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R'=H, Me Ar R'=H Ar Ar
EtO,C N EtO,C NHCOPh POCls g ¢ EtO,C NHCOPh
air N OH X
\>—P —— \>— |
Me” “NH G 180°C, 1.5  me” N0 A, 1.5h TEOH Me” SN0
"?1 53-95% II?1 23-47% 74-94% H

Ar = Ph, 4-MGOC6H4, 4-C|CBH4, 4-FCGH4, 4-02NC6H4
Peaxkiueii 4-apununes-2-¢heHunokca3on-5(4H)-0HOB ¢ eHAMHHAMH alleTOYKCYCHOTO 3(upa MOoTydeHbl d3UpPhl 4-apui-2-MeTHII-6-0KCO-
5-[(pennnxapbonmz)amMmuno]-1,4,5,6-TeTparuiponupuIH-3-KapOOHOBBIX KHCIIOT, KOTOpbIE TPH HAarpeBaHWHU C XJIOPOKHCHIO dochopa
MpeBpanIainck B 3QUPHL 7-apuil-5-MeTi-2-peHunokcasono| 5,4-b | nupuanH-6-kapOOHOBEIX KHACHOT. 11leno9HO0# THAPOIN3 STHX COeIH-
HEHHH TpuBeN K d3pupam 4-apuir-2-MeTHII-6-0kco-5-[ (heHmnkapOoHIT)aMruHO |- 1 ,6- THr U AP ONUPHINH-3 -KapOOHOBBIX KHCIIOT.

Ki1ioueBble cj10Ba: a3MakTOHBI, 3-aMHHO-4-apunnupuanH-2(1H)-oHbl, okcazono|S,4-b|mupuANHEL, OKHCIEHHE, MEeT0YHO THIPOIIU3.

Hupuona-2(1 H)-0HBI SBISIOTCS MPUBUICTHPOBAHHBIMHU
CTPYKTYpaMH, BXOASAIIMMH B COCTaB MHOTHUX OHOJIO-
TMYECKH AKTUBHBIX COCJUHEHHH NPHPOIAHOTO M CHHTETH-
YECKOI'0 HpOI/ICXO)K,I[eHI/Iﬂ.I 3-AmusHonmpunuH-2(1H)-oHbI
MIPEACTABISIIOT OCOOBIH MHTEpEC, MOCKOJBbKY COAEpKaT B
CBOEH CTpYyKType (hparMeHT aMua aMHUHOKHCIOTHI M MOTYT
OBITH WCIOJIB30BAHBI JUIS CHHTE3a IENTHIOMHUMETHKOB. B
pAly 3TUX COENMHEHWH HalJeHbl MHIMOMTOPHI (hepMeH-
T0B,” % B TOM umCIE npoteassl MP, mpenoTBparnaroniei
permmikamuio Bupyca SARS-CoV-2,"® arommcetsr n mMomy-
nSTOphl  KaHHAOMHOMIHBIX penentopos CB2,'"  amra-
TOHHCTBI perentopa mpocraritanauua EP3,'" umruGurop
nepeNauM  CHTHaIoB kacMoHata.'’ B KIMHHYecKoi
MPaKTUKE IIHPOKO MpUMEHSETCsl S-aMHHO-3,4'-0unnpuing-
6(1H)-0oH, W3BECTHBIH Kak KapJHMOTOHWYECKHH Ipenapar
Awmpunon.” 3-Amusonupuans-2(1H)-0Hbl HCHIONB3YIOTCS
B cuHTe3e Oonee ClIOKHBIX coenunennit.'*'® Henasno
ObUIO MOKa3aHo, 4To 3-aMuHO-4-apuianupuanH-2(1H)-oHsl
ABIAIOTCA XOPOIIMMH aHTHOKCHmaHTamu, "'*  oGmamaror
JIIOMHHECIIEHTHBIMU CBOWCTBAMHU'® M MOTYT ObITh MCIIOJNb-
30BaHbl KaK JIIOMUHECLEHTHBIE KPAcUTENU AN HUMMYHO-
depmenTHOro amamusa.”’ HecMOTps HA IIMPOKHMl CHEKTp
OMOJIOTNYECKON aKTHUBHOCTH, METO/IbI TTOJYYEHUS! 3-aMUHO-

© 2021 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

4-apunmupuana-2(1H)-oHOB HEMHOTOYUCIEHHBI M, Kak
TIPABHIIO, MHOTOCTAIMHHBL '~ >

Panee coo0manoce, 4To a3aakToOHbI CIIOCOOHBI BCTYIATh
BO B3aMMO/ICHCTBUE C eHaMHUHAMU 1,3-TMKETOHOB M 1,3-KeTo-
3¢hHPOB ¢ 00pa30BaHNEM COOTBETCTBYIOIINX AMHUJIOB 3-aMHUHO-
4-apun-3,4-muruaponupuann-2(1 H)-onoB,> > koTopsie, B
MPUHIUIE, MOTYT OBITH OKHMCJEHBI O COOTBETCTBYIOLIHX
amuos  3-amuHormpuuH-2(1H)-ou08.> > Tlostomy mpen-
CTaBIISUIOCH HEOOXOJIUMBIM HM3YYUTh BO3MOXHOCTH TaKOTO
MoaXola K CHHTE3y MPOU3BOIHBIX 3-aMHHO-4-apmi-
mupuanH-2(1H)-oHa.

C 3T LENBIO [0 U3BECTHON METOMKe KOHIeH CaHeH
THIIITYPOBOI KHCIIOTHI C apOMAaTHYECKUMH albICTHIAMHU B
MPUCYTCTBUH TMONH(POCHOPHON KHCIOTH OBUIM CHHTE-
3UpPOBaHHI a37MakToHEI l1a—e. IloxydeHHBIE TaKUM 00pazoM
coenquHenns la—e ObBLIM BBEJEHBI BO B3aMMOJICHCTBHE C
eHaMuHaMH 2, 3 B OTCYTCTBHE PaCTBOPHUTENS MPH Harpe-
Baruu 10 180°C B Tewenne 1.5 u. B pe3ynbrare ¢ BEIXOTaMHU
53-95% ObuUTM TOMYYEeHBI STHI-4-apUi-2-MEeTHI-6-0KCO-
5-[(denunkapbonmn)amuno|-1,4,5,6-reTparugponupuanH-
3-kap6oxkcunatel 4a—f. CoenuHeHus 4a—c¢ OBLIN BbIIETICHBI
B BHJE yuc-u30MepoB, a coenuHenus 4d—f — B Bune cmeceit
yuc-/mpanc-N30MepoB C BBIXOJaMH COOTBETCTBEHHO 64/22%
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(coemuuenue 4d), 79/16% (coequuenue 4e), 47/18% (coenu-
Henne 4f); 3arem cmecn OBUIH pa3fefieHBl KOJOHOYHOM
xpomarorpadueil Ha cunukarene. HeoOXoanmMo OTMETHTB,
YTO BBIXOABl JUTHAPOIHMPUIOHOB 4c—e, COACPIKAIINX
aKLETITOPHBIC 3aMECTUTEININ B apUILHOM ()parMeHTe, ObUIH
BBIIIC, 110 CPAaBHCHMIO C BBIXOAAMH HE3aMEIICHHOTO H
METOKCH3aMeIIEeHHOTo MPOayKTOB 4a.b (cxema 1, Tabm. 1).

Cxema 1
R R
H
N A CO,Et EtO,C N _Ph
SR G E——— o g
07Ny HN""Me 180°C,15h Mg NS0
QR0 |
1ae R 23 53-95% R
4a—f

1aR=H,bR=0Me,cR=Cl,dR=F, e R=NO,
2R'=H;3R'"=Me

4aR=H,R'=H;bR=0Me,R'=H;cR=CI,R'=H

dR=F,R'=H;eR=NO,; R'=H;fR=H, R'=Me

Ta6auna 1. Berxoas! n3omepoB coenuHeHui 4a—f

Beixon, %
Coenunenue
yuc-N3omep mpanc-V3omep
4a 58 -
4b 53 -
4c 74 -
4d 64 22
4e 79 16
4f 47 18

CrtpoeHHe M COCTaB TMOJIyYEHHBIX COEIMHEHHH IOJI-
TBeprKIeHbl JaHHBIMH VK CreKTpockoIiy, CIEeKTPOCKOIHH
SMP 'H u C, PCA u snemenTHOro ananmsa. B crexrpax
SAMP 'H yuc-u30MepoB 4a—e TPOTOHBI MUPUIOHOBOTO
nuKia B nojioxkennn C-4 mMpUCYTCTBYIOT B BUE 1y0JIeTOB,
a B monoxenun C-5 — B Buae ayOneToB ny0ieToB C
3J5-CH,NH =53-6.7 Tnu 06H1€ﬁ KCCB 3J4»CH,5—CH =74-8.0 T
W3-3a HU3KOW pPACTBOPHUMOCTH mpaHc-u30MepoB 4d,e B
CDCl; nx crekrpsl SIMP '"H Gbutu 3apericTpHpoBaHbI B
JAMCO-d.

ITo nanabiM PCA, xpuctain coenuHeHus: 4a COCTOUT U3
MOJIEKYJT TOJIBKO OJHOM Mapbl YHAHTHOMEPOB C YU C-PACIO-
JIO)KEHUEM 3aMECTUTENIeH M OTHOCHUTENbHOW KOH(UTypa-
e aTOMOB METHHOBBIX Tpymm 3R* 4R* (Hymeparus
aToMOB yka3zaHa Ha puc. 1). Kondopmanus nupugoHoBoro
[UKJIa MOXeT OBITh ONMHCaHa Kak "CHJIBHO WCKa)KeHHAs
BanHa". Atomsl N(1), C(1), C(2) u C(3) nexxar B OmHOI
wiockoctd, atoMbl C(5) m C(4) OTKIOHSIOTCS B OJAHY
cTOpoHy OT 3Toit mmockoctu Ha 0.15 u 0.67 A coor-
BETCTBEHHO. B KpucTasie MoJIeKyIbl CBSI3aHbI B OECKOHEY -
HBIE TN MTOCPEICTBOM MEXMOJCKYIISIPHBIX BOJIOPOTHBIX
cBszeit N(1)-H(1)---O(2).

Hns oxucnenns 3,4-muruapornmpuauH-2(1H)-0HOB paHee
ucronb3oBamucs MnO,,>"** FeCly,*® DDQ.*'*? Ozamaxo B
HaIlleM CiIy49ae OKHCJIEHHE JTHMH peareHTaMu, XJIop-
aamiom, NaNO, B AcOH, K,S,05 B MeCN, HarpeBanuem

765

WH1

Pucynok 1. MonekynspHas CTpyKTypa COeAUHEHUS 4a B mpel-
CTaBJICHUU aTOMOB JJUIMIICOMJAAMHU TEIUIOBBIX KojebaHuii ¢ 30%
BEPOSTHOCTHIO.

coenunenuit 4a,f ¢ KMnO, B Me,CO unu HarpeBaHueMm ¢
10% Pd/C B xcunone He NpuUBOAMIO K 0Opa30BaHUIO
nupuoHoB 5a.f (cxema 2).

Cxema 2
N EtO,C H Ph
EtOZC N\n/Ph [O] 2 | X \n/
| 6 x> 0
Me” N7 0 Me”™ "N” 0
R’ R’
daf aR'=H,fR'=Me 5a,f

M3BectHO, uTO 1,4-TUTHAPONUPUANHBI MOTYT OBITh
JIETKO OKWCJICHBI B MMUPUIMHBI. B psie ciiyuaeB OKUCICHHE
MPOUCXOAUT KHUCIOPOJOM BO3JyXa YK€ NpHU MOJy4YeHUH
1,4-murugponupuanHoB  (cxema  3).”°  Mbl  m3yumin
BO3MOXXHOCTh TMOdy4deHusl 4,7-Turuapooxcasono(5,4-b]-
nupuarHa 6a mpu AeHCTBHM HA COCIUHEHHE 4a Ierujapa-
TUpYIOIUX peareHToB (cxema 3, tabdn. 2): POCI;, SOCI,,
nomdocdopuoii kucnotel (PPA), Ac,O B mpucyrcTBun
H,SO,. Ilpu narpeBanun coemunenus: 4a ¢ POCl;, SOCI,

Cxema 3
Ar Ar
EtO,C EtO,C
POCl; | Ny Ar 2NN
sa-e—> | Y= ] ] D-pn
A, 1.5h Me N O 23-47% Me N O
H
6a—e Ta—e

a Ar=Ph, b Ar = 4-MeOCgHy, ¢ Ar = 4-CICgH,,
dAr= 4-FCgHy, € Ar = 4-O5NCgH,4

Tadmuma 2. Berxos! okca3ono[5,4-bmupuniHa 7a npu AeHCTBIH
Ha CoeMHEHNE 4a IETHIPATUPYIOIIUX PEareHTOB

Pearent Temmneparypa, °C Bpewms, u Bexon, %
POCI; 25 24 0
POCI; 110 1.5 40
SOCl, 25 24 0
SOCl, 75 3 34

Ac,0, H,80, 140 17 10
PPA 150 10 0
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Tabauma 3. JlJanHbIe CIIEKTPOB ITOTIIONIEHHS U ()IIyOPECeHIIUH COeJUHEeHN 7a—e u 8a

YO cnekrp DOTONOMHUHECHEHIUS
CoenurHeHne
T8N abs, HM g, 10° M -em™! Aex, HM TN em, HM Cusur Crokca, 5B; HM KBanToBBIi BeIXO, Df
7a 256,313 31.0+0.5 (A 313 um) 290, 310 366 0.57; 53 0.16 £0.00
7b 266,314 31.9+0.6 (A 314 um) 310,315 412 0.94; 98 0.19+0.01
Tc 258,315 31.0+ 0.8 (A 315 um) 310,315 371 0.59; 56 0.19+0.01
7d 258,314 30.5+0.9 (A 314 um) 310,315 366 0.56; 52 0.14+0.01
Te 279,323 25.7+0.3 (A 323 um) 315 - - 0.00 £ 0.00
Ph
N
ﬁ \}ph 259,319 27.5+0.7 (A 319 um) 310; 320 364 0.48; 45 0.82+0.03
~
Me” N~ O
8a
unn Ac,O B HySO, B pesynbTare OKUCIEHUS KUCIOPOAOM o
BO3/lyXa MHTEpMeanara 6a 0Opa3oBbIBAJICS OKCa3ono[5,4-b]- % 1.0+
nupuadH 7a, BbieneHHbI ¢ Bbixogamu 40, 34 u 10% §
(cxema 3, Tabn. 2). Bexoasl okcazono[S,4-b]nupuauHoB S 0.8
7a—e, TIONyYEHHBIX NIPU HarpeBaHHUU COEAMHEHHH 4a—e c = 7a
POCls, cocraBunu 23—47%. & —7b
CpaBHeHHE JJIEKTPOHHOTO CIIEKTpa COCIUHEHHs] 7a ¢ § 951 7c
NPUBEICHHBIM paHee ' CIEKTPOM OKca30io[5,4-b]mipu- 8 ;:
JMHA 8a, HEe COoepIKAIIETrO STOKCUKAPOOHMIBHYIO TPYIILY B § 0.4 8a
nosnoxkennu C-5 reTeporykiIa, MoKa3ano, YTO OHH MaJjo -
Q
OTJIMYAIOTCS APYyr OT npyra (tabm. 3, puc. 2). Beenenue N
o (1] .4 -
AKOCTITOPHOTO 3aMECTUTEIIA B IMAPUAMHOBBIM LTUKJIT IIPUBO- g
JUT K THUICOXPOMHOMY CABHTY KakK IIOJIOC IMOTJIOIICHHS, 2
TaK W JIIOMUHECUEHIUH Ha 15-35 HM W MaJeHUI0 KBaHTO- 0.0 T T T T 7 T T 1
250 300 350 400 450 500 550 600

Boro Bbixoja JromuHectennuu ¢ 0.82 no 0.16. B cnextpax
MIOTJIOIIEHHST  OKca30i0[5,4-b|nupuanHoB 7a—e TpHUCYT-
CTBYIOT /IBa MaKCHUMyMa C LIEHTpaMH B HHTepBajax 256—
279 u 313-323 um. Coeaunenue 7e, coaepikaiiee HATPO-
Ipylnny, He JIOMUHECLUMpYET, a coeluHeHus 7a,c,d B
CHEKTpPE JIIOMUHECIEHIIMU COJIEPKAT MHTEHCHBHYIO MOJIOCY
mpu 366-371 HM. BBeneHnne TOHOPHONW METOKCHUTPYIIIHI B
apWIBHBIM 3aMecTuTens (coequHeHue 7b) NPUBOIUT K
CYILIECTBEHHOMY 0aTOXpOMHOMY caBHry. LleHTp mosockl
WCITyCKaHWs B CTIEKTpe coenuHenus 7b cmemaercs Ha 46 HM,
[0 CPaBHEHHUIO CO CIEKTPOM I3THJIOBOrO 3(upa S-MeTui-
2,7-mudennokcazonol 5,4-b | mupuanH-6-kapOOHOBON KUCIIOTHI
(7a), a cnBur Ctokca pacret ¢ 0.57 (coemuHenue 7a) a0
0.94 5B (coenunenue 7b). KBaHTOBBIE BBIXOJBI JIIOMHHEC-
neHimu coenuaennii 7a—d cocrasisror 0.14-0.19.
Oxcazono[5,4-bJmupnanHel  7a—€ TpU HArpeBaHUH C
BOJHO-CIUPTOBEIM pacTBopoM NaOH B Teuenwue 1.5 4 mon-
BEPraloTCsi PACKPBITHIO OKCa30JbHOTO IIMKJA, IpeBpa-
masch B aMubl 9a—e ¢ Beixogamu 74-94% (cxema 4).

Cxema 4
1. NaOH ATy
EtOH, H,0, A, 1.5h Ef02C N\H/Ph
fae  hal " o]
74-94% Me™ N O
9a-e

a Ar = Ph, b Ar = 4-MeOCgHy, ¢ Ar = 4-CICgH,,
dAr= 4-FC6H4, e Ar= 4-02NC6H4

766

Wavelength, nm
Pucynok 2. HopmanizoBaHHbIC CIICKTPBI MOTJIONICHUS U (uIyopec-
HueHIuu coequHennii 7a—e u 8a B EtOH.

Takum o06pa3oM, Ha OCHOBE JOCTYIHBIX a3JaKTOHOB U
€HAMHHOB alleTOYKCYyCHOro d¢upa Hamu paspaboraH
MPOCTOH METOJ| MONy4deHHs 7-apuiiokca3ono[S.4-blmupuan-
HOB. M3ydeHnl Qorodpuzndeckue CBOWCTBA ITUX COENIHU-
HEHMH M TIOKa3aHO, YTO HX TUAPOIH3 NPUBOIUT K
MPOU3BOJHBIM 3-aMuHONUPUINH-2(1H)-0Ha ¢ XOPOUINMH
BBIXOJJaMH.

JKcIepUMMEeHTaIbHAS YacTh

UK coexTpsl 3aperucTpupoBaHbl Ha (ypbe-CHeKTpo-
metpe Simex FT-801 B Tabmerkax KBr. Cnextps! morimo-
IICHUS 3allMCaHbl Ha JHOJHO-MAaTPUYHOM CIEKTPO(OTO-
metrpe PerkinElmer Lambda 750, cnekTpsl ¢oTooMuHec-
LEHIINN 3apETUCTPUPOBAHBI HA (DIYOPECIEHTHOM CIIEKTPO-
¢doromerpe Cary Eclipse. B oboux ciydasx ncciemyemsie
coenuHeHust pacTBopsitoT B EtOH takum o6pa3zom, 4ToObI
KOHIIGHTpAIlsl TOJTYYCHHBIX pPAacTBOPOB Obla HIDKE
10 monb/nv’. MonspHbIi  K03(HUIMEHT CBETONOIIO-
LIEHUS OTpe/IeJIeH 10 ONMCAHHOU MGTO}II/IKC.35 KBanToBBIN
BBIXOJ] OIIpeJesicH OTHOCHTEIhHO Ccynb(ara XWHHHA B
0.5 M H,SO, (®f 0.546) ¢ MOMOIIBIO METOJA CPABHEHHSL.
Cnektpsl IMP 'H u "°C 3aperucrpupoBaHbl Ha CHEKTpo-
Mmetpe Bruker DRX-400 (400 u 100 MI'11 COOTBETCTBEHHO)
B CDCl; mimn JIMCO-dg, BHYTpEHHUH CTaHAApPT — OCTATOY-
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Hble curHaIbI pactBopureneit (CDCl;: 7.26 M. 1. muist sinep
'"Hu 77.0 M. 0. s snep 13C; AMCO-dg: 2.50 m. a. mis
anep 'H u 39.5 M. 1. ans sgep C). DIeMeHTHbI aHATH3
BeimontHeH Ha CHN-ananmmsatope Carlo Erba 1106. Temrre-
paTypsl IUTaBIeHHs OmpereNieHsl Ha mpubdope Reach
devices RD-MP u me ucmpapnensl. KoHTposs 3a xomom
peakuuii ¥ YUCTOTOM NOJYyYEHHBIX COEIUMHEHUH oOcylle-
crBiued merogoM TCX ma mmactuHax Silufol UV-254,
amoentel CHCl; m CHCI;-EtOAc, 10:1. IlposBrenue
xpomatorpaMMm B Y@ cere. [[ns K0JIOHOYHON XpomaTo-
rpa¢un ucnonb3oBaH cuimmkarens 60 (0.063-0.200 mwm,
Macherey-Nagel).

Hcxonnple aznakToHbl la—e MOJIyd4eHbI O U3BECTHOM
MeToIuKe> KOHJEHCAlUEW TUIIYPOBOM KHUCIOTHI C
apOMAaTHYECKUMH aNbJeTHAAMU B TPUCYTCTBHH IMOJIH(OC-
¢dopHO#t KucmoTH. VcxXomHBIE €HAMUHBI aLlETOYKCYCHOTO
¢upa 2, 3 HOMyUeHb! [0 ONMMCAHHBIM PaHEe METOHAM.”

Cunres 1,4,5,6-rerparugponupuann-6-onos 4a—f
(obmas metoamka). Cmech 10 MMonb aznakrona la—e u
10 mMmonp enamuHa 2 unu 3 HarpeBatoT npu 180°C B
TeyeHue 1.5 4. 3areM cMech OXJIaXkAalT U OYHMIIAIOT KOJIO-
HOYHOH Xxpomatorpadueil Ha cunukarene, moeHT CHCl;—
EtOAc, 10:1.

Huc-ITII-2-MeTUI-6-0Kco-4-peHn1-5-[(pennnxkapoonu)-
amuHo|-1,4,5,6-TerparnagponupuanH-3-kapookcuaar
(uuc-4a). Brxon 2190 mr (58%), OecuBeTHBIE KPHCTAILIBL,
T. wr 205-206°C (EtOH) (T. mwr 200-201°C (PhH)™).
UK crektp, v, cM 't 3397, 3337, 3165, 3031, 2992, 2979,
2953, 2904, 1701, 1645, 1634, 1602, 1580, 1528, 1490,
1454, 1401, 1295, 1255, 1226, 1193, 1171, 1082, 941, 734,
716, 697, 647. Cnexrp IMP 'H (CDCls), 8, m. a. (J, Tu):
1.12 (3H, 1, J = 7.0, CH,CHjs); 2.46 (3H, ¢, 2-CH3); 3.99—
4.12 (2H, m, CH,CH3); 4.71 (1H, o, J = 7.8, 4-CH); 5.21
(1H, o. n, J = 7.8, J = 6.7, 5-CH); 6.46 (1H, n, J = 6.7,
5-NHCOPh); 7.08-7.11 (2H, m, H Ph); 7.23-7.25 (3H, M,
H Ph); 7.36-7.40 (2H, M, H Ph); 7.46-7.50 (1H, M, H Ph);
7.62-7.64 (2H, m, H Ph); 7.99 (1H, c, 1-NH). Cnextp
SAMP C (CDCLy), &, m. m.: 14.0; 18.8; 42.3; 53.4; 60.4;
108.9; 127.0; 127.7; 128.3; 128.6; 128.7; 131.8; 133.9;
136.8; 145.2; 166.2; 167.4; 169.2. HaiineHo, %: C 69.96;
H 6.03; N 7.46. C,,H»,N,0O,4. Brruucaeno, %: C 69.83;
H 5.86; N 7.40.

yuc-ITua-2-metTun-4-(4-merokcudeHun)-6-oxco-
5-[(pennnxapoonnn)amunol-1,4,5,6-rerparugponupuanH-
3-xapookcmwiaar (yuc-4b). Bexon 2160 mr (53%), OexeBbie
Kkpuctayuiel, T. wi. 161-162°C (i-PrOH) (1. m1. 212-214°C
(PhH)*). MK crektp, v, cM " 3397, 3232, 3156, 3067,
2982, 2955, 2938, 2906, 2838, 1701, 1637, 1612, 1581,
1529, 1512, 1489, 1465, 1445, 1399, 1385, 1374, 1288,
1249, 1206, 1177, 1091, 1030, 831, 765, 712, 693, 647.
Coektp SAMP 'H (CDCl3), 0, M. n. (J, Tm): 1.14 (3H, T,
J = 7.1, CH,CHj); 2.45 (3H, c, 2-CH3;); 3.74 (3H, c,
OCHs;); 3.99-4.13 (2H, m, CH,CH3); 4.65 (1H, 1, J = 7.8,
4-CH); 5.17 (1H, n. n, J="7.8,J=6.7, 5-CH); 6.46 (1H, n,
J = 6.7, 5-NHCOPh); 6.75-6.79 (2H, m, H-3,5 Ar); 7.00—
7.03 (2H, m, H-2,6 Ar); 7.37-7.41 (2H, m, H Ph); 7.46-7.50
(1H, m, H Ph); 7.64-7.67 (2H, m, H Ph); 7.98 (1H, ym. c,
1-NH). Crekrp SIMP C (CDCly), 8, m. 1. 14.0; 18.8;
41.5; 53.6; 55.2; 60.3; 109.2; 114.0; 127.0; 128.6 (2C);
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129.3; 131.8; 133.9; 144.9; 159.1; 166.3; 167.4; 169.3.
Haiineno, %: C 67.50; H 598; N 6.92. CyH;N,O0s.
Brruucneno, %: C 67.63; H 5.92; N 6.86.

yuc-ITUI-2-MeTWI-6-0kco-5-[(peHnnkapooOHUT)aMUHO| -
4-(4-xs1oppennin)-1,4,5,6-rerparnponupuanH-3-kapooKcu-
aar (yuc-4c¢). Bexon 3060 mr (74%), GecIBETHBIC KPUCTAILTHI,
1. . 197-198°C (i-PrOH). UK cnekrp, v, em ' 3416, 3235,
3133, 2985, 2962, 2902, 1702, 1660, 1635, 1580, 1517,
1487, 1394, 1298, 1270, 1228, 1184, 1103, 1085, 1014,
832, 790, 717, 668. Cnextp SIMP 'H (CDCL), 8, M. 1.
, Tm): 1.13 3H, T, J = 7.0, CH,CHs); 2.47 (3H, c,
2-CHj); 4.01-4.12 (2H, m, CH,CH3); 4.73 (1H, 1, J = 7.8,
4-CH); 5.15 (1H, n. n, J= 7.8, J= 6.0, 5-CH); 6.56 (1H, &,
J = 6.0, 5-NHCOPh); 7.00-7.03 (2H, m, H-2,6 Ar); 7.18—
7.22 (2H, m, H-3,5 Ar); 7.38-7.43 (2H, m, H Ph); 7.48-7.52
(1H, m, H Ph); 7.64-7.67 (2H, m, H Ph); 8.04 (1H, ym. c,
1-NH). Crekrp SIMP *C (CDCLy), 8, m. a.: 14.0; 18.8;
41.5; 53.4; 60.5; 108.6; 127.0; 128.7; 128.8; 129.6; 132.0;
133.5; 133.6; 135.3; 145.4; 166.0; 167.5; 169.0. Haiineno, %:
C 6381, H 518, N 6.74. C22H21C1N204. BI)I‘H/ICJ'ICHO, %:
C 64.00; H5.13; N 6.79.

yuc-ITWI-2-MeTWI-6-0Kkco-5-[(heHnIKaApOOHUT)aMUHO| -
4-(4-propdennn)-1,4,5,6-TerparnaponupuanH-3-kapooKcH-
aar (yuc-4d). Beixog 2530 mr (64%), GecrBeTHBIC KpHUC-
Tamwsl, T. W1 180-181°C (i-PrOH). VK criektp, v, cM ' 3408,
3246, 3135, 2979, 2874, 1707, 1634, 1604, 1581, 1510,
1486, 1387, 1299, 1230, 1160, 1097, 1083, 941, 837, 786,
718, 694. Cnextp SIMP 'H (CDCl3), 8, m. 1. (J, T'm): 1.12
(3H, 1, J = 7.1, CH,CH,); 2.47 (3H, c, 2-CHj3); 4.02-4.10
(2H, m, CH,CHs); 4.74 (1H, n, J = 7.8, 4-CH); 5.15 (1H,
nn J=178 J=6.0, 5-CH); 653 (IH, o, J = 6.0,
5-NHCOPh); 6.89-6.95 (2H, m, H-3,5 Ar); 7.03-7.08 (2H,
M, H-2,6 Ar); 7.38-7.42 (2H, m, H Ph); 7.48-7.52 (1H, ™,
H Ph); 7.63-7.66 (2H, M, H Ph); 8.16 (1H, yur c, 1-NH).
Cnekrp AMP "°C (CDCly), 8, m. 1. (J, T'm): 14.0; 18.8;
41.4; 53.5; 60.4; 108.9; 115.5 (m, J = 21.7); 127.0; 128.6;
129.8 (m, J = 7.8); 131.9; 132.5 (1, J = 3.5); 133.7; 145.2;
162.3 (n, J = 246.2); 166.1; 167.5; 169.1. Haiineno, %:
C 66.86; H 547; N 7.15. C,,H,FN,O4. Boruncneno, %:
C 66.66; H 5.34; N 7.07.

mpanc-ITui-2-MeTuja-6-oxkco-5-[(pennaxapoonun)-
amuHo|-4-(4-¢proppenn.n)-1,4,5,6-TeTparuAponupuIMH-
3-kapookcuaar (mpanc-4d). Bwixog 870 wmr (22%),
O6ecuBerHble Kpuctauiel, T. 1. 183-184°C (i-PrOH).
UK crektp, v, cM 1 3240, 3160, 3069, 2979, 2962, 2931,
1709, 1644, 1604, 1580, 1537, 1511, 1492, 1366, 1275,
1226, 1192, 1124, 1097, 1016, 833, 693. Cnekrp SIMP 'H
(AMCO-dg), o, M. 1. (J, T'm): 0.88 (3H, 1, J= 7.0, CH,CHj3);
2.30 (3H, c, 2-CHj); 3.80-3.91 (2H, m, CH,CHj3); 4.19
(1H, o, J = 6.7, 4-CH); 4.59 (1H, o. n, J = 8.0, J = 6.7,
5-CH); 7.10-7.14 (2H, m, H-3,5 Ar); 7.21-7.25 (2H, wm,
H-2,6 Ar); 7.43-7.54 (3H, m, H Ph); 7.79 (2H, 1, J = 7.4,
H Ph); 8.91 (1H, x, J = 8.0, 5-NHCOPh); 10.15 (1H, c,
1-NH). Criexrp SIMP *C (JIMCO-dg), 8, m. 1. (J, T): 13.7;
17.9; 44.8; 55.1; 59.3; 104.3; 115.2 (m, J=21.7); 127.5; 128.2;
129.0 (m, J = 7.8); 131.4; 133.9; 137.1 (m, J = 2.6); 146.2;
161.0 (o, J = 242.7); 166.5 (2C); 167.1. Haiineno, %:
C 6687, H 546, N 7.15. szHz]FN204. BBI‘H/ICJ'[GHO, %:
C 66.66; H 5.34; N 7.07.
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yuc-ITUI-2-meTnn-4-(4-autpodennn)-6-oxco-5-[(penn-
kapOonut)amnHo|-1,4,5,6-TerparuaponupuanH-3-KapooKkcu-
aar (yuc-4e). Boixoxm 3340 mr (79%), cBETNIO-XKENThIE
kpuctamisl, T. wi. 201-202°C (i-PrOH) (T. m1. 201-202°C
(PhH)*). UK cnektp, v, cM : 3399, 3238, 3126, 2977,
2869, 1707, 1634, 1603, 1581, 1521, 1486, 1446, 1388,
1349, 1298, 1233, 1212, 1169, 1084, 939, 855, 789, 719,
694. Cextp SIMP 'H (CDCL3), 8, m. a. (J, Tm): 1.12 (3H, T,
J=17.1, CH,CHj); 2.51 (3H, c, 2-CHz); 4.00-4.13 (2H, M,
CH,CH;); 495 (1H, gn, J = 8.0, 4-CH); 5.16 (1H, n. &,
J=28.0,J=15.3,5-CH); 6.64 (1H, 1, J = 5.3, 5-NHCOPh);
7.24-7.27 (2H, m, H-2,6 Ar); 7.39-7.42 (2H, m, H Ph); 7.49—
7.53 (1H, m, H Ph); 7.63-7.65 (2H, m, H Ph); 8.02 (1H, c,
1-NH); 8.06-8.10 (2H, m, H-3,5 Ar). Cnextp SIMP "C
(CDCly), 6, ™. 1.: 14.0; 18.9;41.9; 53.4; 60.7; 108.0; 123.8;
127.0; 128.8; 129.2; 132.2; 133.2; 144.8; 145.8; 147.5;
165.8; 167.6; 168.4. Hatineno, %: C 62.80; H 5.12; N 9.97.
C22H21N306. BI)I‘II/ICJ'ICHO, %: C 6241, H 500, N 9.92.
mpanc-ITUa-2-MeTu-4-(4-HuTpodennii)-6-oxco-
5-[(¢pennnxapoonnn)amunol-1,4,5,6-rerparugponupuanH-
3-kapOokcuiar (mpanc-4e). Boixon 677 mr (16%), ceetio-
JKeNThIe KpucTaiuibl, T. . 157-158°C (i-PrOH). UK cnekrp,
v, oM ': 3243, 3163, 3075, 2979, 1711, 1645, 1603, 1581,
1519, 1490, 1349, 1267, 1195, 1103, 1080, 1014, 841, 701.
Crextp IMP 'H (JIMCO-d), 8, m. 1. (J, T'm): 0.82 (3H, T,
J=17.0, CH,CHs); 2.31 (3H, ¢, 2-CHz); 3.79-3.85 (2H, M,
CH,CH3); 435 (1H, », J = 6.7, 4-CH); 4.65 (1H, n. &,
J=17.1,J=06.,5-CH); 7.43-7.57 (5H, m, H Ph); 7.72-7.83
(2H, m, H-2,6 Ar); 8.11-8.22 (2H, m, H-3,5 Ar); 8.93 (1H,
n, J = 7.1, 5S-NHCOPh); 10.24 (1H, c, 1-NH). Cnexrp
SIMP BC (IMCO-dy), 8, m. 1.: 13.6; 17.9; 45.6; 54.6; 59.4;
103.5; 123.7; 127.4; 128.3; 128.6; 131.5; 133.7; 146.4;
146.9; 149.7; 166.2; 166.5; 166.8. Haiineno, %: C 62.82;
H 510, N 9.98. C22H2|N3O6. BLI‘II/ICHeHO, %: C 6241,
H 5.00; N 9.92.
yuc-Itua-1,2-numerni-6-oxco-4-penuna-S-[(dpenna-
KkapOoHu1)amMuHo|-1,4,5,6-TerparuaponupuanH-3-KapooKcu-
aar (yuc-4f). Beixog 1840 mr (47%), 6exeBble KPUCTAILIHI,
T. i 127-128°C (i-PrOH). UK cnektp, v, em ! 3389, 3070,
3034, 2979, 2931, 2849, 1687, 1651, 1627, 1601, 1579,
1521, 1486, 1383, 1318, 1291, 1259, 1240, 1193, 1177,
1115, 1089, 1037, 919, 843, 803, 788, 765, 714, 589.
Crextp SIMP 'H (CDCly), 8, m. a. (J, T'm): 1.13 3H, T,
J = 7.1, CH,CHy); 2.62 (3H, c, 2-CH3;); 3.31 (3H, c,
1-NCH3;); 4.01-4.15 (2H, m, CH,CH3); 4.73 (1H, 0, J= 7.4,
4-CH); 5.07 (1H, . n, J=7.4,J=5.7, 5-CH); 6.67 (1H, &,
J = 5.7, 5-NHCOPh); 6.94-6.99 (2H, m, H Ph); 7.20-7.24
(3H, m, H Ph); 7.36-7.41 (2H, m, H Ph); 7.46-7.51 (1H, m,
H Ph); 7.65-7.68 (2H, M, H Ph). Cmextp SIMP "“C
(CDCly), 8, M. 1.: 14.0; 16.9; 30.0; 41.2; 53.6; 60.5; 112.2;
127.0; 127.6; 128.2; 128.5; 128.6; 131.7; 134.1; 136.0;
148.4; 166.5; 167.2; 168.4. Haiineno, %: C 70.76; H 5.97;
N 6.69. C23H24N204. BBI‘H/ICJ'ICHO, %: C 7039, H 6]6,
N 7.14.
mpanc-ITnia-1,2-1umMeTuni-6-oxkco-4-gpenna-5-[(penn-
KkapOoHu1)amMuHo|-1,4,5,6-TerparuaponupuInH-3-KapooKcu-
aar (mpanc-4f). Beixox 706 mr (18%), OexeBble KpHC-
Tawbl, T. 1. 187-188°C (i-PrOH). UK cmexrp, v, em b 3311,
3061, 3035, 2962, 2920, 2850, 1695, 1637, 1602, 1578,
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1547, 1491, 1455, 1365, 1332, 1288, 1273, 1203, 1177,
1123, 1105, 1093, 1075, 1053, 1006, 904, 860, 799, 754,
719, 701, 693, 692, 586. Cniextp SIMP 'H (CDCly), 5, m. 1.
(/, T'm): 0.87 (3H, T, J=17.0, CH,CH3); 2.43 3H, n, J= 1.6,
2-CH3); 3.18 (3H, c, 1-NCHj); 3.79-3.89 (2H, M,
CH,CH;); 4.19 (1H, n. o, J= 7.6, J = 1.6, 4-CH); 4.96 (1H,
n n J=284,J =176, 5-CH); 638 (I1H, o, J = 8.4,
5-NHCOPh); 7.10-7.22 (5H, m, H Ph); 7.28-7.32 (2H, m,
H Ph); 7.37-7.42 (1H, m, H Ph); 7.55-7.59 (2H, m, H Ph).
Cnextp IMP C (CDCLy), 8, m. 1.: 13.7; 16.7; 29.9; 45.6;
54.8; 60.5; 110.6; 127.1; 127.4; 127.5; 128.5; 128.7; 131.7;
134.0; 138.5; 145.9; 167.3 (3C). Haiineno, %: C 70.75;
H 5.99; N 6.73. Cy,3Hy4N,0O4. Brruucaeno, %: C 70.39;
H6.16; N 7.14.

Cunre3 okca3o0iio[5,4-blnupuanHoB 7a—e (00IIas METO-
nuka). Cmecy 1 Mmonb 1,4,5,6-TeTparuaponupunH-6-oHa
4a—e u 3 ma POCI; kunsarar B treuenue 1.5 u. Peakiuon-
HYIO CMECh YNapHBaloT J0cyXa, pa3zdasisior 10 M xoox-
Hoit H,O m pacTuparoT 10 OTHOPOAHOTO IMOPOIIKA, KOTO-
pbliit ordunbTpoBeIBatoT U npombiBaroT H,O (3 % 5 wm).
IIpomyKT OYMIIAIOT KOJIOHOYHOW XpomaTtorpadueir Ha
cunmkaresne (amoent CHCl;) m nepekprcTauin30BBIBAIOT
u3 i-PrOH.

ITUI-5-MeTna-2,7-nudeHu10kcaszono(s,4-b|nupuann-
6-kapooxcmaar (7a). Beixon 143 mr (40%), OeciiBeTHbIC
KpucTambl, T. 1. 145-146°C (-PrOH). UK crektp, v, oM
3062, 3056, 3034, 2980, 2941, 2929, 2904, 1720, 1623,
1602, 1595, 1573, 1549, 1495, 1480, 1451, 1419, 1380,
1371, 1361, 1352, 1316, 1270, 1253, 1199, 1184, 1176,
1158, 1079, 1048, 1021, 950, 911, 825, 787, 780, 763, 723,
708, 690, 669, 651. Criexrp SIMP 'H (CDCly), 3, M. z1. (J, T'n):
1.01 3H, 1, J = 7.2, CH,CH;); 2.73 (3H, c, 5-CH;); 4.14
(2H, x, J = 7.2, CH,CHj); 7.45-7.55 (6H, m, H Ph); 7.62—
7.65 (2H, M, H Ph); 8.23-8.26 (2H, M, H Ph). Criekrp SIMP °C
(CDCly), 9, m. n.: 13.6; 23.0; 61.6; 126.4 (2C); 127.9;
128.4; 128.9; 129.1; 129.3; 130.1; 132.1; 133.8; 140.6;
152.1; 159.4; 163.2; 168.5. Haiigeno, %: C 73.95; H 4.87,
N 7.38. C22H18N203. BI:ILII/ICJ'IeHO, %: C 7373, H 506,
N 7.82.

ITU-5-MeTui-7-(4-MeTokcupeHun1)-2-(heHUI0KCa3010-
[5,4-b|nupunuH-6-kapookcuiar (7b). Beixon 89 mr (23%),
OexxeBble KpUCTAIIIBL, T. L. 155-156°C (--PrOH). UK crektp,
v, eM 'z 3068, 3050, 3013, 2985, 2956, 2933, 2903, 2837,
1720, 1622, 1612, 1603, 1546, 1518, 1484, 1464, 1451,
1443, 1381, 1371, 1362, 1353, 1320, 1294, 1274, 1260,
1252, 1203, 1184, 1161, 1082, 1051, 1031, 1021, 914, 835,
782, 714, 708, 692. Cnextp SIMP 'H (CDCls), 8, M. 1.
(/, T'm): 1.10 (3H, T, J = 7.1, CH,CHs;); 2.71 (3H, ¢, 5-CH3);
3.87 (3H, ¢, OCH3); 4.20 (2H, , J = 7.1, CH,CH3); 7.01-
7.05 (2H, m, H-3,5 Ar); 7.47-7.56 (3H, m, H Ph); 7.61-7.64
(2H, M, H-2,6 Ar); 8.23-8.26 (2H, M, H Ph). Criekrp SIMP "*C
(CDCly), o, m. nm.: 13.8; 22.9; 55.3; 61.7; 114.0; 126.0;
126.2; 126.5; 127.9; 128.9; 130.0; 130.9; 132.1; 140.2;
152.0; 159.3; 160.5; 162.9; 168.8. Haiineno, %: C 70.98;
H 523, N 7.25. C23H2()N204. BBI‘II/ICJ'[GHO, %: C 7]12,
H5.19; N 7.21.

ITHA-5-MeTnI-2-peHun-7-(4-xjgop¢eHnI)oKcas3ono-
[5,4-bmupunuH-6-kapookcuiar (7¢). Bexon 185 mr (47%),
cBeTo-0exeBble KpUCcTaIIbl, T. . 148—149°C (i-PrOH).
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UK cnekrp, v, cM 1 3070, 3034, 2986, 2937, 2901, 2871,
1721, 1621, 1603, 1543, 1498, 1484, 1474, 1452, 1423,
1382, 1372, 1362, 1353, 1320, 1276, 1257, 1202, 1183,
1157, 1091, 1081, 1073, 1053, 1021, 1010, 956, 939, 328,
915, 872, 831, 783, 734, 712, 692. Cnextp SIMP 'H
(CDCly), o, m. a. (J, T'm): 1.09 (3H, 1, J = 7.1, CH,CHj);
2.72 (3H, c, 5-CH3); 4.18 (2H, x, J = 7.1, CH,CH3); 7.47—
7.60 (7H, m, H Ph, H Ar); 8.22-8.24 (2H, m, H Ph). Cniextp
SIMP °C (CDCly), §, m. 1. 13.7; 23.0; 61.8; 126.2; 126.3;
127.9; 128.8; 129.0; 130.0; 130.7; 132.2; 132.3; 135.5;
139.1; 152.3; 159.4; 163.4; 168.3. Haiineno, %: C 67.06;
H 4.18; N 7.15. C»,H;;CIN,O;. Breruucneno, %: C 67.26;
H4.36; N 7.13.

ITHA-5-MeTni-2-penun-7-(4-gpropdeHun)okcasono-
[5,4-blnupunun-6-kapéokcuaar (7d). Bwixom 173 wmr
(46%), GexxeBble kpucTaiuibl, T. . 143-144°C (i-PrOH).
UK cnektp, v, cM 1 3074, 2984, 2939, 2903, 1720, 1620,
1608, 1544, 1517, 1483, 1452, 1361, 1317, 1273, 1256,
1239, 1198, 1179, 1163, 1079, 1069, 1053, 1023, 950, 916,
877, 836, 803, 781, 735, 709, 691, 574. Cnextp AMP 'H
(CDCL), 3, M. a. (J, I'm): 1.08 (3H, T, J = 7.1, CH,CHy);
2.72 (3H, ¢, 5-CH3); 4.17 (2H, x, J = 7.2, CH,CH3); 7.17—
7.23 (2H, m, H-3,5 Ar); 7.47-7.56 (3H, m, H Ph); 7.62-7.65
(2H, M, H-2,6 Ar); 8.22-8.24 (2H, m, H Ph). Criextp SIMP *C
(CDCl), 8, M. 1. (J, I'm): 13.7; 23.0; 61.7; 115.6 (1, J = 22.5);
126.3 (2C); 127.9; 128.9; 129.8 (1, J = 8.7); 130.0; 131.4
(m, J=8.7); 132.2; 139.3; 152.2; 159.4; 163.3 (1, J = 249.7);
163.3; 168.4. Haiigeno, %: C 70.56; H 4.39; N 7.38.
C22H]7FN203. BI)I'-II/ICJ'ICHO, %: C 7020, H 455, N 7.44.

ITUa-5-meTui-7-(4-uutTpodennn)-2-hpeHnoKkca3ono-
[S,4-b]mupuann-6-kap6oxennar (7e). Boxox 161 mr (40%),
OecBeTHble KpucTamwisl, T. I 192-193°C (i-PrOH).
UK crektp, v, cM ': 3110, 3074, 3035, 2988, 2969, 2944,
2904, 2856, 1721, 1622, 1595, 1581, 1543, 1516, 1483,
1452, 1351, 1320, 1275, 1256, 1205, 1182, 1157, 1108,
1081, 1053, 1021, 1009, 945, 928, 916, 865, 859, 844, 782,
753, 723, 711, 692. Cnexrp SIMP 'H (CDCls), &, m. n.
(/, Tm): 1.08 3H, T, J = 7.2, CH,CH3); 2.75 (3H, c,
5-CHj); 4.18 (2H, x, J = 7.2, CH,CH3); 7.49-7.53 (2H, m,
H Ph); 7.55-7.59 (1H, M, H Ph); 7.79-7.82 (2H, M, H-2,6 Ar);
8.22-8.24 (2H, m, H Ph); 8.35-8.39 (2H, m, H-3,5 Ar).
Cnexrp AIMP °C (CDCl), 8, m. 1.: 13.8; 23.1; 62.0; 123.6;
125.9; 126.0; 128.0; 129.0; 130.0; 130.5; 132.6; 137.7;
140.4; 148.1; 152.7; 159.5; 164.0; 167.8. Haiineno, %:
C 6530, H 4]6, N 10.53. C22H17N305. BBI‘II/ICJ'[GHO, %:
C 65.50; H4.25; N 10.42.

CuHTte3 ITHI-4-apUia-2-MeTHI-6-0Kkco-5-[(Ppenn-
KapOoHu.I)aMuHo0]-1,6-IuruaponupuAnuH-3-KapooKcH-
aaroB 9a—e (obmas mertonmka). K cycmensuu 1 MMoib
okcazouo[5,4-bJmupununa 7a—e B 7 man EtOH mobasmstor
pactBop 120 mr (3 mmons) NaOH B 0.8 mum H,O. Cmech
KUIISTAT B KOJOE ¢ OGpaTHBIM XOJIOAUJIIBHUKOM B TCUCHUEC
1.5 4, 3aTeM pacTBOpUTENs OTTOHSIOT B Bakyyme 10 1/3
obobema. Ocrarok BeLIuBaioT B 15 M1 H,O U mogkucisior
10% pactBopom HCl no pH ~3. Bemasmmii ocamok
oTnnbTpoBEIBAIOT, mpoMmeBaloT H,O W mepexpucramiu-
30BBIBAIOT.

ITWI-2-MeTHJI-6-0KCc0-4-penna-5-[(pennakapoonunn)-
amuHo]-1,6-muruaponupuaun-3-kapookcunar (9a). Boxon

769

316 mr (84%), OecuBeTHble KpuCTawIbl, T. I >250°C
(i-PrOH). UK cmektp, v, oM 3287, 3121, 3051, 2984,
1721, 1674, 1642, 1615, 1517, 1488, 1398, 1287, 1201,
1157, 1089, 1027, 913, 898, 766, 705, 633. Cnextp IMP 'H
(AMCO-dg), 0, M. 1. (J, T'm): 0.76 3H, T, J= 7.1, CH,CHj;);
2.33 (3H, ¢, 2-CHj3); 3.79 (2H, x, J = 7.1, CH,CH3); 7.18-
7.21 (2H, m, H Ph); 7.23-7.31 (3H, M, H Ph); 7.35-7.39
(2H, M, H Ph); 7.44-7.48 (1H, m, H Ph); 7.64-7.67 (2H, M,
H Ph); 9.08 (1H, ym. ¢, 5-NHCOPh); 11.95 (1H, ym. c,
1-NH). Cnextp SIMP C (IMCO-dy), 8, m. 1.: 12.9; 16.9;
60.2; 111.4; 123.0; 127.1; 127.3 (2C); 127.4; 127.8; 130.9;
134.1; 136.2; 144.4; 148.7; 159.7; 165.9; 166.0. Hatineno, %:
C 70.60; H 5.34; N 7.26. C»H»N,O4. Brruaucneno, %:
C 70.20; H 5.36; N 7.44.
ITna-2-meruin-4-(4-meroxkcugeHnn)-6-oxco-5-[(penn-
KapOoHUWJI)aMHHO]-1,6-TMruAPONUPUANH-3-KapOOKCHIAT
(9b). Beixox 300 mr (74%), GexkeBble KpPHUCTAIUIBI, T. TUIL
>250°C (PhMe). UK cnektp, v, em bt 3249, 3132, 3054,
2981, 2932, 2907, 2837, 2781, 1720, 1671, 1644, 1611,
1580, 1553, 1514, 1486, 1466, 1444, 1396, 1366, 1291,
1249, 1199, 1178, 1157, 1110, 1088, 1028, 906, 872, 834,
781, 711, 692, 661, 634, 583. Criexrp SIMP 'H (JIMCO-dj),
S, M. 1. (J, I'm): 0.77 (3H, 1, J= 7.2, CH,CHj3); 2.30 (3H, c,
2-CH;); 3.68 (3H, ¢, OCHj); 3.82 (2H, x, J = 7.2,
CH,CHj;); 6.87 (2H, 1, J = 8.8, H-3,5 Ar); 7.12 (2H, n,
J = 8.8, H-2,6 Ar); 7.38-7.44 (2H, m, H Ph); 7.46-7.52
(1H, m, H Ph); 7.73 (2H, 1, J = 7.4, H Ph); 9.32 (1H, yu. c,
5-NHCOPh); 12.21 (1H, ym. ¢, 1-NH). Crekrp SIMP "*C
(AMCO-d), o, m. n.: 13.3; 17.2; 55.1; 60.5; 111.7; 113.2;
123.2; 127.4; 128.2; 128.5; 128.7; 131.3; 134.1; 144.4;
148.6; 158.9; 160.1; 166.1; 166.3. Haitneno, %: C 67.78;
H 533, N 6.72. C23H22N205. BI)I‘II/ICJ'ICHO, %: C 6797,
H 5.46; N 6.89.
ITHI-2-MeTHI-6-0Kco-5-[(heHnaIkapooHHT)aMHIHO]-
4-(4-xs10phennin)-1,6-auruaponupuaAnH-3-kapooKkcHiIaT
(9¢). Brixon 366 mr (89%), cBeTno-0exeBble KPUCTAILIBI,
T. . >250°C (i-PrOH). UK crektp, v, cM ': 3288, 3127,
3056, 2981, 2928, 2869, 2788, 1722, 1674, 1642, 1606,
1582, 1571, 1556, 1517, 1487, 1445, 1393, 1366, 1286,
1247, 1200, 1188, 1157, 1087, 1027, 1015, 904, 871, 832,
822, 787, 707, 691, 662, 632. Cuexrp SIMP 'H (IMCO-d),
o, M. 1. (J, I'm): 0.75 (3H, 1, J= 7.1, CH,CHj3); 2.34 (3H, c,
2-CH,); 3.81 (2H, x, J = 7.1, CH,CHj3); 7.18 (2H, n, J = 8.4,
H-2,6 Ar); 7.38-7.43 (4H, m, H Ph, H-3,5 Ar); 7.50 (1H, T,
J=17.3,HPh); 7.70 2H, o, J=7.4, H Ph); 9.37 (1H, ym. c,
5-NHCOPh); 12.34 (1H, ym. ¢, 1-NH). Cnexrp IMP "*C
(AMCO-d), 6, M. a.: 13.2; 17.4; 60.5; 110.7; 123.4; 127.4;
127.8; 128.2; 129.2; 131.4; 132.5; 133.9; 135.3; 145.5;
147.7; 159.9; 165.9; 166.0. Haiineno, %: C 64.13; H 4.75;
N 6.90. C5,H 9CIN,O4. Brrauciieno, %: C 64.32; H 4.66;
N 6.82.
ITHI-2-MeTHA-6-0KCco-5-[(peHnakapooHHT)aMHUHO]-
4-(4-propdennn)-1,6-ruruaponupuanH-3-kapooxcuaar
(9d). Beixog 315 mr (80%), GexkeBble KpHCTANUIBI, T. TUL.
>250°C (i-PrOH). UK crektp, v, cM 'z 3280, 3127, 3057,
2982, 2932, 2870, 2789, 1721, 1674, 1643, 1611, 1595,
1582, 1556, 1512, 1486, 1446, 1410, 1396, 1367, 1288,
1229, 1200, 1155, 1115, 1088, 1027, 1015, 903, 837, 800,
787, 710, 663, 635. Cnextp SIMP 'H (JIMCO-dy), 3, m. .
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(/, I'm): 0.76 (3H, T, J = 7.0, CH,CH,); 2.33 (3H, ¢, 2-CHa);
3.81 (2H, x, J = 7.0, CH,CHz); 7.14-7.22 (4H, m, H Ar);
7.35-7.45 (2H, M, H Ph); 7.46-7.54 (1H, M, H Ph); 7.69
(2H, n, J=17.4, H Ph); 9.36 (1H, ym. ¢, 5-NHCOPh); 12.31
(1H, ym. ¢, 1-NH). Crextp SIMP *C (IMCO-dj), 5, M. 1.
(/, Tm): 13.3; 17.3; 60.5; 111.1; 114.6 (n, J = 21.7); 123 .4;
127.4; 128.2; 129.5 (n, J = 7.8); 131.4; 132.8 (n, J = 3.5);
134.0; 145.2; 148.0; 160.0; 161.7 (m, J = 244.5); 166.0
(2C). Haiineno, %: C 67.10; H 4.76; N 7.04. C,oH 9FN,O,.
Brruucaeno, %: C 67.00; H 4.86; N 7.10.

Itua-2-meruii-4-(4-uutpodennn)-6-oxco-5-[(dpenn-
Kkap0OHUI)aMHHO]-1,6-TuruaponupuANH-3-KapOoKkcHIaT
(9e). Beixog 396 mr (94%), 6ecuiBeTHbIE KPUCTAILIBL, T. TUL.
229-230°C (i-PrOH). MK cmektp, v, cM : 3280, 3119,
2982, 2940, 2893, 2842, 2763, 2661, 1721, 1665, 1634,
1595, 1515, 1476, 1446, 1385, 1346, 1292, 1285, 1263,
1214, 1171, 1114, 1089, 1032, 965, 841, 782, 735, 689.
Crextp SIMP 'H (IMCO-d), 8, M. a. (J, Tw): 0.68 (3H,
1, J = 7.1, CH,CHjs); 2.27 (3H, ¢, 2-CH3); 3.75 (2H, k,
J=1.1, CH,CHj); 7.20-7.29 (4H, m, H Ph, H-2,6 Ar); 7.33
(2H, T, J = 7.4, H Ph); 7.38-7.45 (1H, m, H Ph); 8.20
(2H, n, J = 8.6, H-3,5 Ar); 9.44 (1H, ym. ¢, 5-NHCOPh);
12.00 (1H, ym. ¢, 1-NH). Cnextp SIMP "*C (IMCO-dy),
o, m. m.: 13.2; 13.8; 60.3; 109.7; 122.9; 126.9; 128.2;
129.5; 130.4; 132.2; 133.5; 134.0; 141.1; 144.8; 146.4;
157.0; 160.2; 165.8. Haiineno, %: C 62.51; H 4.58;
N 10.05. C22H19N3O6. BLI‘II/ICJ'IeHO, %: C 6270, H 454,
N 9.97.

PeHTreHOCTpPYKTYpPHOE MHCCJIeI0OBAHME COeTUHEHHUs
4a. Kpucramiel, npurogusie 1y PCA, mony4eHbl MeJieH-
HBIM HCIApeHHEM INpH KOMHATHOH TeMIiepaType pacTBOpa
coequHeHus 4a B Oenzone. Habop skcrepHMeHTaIbHBIX
oTpaxkeHHid mosydeH Ha auppakromerpe Xcalibur Ruby
(Agilent technologies, Benukoopuranus) ¢ CCD-nerekro-
poMm 1o craHaaptHoil Metonuke (MoKo-usmydenue, 295(2)K,
®-CKaHupoBaHue ¢ maroM 1°). IlormomeHue ydTeHO
SMIIMPHYECKH C Hcnonas3oBaHueM anroputMa SCALE3
ABSPACK.”® Crpykrypa pacim¢ppoBaHa ¢ HOMOIIBIO
nporpammel SHELXS™ n yTounena ¢ wcrnons3oBaHmeM
nporpammbl SHELXLY ¢ rpaduueckuM wnuTepdeiicom
OLEX2.*' TIpu yrounenun momnoxenus atoMoB H ncros-
30BaHa Monenp "Hae3nHHUK'. ITonoxeHust aromoB H rpymm
NH yTouHEeHBI HE3aBHCHMO B M30TPOIHOM NPHOIMKEHUH.
Kpucranner coemunenus 4a (CpHx;N,O4 M 378.41)
MOHOKJIMHHOM CHHTOHHHM, MPOCTPAHCTBEHHAs Tpymma P2,/c;
a 10.433(3), b 9.748(2), ¢ 20.107(6) A; B 99.60(3)°;
v 2016.1(10) A’; Z 4; dye 1.247 v/em®; p 0.086 M.
OxoHuaTenpHBIE MapameTpsl yrouHeHus: R; 0.0660 (mis
2716 otpaxenwuii ¢ I > 2o([)), wR, 0.2089 (muts Bcex 4801
HE3aBUCUMOTO OTpakeHHs, Rjy 0.0417), S 1.021. Pe3ymns-
tatel PCA nenonupoBansl B KeMOpumKkckoMm 6aHKe CTPyK-
TypHBIX HaHHBIX (HenmoHeHT CCDC 2096420).

@Daill cONpOBOAUTENBHBIX MAaTEPUAIOB, COACPKALLUN
crektpsl  SIMP '"H u "C Bcex HOBBIX CcoOeMHEHHIA,
JIOCTYTICH Ha caiiTe kypHana http://hgs.osi.lv.

Hccredosanue gulnonmneno npu QuHancosoll noooepaicke
PODU 6 pamxax nayunoeo npoexma Ne 19-33-90229.
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