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Ph 1 §/<
,R AcONa
ﬁ%:o [AcOH \ \\g R = H, Me, CHyPh, CH,CH,CO,E,
Me” N7 O Ri=H] 30-48% 1o CH,OH, CH,CgH4(4-OH)
R 90°C
OEt 4-6h H v R=H Ph Ot
H,N Et;N N\H/N\HJ\OEt DMF (cat.) N _<
o DMF L0 R POCl3, A S—NH O
53-79% Me 82%  Me o
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or AN
EtsN, DMF \‘( | \\g
90°C, 4-6 h Me” N7 SO
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Peakuueli a¢upoB ammHOkuCcHOT ¢ 7-henun|1,3]okcazono[5,4-bnupruann-2(1H)-oHoM mONTydeHBI NPOU3BOJIHBIE 3-(2-0KCcO-4-heHun-
1,2-AUruapONMPHANH-3-HIT) IMUIa30I U TH-2 ,4-THOHOB | ATHI-2-[3-(2-0kco-4-heHun-1,2-muruaponupurH-3-1i)ypensio |aleTaTos, a Takke
HECKOJIBKO HX CTPYKTYPHBIX aHANoroB. VicciemoBansl (oTOU3MIECKHE CBONCTBA CHHTE3UPOBAHHBIX COCANHEHHIA.

KoroueBble ciioBa: aMHHOKHCIIOTHI, 3-aMuHO-4-penmnmupuaus-2(1H)-oHsl, HMUIa30muauH-2,4-1uousl, 7-gpenui| 1,3 ]okcaszomno[5,4-b]-

TIMPUONHBI, TFOMUHO (I)OpLI, HNCIITHOIOMHUMETHKHA.

@dyopeclieHTHasT MHKPOCKOMNUS SIBJISIETCS MOIIHBIM
METOJIOM  HCCIEIOBaHHsl OHOJIOTMYECKUX  IMPOIECCOB.
OTKpBITHE 3€7eHOTO (HITYyOPECIEHTHOTO OeNKa 1 ero aHaJIo-
T'OB BHECIO CyH_IeCTBeHHBIﬁ BKJIaJlT B Pa3BUTHUE JAaHHOTO
merona.! OnHAKO NpUMeHeHHe GelKa C MOIEKYIAPHOM
maccoir 25 kx/la u Oojibllie B KA4eCTBE METKH MOJXKET
OKa3aTh 3HAYMTENILHOE BIIMSHHE Ha IMPOTEKaHHE OHOJIO-
THYECKUX TporeccoB. OTHUM U3 CIIOCOOOB pemeHus 3ToH
npoOJieMbl  SIBJISIETCS HMCIOJIB30BAHUE MAaJbIX MOJIEKYII,
TPOABIAOIUX JTFIOMUHCCHCHTHBIC CBOﬁCTBa, TaKUX KakK
KyMapMHBI, pojaMuHel, diayopectenss, BODIPY u mp.”
Ocoboro BHHMaHHSA 3aCITy>KHBAIOT COCIWHEHHS, CTPYK-
TypHO ONUW3KHE K MEeNTHUAaM, YTO TO3BOJSET H30€KaTh
MOCHENCTBUII WX B3aUMOIEHWCTBHA C OMOJIOTHUECKOM

© 2021 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

mumenblo.” Cpe HATYPaibHBIX AMHHOKHCIIOT JIFOMH-
HECIIEHTHBIMH ~ CBOIiCTBaMH  00mafaloT  (eHUIaTaHuH,
THpo3uH U Tpuntopad. OHU TOTIOMIAIOT M H3ITY4YaroT
CBETOBBIE BOJHEI B YIBTPa(HOIECTOBOM AHANa30He, HMEIOT
HU3KME 3HAYEHUS KBAaHTOBOT'O BBIXOJA JIIOMUHECUEHINH U
capura CToKca, 9YTO HaKJIaAbIBAET CYIIECTBEHHBIE OIPaHH-
YeHHS Ha WX NPUMEHEHHE B Ka4eCTBE JIIOMHHECIIEHTHBIX
MeTok.! Pa3paGoTaHO MOJydeHHEe HEHATYPATbHBIX AMHHO-
KHCJIOT, OTIMYAIOMINXCS BBICOKOW (POTOCTAaOMIBHOCTBIO U
mMpokuM HabopoMm dortodusnueckux cpoiicts.’ K coxa-
JICHNIO, OOJIBIIIMHCTBO U3 HUX TPYAHOAOCTYITHEI U TOPOTH.
Jlns 3THX 1eneit TakkKe MOTYT OBITh HCIOJIb30BaHBI CBSI-
3aHHBIE C AMHHOKHCIIOTAaMH TeTepPOLMKIIBI, 00JaJatomiie
JIFOMHHECIIEHTHBIMHU CBOMCTBaMu. VI3BECTHO, YTO 3-aMUHO-
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4-apuwnmupuauH-2(1 H)-oabl  SBISAIOTCS 3G (HEKTHBHBIMU
JTOMUHO(GOpaMH, UCITYyCKAIOIIMMHU CBET B CHHEH 00IacTu
BUJIUMOTO CIIEKTPa ¢ KBAHTOBBIM BBIXOAOM 10 0.76.° Panee
OHH HCIOJIB30BAJINCh B KAYECTBE JTIOMUHECIICHTHBIX Kpach-
Tenmeit I MMMyHO(EpMEHTHOro aHammsa,” B cuHTe3e
TENTHIOMAMETHKOB' M GOllee CIOKHBIX GHONOTHYECKH
AKTHBHBIX TETEPOIMKINYECKAX CHCTEM."

KoHnbroratsl 3TuX COE€AMHEHUN C NMPUPOAHBIMH AMUHO-
KHCJIOTAaMH TIPEJICTABIAIOT MHTEPEC KaK ITOTEHIHAIbHBIC
OMONOTHYECKH aKTHBHBIC BEIUIECTBA, (IIyOPECLECHTHBIC
30HA6l W MeTKH. COequHEHWsA, B CTPYKTYpPax KOTOPBIX
cofeprkarcsi pparMeHThl IPUPOIHBIX aMHHOKHCIIOT, 9acTO
OTIIMYAIOTCST BBICOKOM OMOJOCTYIMHOCTBIO, HW30HMpaTeib-
HOCTBIO IEHCTBHA U HU3KOH TOKCUYHOCTBIO.

Hacrosmas paboTa moCBfII€Ha CHHTE3y KOHBIOTATOB
3-amuHO-4-penmmmpuana-2(1 H)-oHa ¢ aMHHOKHCIOTaMHU
U TIEPBUYHOMY HCCIECAOBAHMIO HX (OTOPUIUUECKUX
cBoiicTB. V3BeCTHBIE METOMBI MOTYYCHHS 3-aMHUHO-4-(peHn-
nnpuuH-2(1H)-0HOB OCHOBaHBI Ha BHYTPUMOJICKYIISIPHOM
nuKIu3anud - N-(3-0KCOAIKWIT)aMUI0B 10 KaMHcy9 u
neperpyniuposke ['o)MaHa COOTBETCTBYIOIIHX 2-OKCO-
1,2-Z[I/IFI/IILp0HI/IpI/IZ[I/IH-3-Kap6OKcaMI/IZ[OB.6a’IO B mocnennem
Cllydqae peakiysl MPHBOJHUT K 00pa3oBaHUIO Okcas3oio[5.4-b]-
mupuanH-2(1H)-0HOB, KOTOpBIE TpH ACHCTBHH HYKIEO-
¢UIOB CIIOCOOHBI K PACKPBITHIO OKCA30JIbHOTO LHUKJIA C
00pazoBaHNEM NPOM3BOAHBIX 3-aMHHO-4-(ECHUIIHPHIINH-
2(1H)-oma, 01011

BiaumonetictBuem 6-metni-2-okco-4-erm-1,2-mruapo-
mupuanH-3-kapbokcamuaa (1) ¢ NaOCl, xoTopsiii Ml
TEHEPUPOBAIN M3 KOMMEPYECKH JIOCTYIHOTO IMXJIOPH30-
muanypara Hatpus (NaDCC) u pactBopa NaOH, mpu
KOMHATHOW TeMIlepaType OBLI MOyYeH S5-MeTHII-7-(eHmI-
[1,3]okcasomno[5,4-b]mupumun-2(1 H)-on (2) (cxema 1).%1°

Cxema 1

Ph O .0
_NaDCC C

X7~ NH,
| 2 M NaOH
Me” N7 Y0 rn,2-3 h

Cxema 2

NN 6at A
|\ \H/\HJ\OE;ZL \'l'\n/o
Et;N, DMF |
90°C, 4 h Me” NS0 H

Et;N, DMF
90°C, 46 h
7a—f 53-79%

=
@,
Iz

aR=H, bR= Me,cR = CH2Ph, dR= CH2C6H4(4-OH), eR= CHchchZEt, fR= CHon

HO\HJ\ OEt R
OEt o]

Ta6auna 1. YcioBust CHHTE3a U BBIXOABI COSINHEHUI 4a, 5

SNy
HoN
2 OH x N N
2 —0M > | \n/ _—
Solvent O H,O
3
(@]
Ph Ph
M. NH A NH:2
E— | X \« + |
O
Me” N Yo Me™ ‘N° 7O
H4a 5
PacTBO- Temneparypa,  Bpewms, Bbixox coepunenus, %
puTenb °C *yq 4a 5
DMF 110 12 24 65
AcOH 118 12 30 43
Et;N, H,O 100 8 18 70

* Kontponbs meronom TCX, mosHast KOHBEPCHS HCXOJHOTO IPOAYKTA 2.

[Ipu HarpeBaHuu coeauHEHUs 2 ¢ TMUHOM B JIM®A,
AcOH wnmu 0.5 M BonHOM pactBope Et;N Obuin mosydeHs
UMHUA30JIUANH-2,4-110H 4a U 3-amuHonupuanH-2(1H)-oH
5 ¢ cymmapubivu Beixoaamu 89, 73 u 88%. Ilo-BuauMomy,
MU JUIUTEIHOM HarpeBaHUU PEaKIIMOHHOW CMECH OcCylle-
CTBJIIETCSI BHYTPHUMOJICKYJIIpHAsA IMKJIN3ALUSI MPOMEXKY-
TOYHOTO MPOAYKTa 3 U THIPOIU3 UCXOJHOTO COSTUHEHUS 2
(tabm. 1). CrouT OTMETHUTh, YTO METOIBI MMOJYYCHUS
MIPOU3BOJHBIX KapOaMOWIIIMIMHA, KaK IpPaBUIIO, HE Tpe-
OyloT HarpeBa, Tak Kak HCIOJB3YIOT 0ojee peaKkInOHHO-
crocoOHBIe (HO M 6osiee TOKCHYHBIC) PEareHThl, TAKHe Kak
M301MaHAThl WK Tpudocres. '

3aMeHa TJIMIMHA Ha €ro JTWIOBBIA 3¢Hp MpHUBeIa K
COKpAILICHHIO BPEMEHH Peakiiy. B 3ToM ciyuae coerHeHus
4a u 5 00pa3oBBIBAIUCH JIUIIb B CIEIOBBIX KOJIWYECTBAX.
OCHOBHBIMHU TIPOJIYKTaMH B3aUMOJICHCTBHS COCUHEHHS 2
U 3TWIOBBIX 3(GUPOB aMUHOKUCIOT 6a—f ObuTH COOTBET-
CTBYIOIIME NPOU3BOAHBIE MOYEBHHHEI 7a—f, MOJydeHHBIE C
BbIXogamMu 53—79%. Peakuiio IpoBOAMIIN IPH HATPEeBaHUU
OKCa30JIONMPUIMHOHA 2 C COJISTHOKUCIIBIMU COJIIMH 3(hHPOB
amuHOKucioT 6a—f B mpucyrctBuu Et;N B cpene [IM®PA B
TeueHue 4—6 4 (cxema 2).

Ddups! ramkoseBoit (coequnenue 8a) u R,S-monouHoi
kucnotr (coenuHeHwe 8b) B aHATOTWYHBIX  YCIOBHAX
MpeBpalINCh B OKCA30JuANH-2,4-11MoHB 9a,b ¢ BBIXO-
namu 58—61% (cxema 2). HeoOxomuMo OTMETHTH, 9TO B
orcyrctBue Et;N peakuus He mporekana Jaxe IIpu
JUTMTEIFHOM HarpeBaHUM.

Harpesanue S5-metun-7-hennn| 1,3]okcazomno[5,4-bmipuana-
2(1H)-oHna (2) c¢ »¢pupamu amuuokucior 6a—d B AcOH B

Ph o))\( . |\ N\«

(0] Me N~ O

9aR =H (61%)
b R = Me (58%)
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Cxema 3 R
. Oy( 6a—d
NH AcONa AcONa

N N -

| Y %0 A(\:CO4H6 \ AcOH

°C, 4~ 90°C,4-6 h
Me™ "N* "0 30-48%

4a—d

aR=H,bR=Me, ¢R=CHyPh, d R = CHyCgH,(4-OH)

Cxema 4
B
ref 8a >:
K,CO3 Me
DMF
Ph
Br\/\Br //\Br
B ————
ref. 10 >=O
Me

12

npucyrctBud AcONa npHBeno K MMUAA30IMINH-2,4-1H0HAM
4a—d c ymepenHelMH BbeIXOgamMH 30-48% Mo mnpuuuHe
OCMOJICHUSI PEaKIIMOHHOM cMecH (cxema 3).

[ponykt B3auMoneHcTBIS S(PHpa TITyTAMIHOBON KHUCIOTHI
6e ¢ OKCa30JOMMPUANHOM 2 TIOTYIUTh B JaHHBIX YCIIOBHSIX
HE yIalochk, a B ciydae 3¢upa cepunHa 6f Obu1 BBIIEICH
5-meTuireHUMuIa30anauH-2,4-mu0H 10 ¢ BeIxogoM 31%,
oOpasyrommiicss B pesynbraTe snuMuHHpoBanus H,O u3
MIPOMEKYTOUHOT O coequHeHUs 4f.

B pamkax Hamiero ucciieoBaHHS OBUIO M3Y9YCHO TaKKE
B3auMoOAeHCcTBHE N-3aMEIICHHBIX OKca3ouo|S,4-b|mupuauH-
2(1H)-omoB 11, 12, TONy4YEeHHBIX HAMH paHee,ga“IO c
STHJIOBEIM 3(HPOM TIIHIIHA 6a. Y CTaHOBICHO, YTO B XOC
peakimu  00pa3yrTCI HWMHIA30IHIWUH-2,5-muoH 13 u
HMHIa30JIMAUH-2-0H 14 ¢ BeixomamMu 59 u 55% cooTBeTt-
CTBEHHO (cxema 4).

W3BecTHO, 9TO TPOM3BOAHEBIE OKca3oio[S,4-b]mmpuin-
HOB WCHOJIB3YFOTCSI B TTOTyYEHHUH JIOMUHECIICHTHBIX KpacHTe-
7eit.*™"® HMexons w3 sToro MoxHO MPEIIONI0XKATh, YTO
2-aMIHOOKCA30JIONIAPH/IFHEL  TAIOKE MOTYT SIBIIITHCS JIFOMUHO-
¢dopamu. 2-AmuHOOKcazomomupuauH 15 ynmamocek momy-
9UTH ¢ BBIXOZOM 82% B XOJ€ HarpeBaHUS MPOU3BOIHOTO
7a B POCIl; B TeueHme 1 4 B MPHCYTCTBUU KaTallUTH-
yeckoro konuuectsa JIM®DA (cxema 5).

Cxema 5
DMF Ph
OEt
N t. <
| \)J\OE Ca ) AN N\
POCI3 | D>—NH 0
Me ” O A, 1h Me N (0]

CtpoeHue U coCTaB BCEX MOJIYUEHHBIX COETMHEHUH Mo -
TBEPXKICHbI JaHHBIMH 3JIeMeHTHoro ananusa, K cnekrpo-
ckonuu u cniekrpockoruu IMP 'H u C. Crour ormernrts,
YTO MPOTOHBI METHJICHOBBIX ()ParMEHTOB HMHUIA30THIUHO-
BOro IMKJIa coenuHeHnid 4a, 13 W OKCa30JMIMHOBOTO
LUKIA COEAMHEHHUS 9a JMacTepeoTPOINHBl U, Kak clei-

Ph
31%  Me” N o
H

OH CH,

- = X N

-Hy0 |

O 0
Ph ,//<N\>\~0Et
6a, Et;N
a, _ OB RN N N\«
DMF | 0
90°C,4-6h Me” °N
59% 13
o)
OEt
6a, Et;N ) N)\
B
DMF | Y
90°C,4-6h e N™ 04,
55% H

CTBHE, MATHUTHO HE3KBUBaJICHTHBI. CUTHANBI 3THX MPOTO-
HOB PE30HHPYIOT B obOnactu 3.60—4.85 M. /1. B BuJIE Ty0JICTOB €
KCCB %J =~ 16.0-18.2 T'i. AHanorn4nas KapTHHA HAGIO-
naercss u ansa nporoHoB CH,—CH, B cmektpe SAMP 'H
coequHeHus 14.

ITockonbKy NOJy4eHHBIE COEAMHEHHs IPEICTABISAIOT
MHTEpPEC KaK MOTEHIHANbHbBIE JIIOMUHO(OPBI, IS X CITUP-
TOBBIX PAacCTBOPOB OBLIN 3apEeTUCTPHPOBAHBI AJICKTPOHHBIE
cnekTpel abcopboumu W doromomuHecueHuun. Poto-
¢usnueckue cBoiicTBa npousBoaHbX 4a—d, 7a—f, 9a.b 10,
13, 14 ornuuaroTcs HE3HAUUTENbHO. B crekTpax morio-
IIEHUS] MOXXHO BBIJICIUTh MaKCHMYMBI, COOTBETCTBYIOIINE
T-T*-1epexoly apOMATHUYCCKOW COMPSIKCHHOW CHUCTEMBI
4-bennnnupunnd-2(1 H)-ona B obnactax 229-235 u 255—
260 HM, a Takke n—m¥-niepexoay B obnactu 318-322 Hm.
CrieKTpbl UCITYCKaHHS COAEPXKAT OJIHY IIHPOKYIO TOJIOCY C
MakcumymoM B obmactu 410-422 uwm, casur Crokca
nocturaeT 104 am (coenunenue 13), a KBAaHTOBBIN BBIXO]
momuHecrieHnuu — 0.34 (coequnenue 14). OtmeTrumM, 9T0
AJIEKTPOHHBIE CIIEKTPhI 2-aMHUHO-7-(pEeHHIOKCA30JI0IHPH-
nuHa 15 uMeroT HekoTopble oTauums. Ero cmekTp morio-
IIEHUS COJepXaT aHAJIOTWYHBIM HaOOp MOJOC, OTIHYA0-
muxcss OOMbIIMM 3HAaYeHHeM Koddduimenta MoIsIpHON
SKCTHHKIIMHM, TII0JIOCA WCITYCKaHHS JISKUT B OMmKHEH
YO obnactu ¢ makcumymoM mpu 382 HM, caBur Crokca
cocraBisgeT 62 HM, a KBaHTOBBIA BBIXOJ JIIOMHUHECICHIINN
nocturaet 0.52 (puc. 1, Tadum. 2).

TakuMm 06pa3om, IosTydeHa cepusi KOHBIOTaTOB 3-aMHHO-
4-pennnmupunua-2(1 H)-oHa ¢ aMHHOKHCIOTaMH, KOTOPEIE
TPEICTABIIIIOT MHTEPEC B Ka4YEeCTBE MOTEHIMAIBHBIX OHOJIO-
THYECKH aKTUBHBIX COCIUHEHUI M TIOMHUHECIEHTHBIX Kpa-
cuteneld. M3ydeHa peakIMOHHAs CIMOCOOHOCTh S-METHII-
7-¢ennn[1,3]okcazono[5,4-blmupunnn-2(1H)-ora u ero
MIPOM3BOJHBIX IPH B3aMMOJEHCTBHM C aMHHOKHCIOTaMH.
Cpenn CHHTE3MPOBAHHBIX COEAMHEHWH BBISBICHHI 3(dek-
THUBHBIE JTIOMHUHO(DOPEI, UCIycKatomue B OmmwkHedl YO u
BUAMMOM 00IaCTH 3IEKTPOMArHUTHOTO CIIEKTPa C KBAHTO-
BBIM BBIXOZ0M JIFoMuHectieHmu 10 0.546.
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Pucynok 1. Hopmann3zoBaHHBIE CHEKTPHI TIOTIIONIEHHS (ClIeBa) U MCITyCKaHMs (CIIpaBa) coeuHeHui 4a, 7a, 9a, 13-15.

Ta6auua 2. JlaHHbIE 2JIEKTPOHHOH CIIEKTPOCKONUM coenuHenuii 4a—d, 5, 7a—f, 9a,b, 10, 13-15

IMornomenne* doromoMuHECHEHIAT*
Coenu-
HEHME "N absy HM g, 10>/Monb-cM Aexs HM "N ems HM Cair Crokea KBanToBbI BbIXOA, O™ *
HM ’B
4a 318 6.5+0.1 315,320 412 94 0.89 0.12+0.00
4b 322 6.7+0.1 315,320 411 89 0.83 0.10+0.00
4c 320 7.1+0.2 315,320 422 102 0.94 0.13+0.01
4d 319 94+0.2 320, 325 411 90 0.85 0.09 + 0,00
57 334 8.9+0.2 335,350 435 101 0.86 0.76 £ 0.03
T7a 322 73+0.2 320, 325 421 99 0.91 0.16 = 0.00
7b 323 73+0.2 320, 325 424 101 0.92 0.18+0.00
Tc 321 83+0.2 320, 325 419 98 0.90 0.14 +0.00
7d 323 83+0.2 320, 325 419 97 0.88 0.13+0.00
Te 322 8.1+0.2 320, 325 423 101 0.92 0.19+0.01
7t 321 6.3+0.2 320, 325 420 99 0.91 0.16 = 0,00
9a 320 8.2+0.2 315,320 406 86 0.82 0.06 = 0.00
9b 321 8.1+0.2 315,320 407 86 0.82 0.05+0.00
10 319 10.1£0.2 315,320 - - - 0.00 = 0.00
13 318 6.2+0.1 315,320 422 104 0.96 0.14 +0.01
14 320 59=+0.1 315,320 423 103 0.94 0.34+0.01
15 320 12.1£04 315,320 382 62 0.63 0.52+0.01

* JIeKTPOHHbIE CIIEKTPHI coeuHenHit 3amcanst B EtOH (107—107° mons/m).

** KBAaHTOBBIH BBIXOJ PACCUMTAH OTHOCHTENBHO XHHMHA cynbdata B 0.5 M H,SO, (Pg 0.546)."

3KC]’[epHMeHTaJ1]>Ha$[ 4yacThb

UK crhexTpsl 3aperucTpupoBaHbl Ha (Qypbe-CHEeKTpO-
merpe ®T-801 B Tabnerkax KBr. Cnexrpst AMP 'H u °C
3anmucanbl Ha npubope Bruker DRX-400 (400 u 100 MI'g
cootBeTcTBeHHO) B JIMCO-ds (coemuenus 4a—d, 7a—f, 10) u
CDCI; (coenmuenust 9a,b, 13—15), BHyTpeHHHU# cTaHIapT
TMC wunu ocratounsie curHanbl pactBopureneii (CDCls:
7.25 M. 1. uis simep 'H, 77.0 M. 1. min saep Be, JAMCO-dy:
2.49 M. 1. s simep 'H, 39.5 m. 1. s simep °C). Criekrpst
SIMP *C sammcans ¢ OIHOBPEMEHHBIM ITIOJIABJIEHUEM CIIHH-
CIMIMHOBOT'O B3aMMOJICUCTBHUSI C MPOTOHAMHU B pPEXKUME J-

MOAYJSIHMA. DJEeMEHTHBIH aHamu3 BbomosiHeH Ha CHN-
ananmm3atope Carlo Erba 1106. Temmneparyps! miaBieHHs
onpenenensl Ha mnpubope Reach devices RD-MP.
Kontponp 3a Xx0A0M peakiuil U YUCTOTOM MOJMYYEHHBIX
coenuHeHU ocymiecTBieH MetogoM TCX Ha mIacTHHAX
Sorbfil UV-254, nposisnenne B YO cBere. [t KOJIOHOYHOH
Xpomatorpagui B Ka4ecTBe COPOCHTA MCIIONB30BAH CHJIMKA-
rens. YO crekrpsl 3armcanst B EtOH (107—107 Moms/i)
Ha cnektpomerpe Lambda 750 (PerkinElmer), cmexTpsr
GIIyopecleHIIMY 3apeTUCTPUPOBAHBI HA CIEKTPOQIyOpH-
metpe Cary Eclipse (Agilent). JiiHa BOTHBI BO30YXKACHHUS,
MIpY KOTOPOH HAOIIOAAaeTCss MaKCUMaIbHBIA OTKIMK (iryo-
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PECLICHIINK, ONpENeICHa HUCXOIsi U3 CHCKTPOB BO30YK-
nenus (uiyopecueHImu. Tlocieayromme CHeKTpsl UCIyC-
KaHUs (PIyOPECUCHIIUU 3aperHCTPUPOBAHBI TPU UTHMHAX
BOJIH BO30YXKICHHS, OIPEACICHHBIX TaKHM OOpa3oM.
KBaHTOBbIE  BBIXOABI  JIIOMHUHECIEHLIMA  YCTaHOBJIEHBI
OTHOCHTEIILHO CTaHAapTa — XuWHHWHA cyibdara B 0.5 M
H,S0,, @4 0.546, ucnonb3yst MeToa cpaBHeHm{.14

Cunre3s coenunenuit 2, 5, 11, 12 ocyiiecTBieH U ONKUCaH
Hamu panee. 51

Cunre3 umuaazoauanu-2,4-mmonos 4a—d, 10 (obmas
Metonuka). K cycmensun 226 mr (1 Mmonb) S5-MeTui-
7-dennn[1,3]okcazono[5,4-blnupuaun-2(1H)-ona (2) u
1.2 MMOJB COJSHOKHCIION COJNH 3THJIOBOTO 3(upa aMHHO-
kucnotsl 6a—f B 3 mu cyxoh AcOH noGasnsror 98 wmr
(1.2 mmomp) AcONa u narpeBator npu 90°C B TedeHue
4-6 4. PactBOopuUTeNb YAAIAIOT TMpPU TMOHUKEHHOM
JIABJICHHUH, TTOTYYEeHHBIN ocTaToK pactupatot B 10 mu H,O,
OT(UIBTPOBHIBAIOT W OYHMIINAIOT KOJOHOYHOW XpOMATo-
rpadueii (3moent EtOAc—EtOH, 9:1).

3-(6-MeTnia-2-okco-4-pennn-1,2-1uruAponupuaAnH-
3-win)umuaazoauanH-2,4-nuon (4a). Beixon 112 mr (47%),
Oenblii nopomok, T. wi. 223-225°C (EtOAc). UK cnekp,
v, eM ' 1633 (C=0), 1731 (C=0), 1774 (C=0), 3044 (C-H),
3376 (N-H), 3464 (N-H). YO crektp, Amax, M (Ig €): 229
(4.15), 260 (3.79), 318 (3.81). Cnextp SIMP 'H, &, m. 1.
(J, Tm): 2.25 (3H, ¢, CH;); 3.85 (1H, n, J = 18.2,
NCH,C=0); 4.00 (1H, g, J = 18.2, NCH,C=0); 6.05 (1H,
n, J = 0.8, H-5); 7.27-7.30 (2H, M, H-2,6 Ph); 7.38-7.42
(3H, m, H-3-5 Ph); 8.08 (1H, ym. ¢, NHC(O)N); 11.22
(1H, yur. ¢, N(1)-H). Cnextp SIMP °C, 5, m. 1.: 18.5; 45.9;
105.6; 116.1; 127.0 (2C); 128.5 (2C); 128.9; 136.3; 146.4;
153.0; 153.6; 159.7; 171.7. Haiineno, %: C 63.72; H 4.69;
N 14.71. CsH3N;303. Beruucneno, %: C 63.60; H 4.63;
N 14.83.

5-Metna-3-(6-meTna-2-okco-4-penunii-1,2-guruapo-
NUPUAUH-3-WI)UMUIA30auauH-2,4-1uoH  (4b). Brixon
158 mr (48%), 6enprii mopomok, T. 1. 201-203°C (EtOAc).
UK crektp, v, cM ' 1628 (C=0), 1727 (C=0), 1789 (C=0),
2929 (C-H), 3187 (N-H), 3383 (N-H). YO cnextp, Amax, HM
(Ig €): 229 (4.28), 322 (3.82). Cnextp SIMP 'H, §, m. 1.
(/, T'm): 0.98 (3H, 1, J = 6.7, CHCHs;); 2.25 (3H, ¢, CHj3);
4.12 (1H, x, J = 6.7, CH(CH»)); 6.12 (1H, c, H-5); 7.19—
7.28 (2H, m, H-2,6 Ph); 7.36-7.45 (3H, m, H-3-5 Ph); 8.21
(1H, ¢, NHC(O)N); 12.16 (1H, ¢, N(1)-H). Criextp SIMP C,
o, M. 1.: 17.6; 18.5; 52.2; 105.5; 115.9; 127.0 (2C); 128.4
(20); 128.9; 136.2; 146.6; 153.0; 155.5; 159.9; 174.5.
Haﬁ}ICHO, %: C 6475, H 500, N 14.06. C16H15N303.
Brruucaeno, %: C 64.64; H 5.09; N 14.13.

5-Ben3ua-3-(6-meTui-2-okco-4-gpenni-1,2-quruapo-
NUPUAUH-3-WI)UMUIA30auAuH-2,4-1uoH  (4¢). Brixon
149 mr (40%), Genbrii opomok, T. 1. 180—182°C (EtOAc).
UK crektp, v, cM ': 1611 (C=0), 1730 (C=0), 1785 (C=0),
2955 (C-H), 3248 (N-H), 3315 (N-H). YO cnektp, Amax, HM
(Ig €): 233 (4.26), 320 (3.87). Cuextp SIMP 'H, &, m. 1.
(/, Tm): 2.25 3H, ¢, CH3); 243 (1H, n. n, J=13.9, J=8.1,
CHCH,Ph"); 2.79 (1H, 1. o, J = 13.9, J = 5.1, CHCH,Ph');
2.79 (1H, o.n, J = 8.1, J = 5.1, CH(CH,Ph"); 6.11 (1H, c,
H-5); 7.04-7.09 (2H, M, H-2,6 Ph'); 7.18-7.25 (5H, wm,
H-3-5 Ph', H-2,6 Ph); 7.36-7.42 (3H, M, H-3-5 Ph); 8.26

(1H, ¢, NHC(O)N); 12.15 (1H, ym. ¢, N(1)-H). Cnexrp
SIMP °C, §, M. 1. 18.5; 57.6; 105.5; 116.0; 126.6; 127.0
(20); 128.2 (2C); 128.4 (2C); 128.8; 129.2 (2C); 135.9;
136.1; 146.4; 152.9; 155.7; 159.7; 173.2. Haiineno, %:
C 70.83; H 5.20; N 11.19. C5,H9N50;. Brruncieno, %:
C70.76; H5.13; N 11.25.

5-(4-T'uapoxcudensumn)-3-(6-MeTnI-2-0Kc0-4-PeHuI-
1,2-quruaponupuanH-3-ua)MMUAa30a1uANH-2,4-1u0H (4d).
Beixox 117 mr (30%), Oenblii mopomok, T. mi. >250°C
(EtOAc). UK cnektp, v, cM : 1640 (C=0), 1720 (C=0),
1784 (C=0), 2913 (C-H), 3280 (N-H), 3422 (O-H).
YO criektp, Amax, HM (1g €): 231 (4.37), 319 (3.97). Coektp
SAMP 'H, &, m. . (J, T'm): 2.25 (3H, ¢, CH3); 2.32 (1H, 1. 1,
J=14.0,J= 8.0, CHCHAr); 2.70 (1H, . n, J = 14.0, J = 4.6,
CHCH,Ar); 430 (1H, n. n, J = 8.0, J = 4.6, CHCH,Ar);
6.11 (1H, ¢, H-5); 6.61 (2H, n, J = 8.3, H-2,6 CsH4(4-OH));
6.85 (2H, n, J = 8.3, H-3,5 CsH4(4-OH)); 7.19 (2H, n,
J=6.1, H-2,6 Ph); 7.34-7.43 (3H, m, H-3-5 Ph); 8.19 (1H,
¢, NHC(O)N); 9.24 (1H, c, OH); 12.15 (1H, ymr c, N(1)-H).
Cnextp SAMP 13C, 6, M. a.: 18.5; 37.0; 58.1; 105.6; 115.1
(20); 116.1; 126.0; 127.1 (2C); 128.4 (2C); 128.8; 130.3
(20); 136.1; 146.5; 152.9; 155.8; 156.1; 159.8; 173.3.
HaﬁueHo, %: C 6771, H 485, N 10.85. C22H19N304.
Brruucaeno, %: C 67.86; H 4.92; N 10.79.

Cunre3 4-¢ennn-1,2-TuruaponupuauH-3-wikapdoaMonion
7a—f (oOmas meronuka). K cycnensun 226 mr (1 mMmmouns)
7-benmn| 1,3 Jokcazono[5,4-bjmupumnn-2(1H)-oma  (2) wu
1.2 MMOJIb COJITHOKHCIIOW COJIM 3THJIOBOIO 3(upa aMHHO-
kuciotsl 6a—f B3 mu cyxoro IM®A nob6asnstor 167 mn
(1.2 mmone) Et;N u Harpesarot mpu 90°C B Teuenue 4—6 u.
PaCTBOpI/ITeHI) YAaIArT I[pyd HTOHWXKXCHHOM JIaBJICHUU,
ocrarok pacruparotr B 10 man H,O, ordunbrpoBeiBaoT U
OYHMIIAIOT KOJOHOYHOU Xpomarorpadueit (3moent EtOAc—
EtOH, 9:1).

I1i[(6-meTna-2-oxkco-4-gpenni-1,2-AMruAponMpUINH-
3-un)kapoamoni]raununar (7a). Beixon 198 mr (60%),
6enbiit mopomok, T. wi. 190-191°C (EtOAc). UK cnektp,
v, eM ' 1631 (C=0), 1728 (C=0), 2932 (C-H), 3252 (N-H).
YO cnextp, Amax, HM (Ig €): 235 (3.86), 322 (4.29). Cnextp
SAMP 'H, 5, m. 1. (J, T): 1.15 3H, 1, J = 7.1, CH,CH;);
2.18 (3H, ¢, CH3); 3.67 (2H, x, J = 6.0, NHCH,C=0); 4.04
(2H, k, J = 7.1, OCH,CHj;); 5.97 (1H, ¢, H-5); 6.50 (1H, T,
J=6.0, NC(O)NHCH,); 7.28-7.32 (1H, M, H-4 Ph); 7.33—
7.37 (2H, m, H-3,5 Ph); 7.38-7.41 (2H, m, H-2,6 Ph); 7.41—
7.43 (1H, m, NHC(O)N); 11.75 (1H, ym. c, N(1)-H).
Crextp SIMP °C, 8, m. 1.: 14.0; 18.2; 41.5; 60.1; 105.9;
122.1; 127.7 (3C); 128.0 (2C); 138.4; 141.1; 146.4; 156.2;
161.4; 170.8. Haiineno, %: C 61.91; H 5.90; N 12.74.
C17H19N304. BBI‘[I/ICJ'IGHO, %: C 6200, H 5.81 5 N 12.76.

I [(6-meTnia-2-okco-4-genni-1,2-AMruApoNMpPUINH-
3-ua)kapb6amon]ananunar (7b). Beixon 206 mr (60%),
Genbiit mopomok, T. wi. 194-196°C (EtOAc). UK cmektp,
v, eM ' 1631 (C=0), 1725 (C=0), 1783 (C=0), 2932 (C-H),
3271 (N-H). Y® cnektp, Amax, HM (lg €): 235 (4.28), 323
(3.86). Criextp SIMP 'H, &, m. 1. (J, T'm): 1.10-1.17 (6H, M,
CH,CH;, CHCHj3); 2.18 (3H, ¢, CHj); 3.98-4.06 (3H, ™,
OCH,CHj3;, NCH(CH3)C=0); 5.98 (1H, ¢, H-5); 6.58 (1H,
1, J = 7.8, NC(O)NHCH); 7.27-7.31 (2H, m, H-2,6 Ph);
7.31-7.36 (2H, m, H-3,5 Ph); 7.38-7.41 (2H, m, H-4 Ph,
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NHC(O)N); 11.77 (1H, ym. ¢, N(1)-H). Cnexrp SIMP "C,
o, M. 1. 14.0; 18.0; 18.2; 48.2; 60.2; 105.9; 122.1; 127.5
(20); 127.6; 127.9 (2C); 138.5; 140.8; 145.8; 155.4; 161.3;
173.3. Haiigeno, %: C 63.06; H 6.05; N 12.15. C;sH,1N;O4.
Brruucaeno, %: C 62.96; H 6.16; N 12.24.
ITua[(6-meTwii-2-okco-4-penna-1,2-1uruIponupuIuH-
3-nn)kapoamoun]penmnananunar (7¢). Bexon 227 mr (54%),
Oenblif nopomwok, T. wi. 192-194°C (EtOAc). UK cnekp,
v, eM ' 1625 (C=0), 1720 (C=0), 1783 (C=0), 2931 (C-H),
3293 (N-H). YO cnektp, Amx, EM (Ig €): 233 (4.27), 321
(3.92). Cniextp SIMP 'H, &, m. 1. (J, Tw): 1.09 BH, 1, J = 7.0,
CH,CH3); 2.17 (3H, ¢, CHjy); 2.85 (2H, n, J = 6.3,
CHCH,Ph); 4.00 (2H, x, J = 7.0, OCH,CH3); 4.23-4.30
(1H, m, CH(CH,Ph)); 5.97 (1H, ¢, H-5); 6.51 (1H, n, J="7.8,
NC(O)NHCH); 7.09 (2H, n, J = 6.8, H-2,6 Ph'"); 7.20-7.27
(3H, m, H-3-5 Ph'); 7.29-7.35 (3H, M, H-3-5 Ph); 7.36—
7.40 (2H, m, H-2,6 Ph); 7.44 (1H, ¢, NHC(O)N); 11.8 (1H,
¢, N(1)-H). Crexrp SIMP C, 8, m. x.: 13.9; 18.3; 37.6;
54.0; 60.3; 105.9; 112.1; 126.5; 127.6 (3C); 128.0 (2C);
128.2 (2C); 129.3 (2C); 136.8; 138.5; 141.0; 146.1; 155.4;
161.3; 171.9. Haiineno, %: C 68.86; H 5.94; N 10.10.
C24H25N304. BI)I‘II/ICJ'ICHO, %: C 6872, H 601, N 10.02.
i [(6-meTna-2-okco-4-gpenni-1,2-AMruaAponMpUINH-
3-nn)kapoamona]|tupo3unar (7d). Beixog 344 mr (79%),
Oenblit mopomok, 1. wi. > 250°C (EtOAc). UK cnekrp,
v, eM 1 1629 (C=0), 1720 (C=0), 2932 (C-H), 3302 (ym,
N-H, O-H). Y® cnektp, Amsx, M (Ig €): 229 (3.99), 319
(4.48). Criextp SIMP 'H, &, m. 1. (J, Tw): 1.10 GH, T, J= 7.1,
CH,CH3); 2.18 (3H, ¢, CHy); 2.73 (2H, n, J = 6.2,
CHCH,Ar); 3.99 (2H, n, J = 7.1, OCH,CHj;); 4.16-4.22
(1H, m, CH(CHAr)); 5.97 (1H, ¢, H-5); 6.42 (1H, x, J = 7.8,
NC(O)NHCH); 6.63 (2H, n, J = 8.5, H-2,6 Ar); 6.87 (2H,
n,J=28.5, H-3,5 Ar); 7.28-7.35 (3H, m, H-3-5 Ph); 7.36—
7.39 (2H, m, H-2,6 Ph); 7.43 (1H, c, NHC(O)N); 9.20 (1H,
¢, Ar—OH); 11.74 (1H, yur. ¢, N(1)-H). Cnextp SIMP "°C,
5, M. 1.0 14.0; 18.2; 36.8, 54.2; 60.2; 105.9; 115.0 (2C);
122.1; 126.7; 127.6 (3C); 128.0 (2C); 130.1 (2C); 138.5;
140.9; 146.1; 155.4; 156.0; 161.3; 172.0. Haiineno, %:
C 6629, H 571, N 9.77. C24H25N305. BLI‘II/ICHeHO, %:
C 66.19; H 5.79; N 9.65.
JdudTual(6-meTnia-2-okco-4-pennii-1,2-quruapo-
nupuauH-3-ua)kapdamouni]rayramar (7e). Beixon 266 r
(62%), OGenprit mopomiok, T. i 230-232°C (EtOAc).
UK crektp, v, eM ' 1630 (C=0), 1730 (C=0), 1787 (C=0),
2924 (C-H), 3256 (N-H). Y@ cnektp, Amax, HM (Ig €): 235
(4.31), 322 (3.91). Criextp SIMP 'H, 8, m. 1. (J, T): 1.11—
1.22 (6H, m, 20CH,CHs); 1.63-1.78 (1H, m, CHCH,CH,);
1.83-1.93 (1H, M, CHCH,CH,); 2.15-2.26 (5H, M, CH,CH,C=0;
CHs;); 4.004.11 (5H, m, NHCH(CH,CH,CO,Et)CH,CO,EY);
5.98 (1H, c, H-5); 6.60 (1H, n, J = 8.2, NC(O)NHCH,);
7.26-7.37 (4H, m, H-3-5 Ph, NHC(O)N); 7.37-7.43 (2H,
M, H-2,6 Ph); 11.81 (1H, ym. ¢, N(1)-H). Cnextp IMP "*C
o, m. m.: 14.0; 14.1; 18.2; 27.3; 29.6; 51.6; 59.9; 60.5;
106.0; 122.0; 127.5 (2C); 127.6; 127.9 (2C); 138.5; 141.0;
146.2; 155.6; 161.3; 172.1; 172.3. Haiigeno, %: C 61.67;
H 641, N 9.67. C22H27N306. BI)I‘{I/ICJ'ICHO, %: C 6153,
H 6.34; N 9.78.
I1ui[(6-MeTuI-2-0Kkco-4-pennii-1,2-TUrnApONUPUANH-
3-un)kapoamoni]cepunar (7f). Beixog 191 mr (53%),

6enblit nopomok, T. wi. 195-196°C (EtOAc). UK cnekp,
v, oM 1 1649 (C=0), 1726 (C=0), 2930 (C-H), 3343 (N-H),
3461 (O-H). YO cnextp, Amax, HM (Ig €): 229 (4.31), 321
(3.80). Criexrp SIMP 'H, &, m. 1. (J, T): 1.15 BH, T, J=17.1,
CH,CH;); 2.18 (3H, ¢, CHj); 3.46 (1H, n. n, J = 10.5,
J =40, CH,OH); 3.64 (1H, n. n, J = 10.5, J = 3.8,
CH,OH); 4.00-4.10 (3H, M, OCH,CH;3;, NCH(CH,0OH));
5.02 (1H, ym. ¢, OH); 5.98 (1H, c, H-5); 6.55 (1H, 1, J = 8.4,
NC(O)NHCH); 7.27-7.33 (2H, ™M, H-3,5 Ph); 7.34-7.38
(2H, M, H-2,6 Ph); 7.39-7.42 (2H, m, H-4 Ph, NHC(O)N);
11.74 (1H, ym. ¢, N(1)-H). Crextp SIMP “C, &, m. x.:
14.1; 18.3; 55.0; 60.3; 62.0; 105.9; 122.2; 127.6 (3C);
128.0 (2C); 138.5; 141.0; 146.2; 155.8; 161.4; 171.4
Haiineno, %: C 60.03; H 5.99; N 11.77. C;gH;N;O:s.
Brruucaeno, %: C 60.16; H 5.89; N 11.69.

Cunre3 3-(2-oxco-4-¢penna-1,2-TuruAponupuaIuH-3-ui)-
OKCa30JuANH-2,4-1u0HOB 9a,b (0bmias meTonuka). K cmecn
226 mr (1 mmoms) 5-metui-7-denwnn| 1,3 Jokcazono[5,4-b]-
nupuauH-2(1H)-ona (2) u 1.2 MMOIB 3THUI-2-THIPOKCH-
MeTwieHkapOokcunata 8a,b B 3 mu cyxoro JMOA
nobasysor 167 ma (1.2 mmone) EtsN u HarpeBatoT mnpu
90°C B Teuenue 4 4. PacTBOpuTeNns yJaNAIOT IpPU MOHU-
JKEHHOM JIaBJIeHUH, OCTaTok pactuparotr B 10 ma H,O u
skcrparupytor EtOAc (3 x 5 mu1), SKCTpakT cymiaT Haf
Na,SO,4 u ynmapuBaioT pu HOHIKEHHOM JaBneHuu. Ilomy-
YCHHBIM OCTATOK OYHIIAIOT KOJOHOYHOH XpomaTtorpadueit
(amoent EtOAc—-EtOH, 9:1).

3-(6-Metuii-2-oxco-4-gpenni-1,2-AuruAponupuauH-
3-na)okcazonuaun-2,4-nuon (9a). Berxon 173 mr (61%),
6enplit mopomok, T. 1. 195-197°C (EtOH). UK cnektp,
v, oM 1643 (C=0), 1759 (C=0), 1829 (C=0), 2913 (C-H),
3305 (N-H). Y® crekTp, Amax, HM (Ig €): 230 (4.30), 255
(3.91), 320 (3.91). Cnexrp SIMP 'H, §, m. 1. (J, ['m): 2.38
(3H, ¢, CH3;); 4.56 (1H, i, J=16.0, CH,); 4.81 (1H, 1, J=16.0,
CH,); 6.19 (1H, ¢, H-5); 7.30 2H, a. o, J = 6.6, J = 3.0,
H-2,6 Ph); 7.37-7.41 (3H, m, H-3-5 Ph); 13.20 (1H, ym. c,
N(1)-H). Cnekrp SIMP “C, §, m. m.: 19.2; 68.2; 108.3;
114.5; 127.1 (2C); 128.8 (2C); 129.4; 135.6; 147.8; 154.4;
155.7; 161.4; 169.7. Haiigeno, %: C 63.44; H4.31; N 9.99.
C5sH,2N,Oy4. Beruncneno, %: C 63.38; H 4.26; N 9.85.

5-MeTni-3-(6-meTnja-2-okco-4-penun-1,2-guruapo-
MUPUIUH-3-WI1)okca3oanaun-2,4-1uon (9b). Beixon 173 mr
(58%), Oenprii mopormiok, T. wi 201-203°C (EtOH).
UK cmextp, v, cM : 1632 (C=0), 1753 (C=0), 1819
(C=0), 2748 (C-H), 3302 (N-H). YO cnektp, Amax, HM
(Ig €): 232 (4.29), 257 (3.90), 321 (3.91). Cnextp SIMP 'H,
o, M. 1. (J, T'm): 1.67 3H, n, J= 6.8, CHCHs;); 2.37 (3H, c,
CH;); 4.84 (1H, x, J = 7.0, OCH(CHs;)); 6.23 (1H, c, H-5);
7.30-7.36 (2H, m, H-2,6 Ph); 7.36-7.43 (3H, m, H-3-5 Ph);
13.70 (1H, ym. ¢, N(1)-H). Cnekrp SIMP “C, 3, m. n.:
16.9; 19.1; 76.6; 108.5; 114.1; 127.1 (2C); 128.8 (2C);
129.4; 135.2; 147.6; 154.2; 155.4; 161.3; 173.5. Haiineno, %:
C 6455, H 463, N 9.26. C]6H]4N204. BI)I‘II/ICHCHO, %:
C 64.42; H4.73; N 9.39.

3-(6-Metuii-2-okco-4-gpenn-1,2-AuruAponupuaIuH-
3-min)-5-merwiieHuMuIa30aMauH-2,4-muon  (10) momywarot
M0 METOAMKE CHHTE3a HMMOA30JuauH-2,4-muoHoB 4a—d.
Bexon 92 mr (31%), 6exeBblii opormiok, T. wi. 205-206°C
(EtOAc). UK cnextp, v, cM @ 1610 (C=0), 1743 (C=0),
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2939 (C-H), 3517 (ym, N-H). Y® cnexrp, Amu, HM (Ig €):
230 (4.48), 259 (4.22), 319 (4.00). Cnextp SIMP 'H, §, m. 1.
(/, Tm): 2.27 (3H, ¢, CH;); 4.83 (1H, 1, J = 1.2, C=CH,);
5.12 (1H, n, J= 1.2, C= CHy); 6.16 (1H, c, H-5); 7.26 (2H,
a.n,J=170,J=2.0,H-2,6 Ph); 7.37-7.42 (3H, m, H-3-5 Ph);
10.63 (1H, ¢, NHC(O)N); 12.24 (1H, ¢, N(1)-H). Cnektp
SIMP BC, 8, m. 1. 18.6; 95.1; 105.7; 115.4; 126.9 (20);
128.6 (2C); 129.0; 134.9; 136.1; 147.0; 153.1; 153.4;
159.6; 162.8. Haiineno, %: C 65.16; H 4.37; N 14.31.
C16sH3N305. Breraucneno, %: C 65.08; H 4.44; N 14.23.
Cunre3 (4-¢penmi-1,2-quruaponupuann-3-ui)aneraToB
13 u 14 (obOmas meroauka). K cycnmensum 1 mmonb
5-merun-7-denun| 1,3 Jokcazono[5,4-b Jnupunun-2(1H)-ona
11, 12 u 1.2 mmonb 3dupa raunuHa 6a B 3 Mi cyxoro
JIM®A notasmsitor 1.2 mmonb (st coemuaenus 11) wmm 2.5
Mmodb (11t coequHennst 12) Et;N u Harpesarot npu 90°C B
TeyeHue 4—6 4. PacTBopuTens yqaisioT NpH NOHWKEHHOM
naBieHud, ocratok pactupaioT B 10 ma H,O u skerpa-
rupytoT EtOAc (3 x 5 mur). Opranudeckyro a3y OTACISIOT
n cymar Hax Na,SO, ymapuBaiOT MpHU MOHHKEHHOM
JnapieHud. [lomydeHHBIN OCTaTOK OYMILAIOT KOJOHOYHOMU
xpomarorpadueii (amoent EtOAc—EtOH, 9:1).
ITna-2-[3-(6-meTuin-2-okco-4-penns-1,2-nuruapo-
NUPUAUH-3-WI)-2,5-THOKCOUMUAA30auANH-1-ni1]anerar
(13). Beixon 218 mr (59%), Oenblit mopomiok, T. mi. 152—
154°C (EtOH). MK cmextp, v, cM @ 1639 (C=0), 1721
(C=0), 1744 (C=0), 1787 (C=0), 2940 (C-H), 3281 (N-H).
YO cnextp, Amy, HM (Ig €): 230 (4.12), 258 (3.76), 318 (3.79).
Crextp SIMP 'H, 8, m. 1. (, Tw): 1.25 3H, 1, J = 6.5, CH,CH);
2.39 (3H, ¢, CH;); 3.64 (1H, n, J = 17.6, NCH,C(O)N);
4.17 2H, x, J = 6.5, OCH,CHj3); 4.27 (2H, ¢, NCH,C=0);
436 (1H, o, J = 17.3, NCH,C(O)N); 6.20 (1H, c, H-5); 7.35-
747 (5H, m, H Ph); 13.58 (1H, ¢, N(1)-H). Cnextp SIMP “C,
5, M. 1.0 14.0; 19.2; 39.6; 50.7; 61.9; 108.3; 118.7; 127.3 (2C);
128.8 (2C); 129.3; 135.6; 146.3; 154.2; 155.6; 162.5; 166.7;
170.1. Haiineno, %: C 61.89; H 5.26; N 11.49. C;oH9N;0s.
Brruucaeno, %: C 61.78; H5.18; N 11.38.
ITna-2-[3-(6-merun-2-okco-4-penns-1,2-nuruapo-
NUPUINH-3-11)-2-okcoumuaaszonuaun-1-wijanerar (14).
Beixon 195 mr (55%), 6enbrit nopomok, T. 1. 106—107°C
(EtOH). UK cnektp, v, cM : 1632 (C=0), 1693 (C=0),
1743 (C=0), 2920 (C-H), 3468 (N-H). Y@ crextp, Ama, HM
(Ig €): 234 (4.22), 320 (3.77). Cnextp SIMP 'H, &, m. n.
(/, Tm): 1.24 3H, 1, J = 7.1, CH,CHs;); 2.33 (3H, c, CH3);
2.98-3.08 (1H, m, NCH,CH,N); 3.33-3.08 (1H, wm,
NCH,CH,N); 3.42-3.50 (1H, m, NCH,CH;N); 3.70-3.83
(3H, M, NCH,C=0, NCH,CH,N); 4.16 (2H, x, J = 7.1,
OCH,CHjy); 6.08 (1H, c, H-5); 7.35-7.41 (3H, m, H-3-5 Ph);
745 2H, n. n, J=17.8, J = 1.2, H-2,6 Ph); 12.72 (1H, c,
N(1)-H). Cnextp SIMP °C, §, m. 1.: 14.1; 18.9; 43.2; 43.4;
45.6; 60.8; 107.9; 122.9; 128.0 (2C); 128.2 (2C); 128.6;
136.9; 144.6; 153.8; 160.4; 162.8; 169.3. Haiineno, %:
C 6411, H 60], N 11.70. C]9H21N304. BBI‘II/ICJ'[GHO, %:
C64.21; H5.96; N 11.82.
Aruia(5-merna-7-gpenmi[1,3]okcazono[5,4-b|nupuaun-
2-un)raunuuHar (15). Cmecs 311 mr (1 mmons) 4-hennn-
1,2-murnaponmpuane-3-nnkapbamoma 7a, 1 mu POCl; u
5-10 mxx cyxoro JIM®A kunsatsat B Tedenne 1 4. M30bI-
Tok POCI; ynansioT nmpu MOBBIIIIEHHOM JaBJICHUH, OCTaTOK

pactuparor B 10 man 1 M pacreopa NaHCO; u skctpa-
rupytor CHCI; (3 x 5 mun). Dkerpakt cymat Hajg NaySOy,
yIapuBalOT IpU TOHWKEHHOM JaBieHud. [Ipomykr
OYHIIAIOT KOJIOHOYHOH Xpomarorpadueit (3aroenT CHCl;—
EtOAc, 9:1). Beixoz 255 mr (82%), Gernble KpUCTaILIbL, T. TLL.
143-144°C (EtOH). UK criektp, v, e : 1642 (C=0), 2935
(C-H), 3371 (N-H). Y® cnektp, Amax, HM (Ig €): 240 (4.39),
267 (4.19), 320 (4.08). Cuextp SIMP 'H, 8, m. 1. (J, T'r): 1.29
(BH, T, J = 72, CH,CHs); 2.57 (3H, ¢, CH;); 4.14 (2H, ym. c,
NHCH,C=0); 4.24 (2H, x, J = 7.2, OCH,CHs); 6.21 (1H,
yur. ¢, NH); 7.20 (1H, ¢, H-6); 7.39 (1H, T, J = 7.3, H-4 Ph);
747 (2H, n. 0, J=7.3,J="7.2,H-3,5 Ph); 7.99 2H, n, J=7.2,
H-2,6 Ph). Cnektp SIMP BC, 8, m. g 14.1; 23.7; 44.1;
61.8; 117.8; 128.5 (2C); 128.7 (3C); 129.4; 135.5; 136.3;
149.0; 158.4; 160.2; 169.5. Haiineno, %: C 65.72; H 5.41;
N 13.62. C;7H7N50;. Breruucneno, %: C 65.58; H 5.50;
N 13.50.

@aiyl cCOIPOBOAUTEIBHBIX MAaTEPUAIOB, COICpPKAIIMM
crekTpsl IMP "H u C Bcex HOBBIX COEJIMHEHUH, JT0CTY-
TMIeH Ha caiite xypHaia http://hgs.osi.lv.

Paboma evinonnena npu uuancosoll nodoepoicke
Poccuiickozo nayunozo gponda (cpanm 19-13-00273).
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