIOMIMM IPeot-
pasosauuiem Oypse. Bayrpesnwmit crappapt TMC.

1- (4-Fuppokcuxapbonmn) -6,6-uMeTir-4-0kco-4,5,6,7-Terparaaporsgason (IvVa). A. Kungrar
3 20,76 r (2,5 MMOIB) THAPASHHOMETHIECHIIPOU3BOXHOrO VI B pacTeope 25 My 3Tamona u 1 Mt xoHn.
conguo kucnoTsl. Yepes 24 ¥ 0TI TPOBHIBAIOT MHAA301 1Va M IePEXPUCTATUTM30BIBAI0T U3 STaHOMA.
Boxom 0,39 1 (55%). Tan 110...112°C. ‘

B. Kumsarsr 3 ¢ 0,84 1 (5 mmome) dopvempmvenora u 0,76 £ (5 MMonb) 4-ruppasuH00eH305HON
KMCJIOTHI B pactsope 30 M1 sTasoNa M 1 MJI KOHIL. CONSHOM XMCIOTH. Jepes 24 9 OT(hUIbTPOBLBAIOT
uHFason IVa ¢ nepexpucTaM30BbIBatoT M3 sTanona. Beixox 0,59 r (41%). UK cmextp: 1682, 1610,
1565, 1550, 1520, 2680, 2560 ot Crexrp IIMP 8 AIMCO-De: 1,03 (6H, ¢, 2CHz3); 2,39 (2H, ¢, CHz);
3,00 (2H, ¢, CH2); 7,75...8,17 (4H, M, CeHa4); 8,06 (1H, c,=CH—); 13,11 M. 1. (1H, ¢, OH) . Hadizeno,
%: C 67,49; H 5,60; N 9,97. C16H16N203. Bermucnero, %: C 67,59; H'5,67; N 9,85.
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1-(4-T'unpokcAKapOoEmT) -3,6,6-TpuMeTHI-4-0KC0-4,5,6, 7-TeTparuponnnason (IV6). Kpmsmn
3 4 0,91 r (5 mmomp) 2-anetmnpuMenosa u 0,76 r (5 mMoss) 4-runpaszueobeH30 HOM KUCHOTHL B pac—
TBOpE 25 M 3TAaHONA M 1 ML KOHII. COMIHOHN KUCIOThL. Hepes 24 u oTdMIbTPOBLIBAIT HHAA30% 1VE 1
NEPEKPUCTAILIM30BBIBAIOT M3 OTAHONA. Borxom 0,57 T (39%). T 231...232 °C. VIK criextp: 1700, 1675,
1665, 1615, 1595, 1570, 1545, 1520, 2670, 2550007 Crextp ITMP B AMCO-Ds: 1,05 (6H, ¢, 2CH3);
2,34 (2H, c, CH2); 2,44 (3H, ¢, CH3); 3,01 (2H, ¢, CH2); 7,75...8,13 (4H, M, CsHa); 12,90 m. 1. (1H,
ym. ¢, OH). Hasineno, %: C 68,30; H 6,01; N 9,51. C17H18N203. Beraucnero, %: C 68,44; H 6,08;
N9,39.

2- (4—I‘pmpOKCHKapGOHnﬂ(peﬂmrmpaanOMeTmreH) -5,5-mameTrn- 1, 3-EKIIOTCKCAHAMOH
(VD). Pacteop 0,84 r (5 mmois) 2-bopMumauvenosa B 15 M 9TaHOIA TOMMBAXOT K HOBEACHHOMY O
xunesus pacteopy 0,76 T (5 MMOND) 4-THIpasMHOGEHIOMHON KUCIOTH B 80 MJI 3TAHONA, Yepes 24 4
OThUITPOBEEAIOT 0CATOK IPOYKTa VI M MEPEKPUCTATMI0BBIBAIOT M3 STaHoNa. Brixoxn 1,04 r (67 %
Ton 234...236 °C. YK cmextp: 1675, 1650, 1600, 1555, 1525, 3280, 3200, 3100, 2680, 2560 ot
Crextp IIMP 8 CDCls: 1,11 (6H, ¢, 2CHz3); 2,33 (2H, c, CHz), 2,47 (2H, ¢, CH2); 6,82...7,91 (4H, v,
CeHa); 8,29 (1H, x, J = 8 Tu, =CH—); 9,02 (1H, yw. ¢, OH); 12,38 m. n. (1H, », /=8 I'y, NH).
Hatineno, %: C 63,47; H 5,92; N 9,20. C16H1sN204. Boruuciesno, %: C 63,56; H 6,00; N 9,27.

2- (4-Fmpoxcnxap60mcbeﬂnn) -3-ammH0-4-0Kc0-6,6-muvernn-4,5,6, 7-TeTparu i pOMEIa30a
(V). Kumsarst 3 9 0,39 r (2 MMoms) 2-mMaH0-3-9TOKCH-5,5-AuMeriuaukorekc-2-ea-1-osa () u
0,30 r (2 MMOJTB) 4—mupa3mno6en30§u~1_oﬁ xucnotsl B 30 M sramona. Ha porope orromsor 20 M
ITAHONA, 4epE3 24 4 OT(OUIBTPOBHIBAIOT OCANOK IIPOAYKTa V U NEePEeKPUCTAIIM3OBBIBAIOT M3 STAHOA.-
Buixox 0,34 r (53%). Tux 252...254 °C. UK cnextp: 1720, 1650, 1630, 1620, 1560, 1545, 1520, 3420,
3310, 3220, 2750, 2620...2500 ok Crexcrp TIMP 8 IMCO-Ds: 1,03 (6H, ¢, 2CH3); 2,22 (2H, ¢, CHy);
2,53 (2H, ¢, CH2); 6,75 (2H, ym. ¢, NH2); 7,69...8,08 (4H, M, CeHa); 12,94 M. 5. (1H, ym. ¢, OH).
Hatimeno, %: C 64,01; H 5,58; N 13,88. C16H17N303. Boiuucneso, %: C 64,20; H 5,73; N 14,04.

2-(4-Huzpodermn) - (VIIa) u 2- (4-MeToxCHbeH30mLI) -3-aMuE0-4-0KC0-4,5,6, 7-TeTPATHIPDOHH-
nazoxn (VIIIO) mosgyuess! 2aHaIOrYIH0 IPEABIAYINEMY B DEAKISIX SKBUMOISPHBIX KOJMIECTE CHOABHOTO
2¢upa 2-UaHOTUMEROHA C 4-HUTPOGERIIITHIPASHHOM U 4-METOKCHOCH3OMIIT U PASUHOM.

VIIia. Berxox 41%. Tan 220...222 °C (u3 stanona). UK cneK-fp: 1650, 1635, 1600, 1555, 1525,
3410, 3320, 3220...3150 ot Crexrp IIMP 8 IMCO-De: 1,04 (6H, ¢, 2CHz); 2,22 (2H, ¢, CHa); 2,53
(2H, ¢, CH2); 6,95 (2H, ¢, NH2); 7,86...8,37 m. 1. (4, M, CeHs). Haitneno, %: C 59,80; H 5,30;
N 18,51. Cy5H16N403. Bemuucnero, %: C 59,99; H 5,37; N 18,66. ’

VIOO6. Berxon 48%. Ton 139...140 °C (w3 sranmoma). YK cumexrp: 1700, 1640, 1575, 1545,
1535...1525, 3480, 3330, 3200 cv™. Cuextp IIMP 8 CDCls: 1,13 (6H, ¢, 2CHz); 2,33 (2H, ¢, CH2);
2,62 (24, ¢, CH2); 3,89 (3H, ¢, —O0—CH3); 7,33 (2H, yir. ¢, NH2); 7,00...8,24 M. 1. (4H, M, CeHa).
Hatineno, %: C 64,95; H 5,98; N 13,40. C17H19N303. Beruucaeno, %: C 65,16; H 6,11; N 13,41.

2-[2- (4-Tuppoxcuxapbonmadern) -6, 6-aMeTHI-4- 0KCO-4,5,6,7-TeTpara JpOMHAA3 002 -AJl~-
amuuomeraien]-5,5-pumerai-1,3-mukrorexcagmmon (IXa) . Kumsirar 2 w 0,30 r-(1 MmMoas) aMuHOME-
mazoma V u 0,17 ¢ (1 mmoms) 2-Gopvurmmvenosa B 15 M stanona. Hepes 24 9 OTGUILTPOBHIBAOT
ocapmox mponykta IXa u nepekpucTaIu30BBIBAIOT U3 STanona. Brixox 0,18 r (40%). Tux 261...262 °C.
UK criexrp: 1685, 1670, 1610, 1580, 1545, 1525, 3100, 2670, 2540 o Crextp IIMP 8 IMCO-De:
0,97 (6H, ¢, 2CHz); 1,13 (6H, ¢, 2CH3); 2,38 (4H, ¢, 2CH2); 2,41 (2H, ¢, CH2); 2,73 (2H, ¢, CHa);
7,76...8,16 (4H, ™, CsH4); 9,23 (1H, x, J=11 T, =CH—); 13,11 (1H, z, J =11 T'm, NH); 13,24 ™. 1.
(1H, ym. ¢, OH). Hamxeﬂo %:C66,63; H5,95; N 9,34. CosH27N30s. Brraucneso, %: C 66, 80 H6 06;
N 9,35.

2- [2- (4-Hmpoq>emm) -6, 6-;mmemn—4-oxco-4,5 ,6,7 -TETpal‘H,HPOI/IHHa?aOJI-Z-HJIaMHHOMe-
traen]-5,5-muvern-1,3-muKorekcagauon  (IX6) noryuen aHanornyso npeprymemy (IXa) wus
amumEOMHAA30M2 VIIa 1 2-GopMuwmMenona. Beixon 35% . Tmr 205...206 °C (us stanona) . UK criexrp:
1680, 1:610...1590, 1555, 1540, 1515, 3140, 3100, 3060 eml. Crexrp [IMP s IMCO-Ds: 1,00 (6H, c,
2CH3); 1,11 (6H, ¢, 2CH3); 2,38 (2H, ¢, CHo); 2,40 (4H, ¢, 2CH); 2,72 (2H, ¢, CHy); 7,97...8,42
(4H, v, CsH4); 9,08 (1H, g, J =11 T, =CH—); 13,02 m. 5. (1H, 5, 7 = 11 T'w, NH). Haiizeno, %:
C 63,86; H 5,80; N'12,50. C24H26N40s. Brraucneno, %: C 63,99; HS5,82; N 12,44.

2-(4-TunpoxcukapbonmIdERIITHPAa3THOMETHIEH) - 1,3~ -MENaEIEcE (X). Pacmop 0,44 r
(2,5 mMoms) 2-dopmrnt-1,3-uaRannuona B 20 MII 9TaH0I4 FOTUBAIOT K ;zoseueHHOMy 710 KUIIEHUS, pac-
80Py 0,38 1 (2,5 MMOJIL) 4-I‘M}.’Ipa3I/IH06€H30PIHOI/I xmCoTe! B 40 Mt 512804 Yepes 24 1 ordUIBTpOBSI-
BAXT OCANOK HpoxyKTa X u NePEeKPUCTARNUIOBBIBAT U3 ITAHONA. Bmxon 0,60 T (78%).
Trx 275...277 °C. WK cnextp: 1715, 1665, 1590, 1525, 3250,73100, 2680, 2580 o Crexrp IIMP B
JAMCO-Ds¢: 6,83...7,81 (8H, M, 2CsHa); 7,47 (1H, ¢, =CH—); 11,86 m. 1. (3H, yw. ¢, 2ZNH+OH).
Haiimeno, %: C 66,02; H 3,99; N 9,01.-C;7H12N204. Beruucneno, %: C 66,23; H 3,93; N 9,09.
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3-[1-(2- (4-TuapoxCcHKap GORMIEHII) P XPA3HHO) ST IHTEH] -6-MeTHi-2,4-mapagmaon (XI).

Kunsrar 2 4 0,421 (2,5 Myoms) perunpoaneTosoi Kuciaors: 1 0,38 r (2,5 Mmois) 4-ruapasuaobensoit-
HOM Xmucnotet B 30 M sTanona. Yepes 24 9 orhuIbTPOBBIBAIOT OCAAO0K poayKTa X1 U NepeKpUCTam-
30BBIBAXOT M3 o1aHona. Bemxon 0,62 r (82%). Ton 234...235 °C. HK crexrp: 1690, 1680, 1610, 1585,
1535, 3270, 3090, 2680, 2560 cv. Coexrp IIMP B IMCO-Ds: 2,17 (3H, ¢, CH3); 2,67 (3H, ¢, CH3);
5,97 (1H, ¢,=CH—); 6,92...7,86 (4H, m, CsHa); 9,63 (1H, ¢, CEH; 12,36 (1H, yni. ¢, NH); 15,58 M. 1.
(1H, ym. ¢, NH). Haitneno, %: C59,49; H 4,55; N 9,20. C1sH14N205. Beraucneso, %: C59,60; H 4,67;
N 9,27.

W N
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