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O1uin-4-(2-HATPOITECHIL )-5-XJIOPTIIUPPOII- 3-KapOOKCUIIATHI, MOJTYUCHHBIC KOHACHCAITHEH 3THIT-4-()OPMHUII-S-XTOPIHPPOII-3-KapOOKCHIATOBR
C HUTPOMETAHOM, B3aHMMOJICHCTBYIOT ¢ N-METHIa30METHHHIUIOM ¢ 00pa30BaHUEM STHII-4-(4-HUTPOMUPPOTHINH-3-1IT)-5-XJIOPIHAPPOII-
3-xapOokcuiaToB. X rHapoIM30M HOTYYeHBI COOTBETCTBYIOIINE KHCIOTHI, 8 BOCCTAHOBUTENFHOM HUKIM3AIIEH Yepe3 MPOMEKYTOTHbIE
9TUI-4-(4-aMUHOTTUPPOITH IUH-3 -FIT)- 5 -XIOPIIUPPOIT-3-KapOOKCHIIATHI CHHTE3UPOBAHBI MPOM3BOJIHBIE TeKcaruapoaumuppono|3,4-b:3',4'-d]-

nupuanH-5(1H)-oHa.

KiroueBble ciioBa:

4-(4-aMUHOTIMPPOITUIUH- 3-1IT)-5-XJIOPIHUPPOII-3-KapOOKCHIIAThI,  reKkcaruapoaunupposo|3,4-b:3',4'-d|nupuans-

5(1H)-onbl, N-METHIa30METUHIITUL, STHI-4-(2-HUTPOITCHII )- 5-XIOPITUPPOII-3-KapOOKCHIIATHI, TUAPOIIN3, IIMKIOKOHICHCAIIUS.

CoBpeMeHHBIE IPOTPaMMBI Pa3pabOTKH JEKAPCTBEHHBIX
MpernapaToB B 3HAYUTEIHHOH Mepe OpPHCHTHPOBAHBI Ha
CO3aHHE TeTEPOIMKINYCCKUX CTPYKTYp, CHOCOOHBIX K
obecriedeHnio 3((HEKTUBHOTO B3aWMOJEHUCTBUS C Pa3HO-
00pa3HBIMH OHOJOTHYCCKHIMH MUIleHsIMH. K 9uciny Takux
TUTIOB CTPYKTYP C YBEPEHHOCTHIO MOXHO OTHECTH 3aMe-
IHEHHBIC MMUPPOJIUANHBI, KOTOPBIC BXOJAT B COCTaB COCAN-
HEHUH IIPUPOJHOTO HpOI/ICXO)KlleHI/IH,l MCANIUHCKUX TIpE-
napaToB,” OGHOAKTHBHBIX BEIIECTB,’ 4 TAKXKE IIHPOKO
HCTIOJIB3YIOTCA KaK CHMHTCTUYCCKUC 6HOKI/I JUIA UX KOHCTPYH-
pOBaHI/I;I.4 B psany QyHKIMOHAIM3WPOBAHHBIX ITHUPPOIH-
JUHOB 0CO0OE MECTO 3aHHMAIOT HHUTPOIPOU3BOIHEIC,
KOTOpPBIC HAIIUTU IPUMECHEHUE B KaueCTBE CyOCTPaTOB IS
Jr3aitHa (papMaKoJOrHYeCKH TIePCTIEKTHBHBIX COGHHHGHHﬁ,S
B TOM 9HCJIE H aHAJIOTOB ajnkatona nedamorakcuna.’

© 2022 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

BoNBIMHCTBO U3 N3BECTHBIX HA TaHHOE BpeMs 4-HUTPO-
MUPPOIHUIMHOB COACPXKAT B IIOJOKCHHH 3 apWIbHBIC
3aMECTUTEIH U OBLIH MOJIYYeHHI [3+2]-IuKionpucoeanne-
HHEM HECTaOMIM3MPOBAHHBIX A30METHH-WIHIOB K COOT-
BETCTBYIOIIHM B-HI/ITpOCTI/IpOJ‘IaM.S_7 B 10 xe Bpems
cBeZieHUs 00 MX 3-TeTepuiI3aMelleHHbIX aHaJoraX OTrpaHHU-
YEeHBI MPUMEPAMH COCIUHEHUH C (YPHIbHBIM, XHHOIMHO-
BBIM, 6CH3HI/IpaHOBI)IM,8 THEHWIBHBIM, > HI/IpI/IIlI/IHOBLIM]O i
MMM a3076HBIM ! ¢parmentamu. Ham mpencraBisuioch
BaXHBIM BBECTH B 4-HUTPONUPPOJIHINHOBBIH OCTOB
MUPPOJBHBIA UK, JOTOJHUTEIFHO ()YHKIIHOHATH3HUPO-
BaHHBII aTOMaMH XJIOPa M 3TOKCHUKAPOOHIIFHON TPYIIIIOM.
MOHO OBLIO OXXHAATh, YTO HAJIWYME ATOMOB XJOpa IO
aHAJIOTHH C nnpponmvnxnn/mamn12 OymeT CKas3bIBaThCS Ha
aHTHMUKPOOHON aKTHBHOCTH IMOJIYYCHHBIX coeanHeH i,
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aR'=R2=Me; b R'=n-Pr, R2= Me; ¢ R' = n-Bu, R? = Me;
dR'=Bn, R2= Me; e R'= Me, R2= Ph; fR" = n-Pr, R2= Ph

a 9TOKCHKapOOHWIIbHAS TPYIIa ABISIETCS BECbMa yI00HOI
JUISL TIOCNIEyIoLIe CTPYKTypHOH MoaM(HKanuh, B TOM
YHUCJIE U CONPOBOXKAAIOMIEICA BHYTPUMOIEKYISIPHONU ITUK-
Ju3auuen.

[MpennoxeHHBIH BapHaHT CHHTE3a TAKOTO THIA IHPPO-
JIMIMHWIITUPPOJILHBIX COSIMHEHUH Oa3upyeTcs Ha JBYyCTa-
JWIHOM TpeBpAIICHUH paHee'® OMICAHHBIX HAMH 4-(OpMHI-
S-xmoprnuppoi-3-kapookcuiaroB la—f. Ha mepBoit cragun
ux kunsuenueM B MeNO, B mpucyrctBuu AcONHy ¢
BBICOKUMH  BBIXOJaMH THOJy4eHBl 4-(2-HUTPOITEHMI)-
S-xmopnuppoi-3-kapookcuiatel 2a—f, KOTOpBIE, COTIACHO
ciektpam SIMP 'H, cymecTByioT B popme E-u3omepos. Mx
nocneaymwmee [3+2]-uuknonprucoenuHeHue K N-METHII-
a30METHH-WINAY 3, CTCHEPUPOBAHHOMY B3aHMOJCHCTBHEM
capko3uHa ¢ mapadopmoM B kursimeM PhMe, nmpuBogut x
STUI-4-(4-HUTPOTIUPPOIUINH-3 -1 )-S-XJTOPIUPPOII-3-KapO-
okcunaTtaM 4a—f ¢ Beixogamu 79—85% (cxema 1). Hanuuue
B ux crexpax SIMP 'H tpurieros nporonos 3-CH (3.10—
321 m. n.) u 4-CH (5.32-5.44 M. 1.) UppOIUINHOBOTO
mukina ¢ KCCB 8.4 u 6.8 'y yka3siBaeT Ha mpanc-pac-
T0JI0’KEHHE HUTPOIPYIITHI X IAPPONBHOTO dparmenta.’™"!

Hanmume B CTpyKType MOJIYYEHHBIX HHPPOIHAMHUI-
mupposioB  4a—f HECKOJBKMX  PEaKIMOHHOCTIOCOOHBIX
LIEHTPOB CO3/aeT OJIATONPUSATHBIE YCIOBHUS AJIS MOTYICHUS
Ha WX OCHOBE IEPCHEKTUBHBIX CHHTETHYECKHX OJIOKOB.
Tak, npu 3-4acoBOM KHIITYEHHH B BOJHO-IHOKCAaHOBOM
pactBope KOH mpeBpaieHno MOABEPraeTcs TOJBKO
CIIOKHOB(MpHAs TpyIIa, YTO HPUBOAUT K COOTBETCTBYIO-
M kucioram Sa—f. B cBow odepenp, BOCCTaHOBJIEHUE
HUTpPOTpyHInbl coeauHeHni 4a—f muxmopmmom ojoBa B
EtOAc OpUTO yCHENIHO HWCTIONB30BaHO YIS CHHTE3a 4-aMIHO-
MUPPOIUIUHIIPOU3BOAHBIX 6a—f C BBICOKMMHU BBIXOJAMH.
Panee Obuia TOKa3aHa'  BO3MOXKHOCTH AHHEITMPOBAHUS
MMUPUAOHOBOTO IMKJIA 3a CUYET BHYTPHUMOJIEKYISIPHOTO
B3aUMOJEHCTBUS  3THII-4-(2-aMUHO3THII)TUPPOIT-3-KapOOKCH-
naroB mox aerictBueM LiOH B OTHOCHTENBHO KECTKHX

ycnoBusix. Hamu oOHapyxeno, 4ro amuHoddupel 6a—f
TaKKe CKJIOHHBI K BHYTPHMOJEKYJSIPHOHW IUKJIOKOH/ICH-
cauuu u B kumsimeM EtOH B mpucyrctBum EtONa kak
OCHOBaHHsI 00pa3ylOT TNPOM3BOAHBIE HOBOW TI'€TEPOLUK-
JUYECKOW CHCTeMBI Tekcaruapoaumuppoino|3,4-b:3'4'-d]-
mupuanHa 7a—f (cxema 2).

Jlng ycTaHOBIIGHHSI CTPOEHHSI M COCTaBa IIeJIEBBIX MpO-
nyktoB 5, 7 a—f u narepmennaroB 6a—f ObUIO BBIIOJIHEHO
KOMIUTIEKCHOE (pHU3HMKO-XUMHIUYecKoe HccienoBanne. OOHa-
pyeHo, B gacTHOcTH, 4To B MK crmekTpax mpom3BOIHBIX
JunupposonupuanHa 7a—f UMEIoTCs CUIbHOMHTEHCHBHBIC
nionocsl noryomenus rpymn C=0 B nuanazone 16571664 oM
U CIa0OMHTEHCUBHBIC TIoJ0cH rpymm NH B obmactu 3213—
3220 cm'. B mx cmektpax SIMP 'H mporom 8b-CH
MPOSIBISETCS B BUJE TPUILIETOB B Y3KOM HHTepBase 3.18—
3.19 M. 1. ¢ KCCB 9.6 T'y, B T0o BpeMsl KakK OCTajlbHbIE
MPOTOHBl AHHETHPOBAHHOIO C MHPHUAOHOBBIM LHKIOM
MUPPOTUINHOBOTO IIMKJIA TPOSABISIIOTCA B BHIE MYJBTH-
wietoB. [Inpunonossie nporons! rpynn NH ¢ukcupyrorcs
B BHMJE CHHIJIETOB npu 7.58-7.73 M. 1., a cBsA3aHHas C
HUMM KapOOHMIbHAs TIpymma B cmektpax SMP  C
HaxonuTcst B oOmactu 164.3-168.1 m. 1. IlomydeHnsle
JIaHHBIC HE TMO3BOJISIOT, OJHAKO, HAJIe)KHO OIPEIEIUTh
CTEpEOXVMHUIO CHHTE3HPOBAHHBIX THAPUPOBAHHBIX IHUITHP-
pononupuanHOB 7a—f.

OmHO3HAYHBI OTBET 00 WX MPOCTPAHCTBEHHOH CTPYK-
Type, YKa3bIBalONIMH HA TPAHCOMIHYIO KOH(QUIYpanuio
npotoHoB 3a-CH u 8b-CH B mUppoNuaHHOTHUPHIOHOBOM
(parMenTe TPUIMKINIECKONH CHCTEMBI, MOJTYYeH B PE3yiIb-
TaTe PEHTIeHOCTPYKTYPHOTO HCCIIEAOBAHUS COCAMHEHUS
7a, oOmmit BHJ MOJEKYJIBl KOTOPOTO M €€ OCHOBHBIE
TEOMETPHUYECKUE TapaMeTphl TPeICTaBIeHBl Ha pHc. l.
Mornexyna KpUCTaJUIU3yeTCA C OAHOM COJIbBAaTHOM Moie-
kynoir H,O, xoropas Takxke ydacTByeT B 0Opa3oBaHUH
BOJOPOJHBIX CBsizel B KpucTauie. I[IuppoJibHBIN LUK
N(B)»-C(8)-C(5)-C(6)-C(9) mmanapeH, cpeIHEKBAIPATHIHOES

Cxema 2
Me<
Me\N ‘\\\N02 ME\N \\\\NHZ N iNH
COzH KOH SnCly2H,0 COEt  EioNa 0o
A dat A
. g2 dioxane-H,0, 1:1 EtOAC,50°C,3h 2 EtOH.A 10h I N,
N A3h 73-91% N 67-91%  C7 "N R
R? then 10% HCI R R
5a_f 77-80% 6a—f 7a_f

aR'=R?=Me; b R'=n-Pr, R?= Me; ¢ R' = n-Bu, R>= Me; d R' = Bn, R2= Me; e R' = Me, R?= Ph; fR" = n-Pr, R?= Ph
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OTKJIOHCHHE aTOMOB OT IUIOCKOCTH LIMKJIA COCTABIISIET JIMIIb
0.0022 A. Taruunenssii mukn N(1)-C(1)-C(4)-C(3)-C(2)
HETUTOCKMA W WMeeT KOH(pOpMAamuio "KOHBEPT"', a aTOMBI
C(1), N(1), C(2), C(3) u C(1), C(4), C(3) nexaT B MIOCKOC-
TSIX, 00Pa3yIOMINX JPYT C IPYTOM AUSAPANBHBIN yrou 44.2(2)°.
lectnwrennsrii 1k N(2)—-C(3)-C(4)-C(5)-C(6)-C(7)
TaKKe HEIJIOCKMH M HMMeeT KOH()OPMAaLHUI0 CKpYyYEeHHOE
"noxykpecno". B Hem aromsr N(2), C(3), C(4) u N(2), C(4),
C(5), C(6) (makcumaNbHOE OTKJIOHEHHE AaTOMOB OT
cpenHeKBafpaTHdHOH miockoctn aocturaet 0.068(2) A)
00pasyloT IIB€ IUIOCKOCTU C JBYIPaHHBIM YIJIOM MEXAY
aumu 47.5(3)°.

Jlmuuen cszeit C—N ¢ atomom azota N(1) HaxomsTcs B
nuanazone 1.455-1.486(4) A, uTo TUMMUHO I 3HAaYeHHIT
cTaHiapTHOil onuHapHoit cBsasu C-N (1.45-1.47 A) B
OpTaHUYECKHUX COCAMHEHMUIX. bim3koe k 3TOMy nuama3oHy
3Hauenne umeeT u cBa3b N(2)-C(3) (1.437(3) A), torma
Kak cBa3b N(2)-C(7) cymecTBeHHO yKopoueHa 10 1.361(4) A,
4TO cBs3aHO ¢ compspkeHneM HOII atoma N(2) ¢ m-cucre-
Mot kapOormipHON rpymmel C(7)=0(1). B xpucramie
HabmromaeTcsi 0Opa3oBaHUE pa3HBIX THUIIOB BOJOPOIHBIX
CBA3EH MEXIly MOJIEKYJOM 7a U conbBaTHOM Monekynod H,O
co cnenyromumu mapamerpamu: O(2)-H(1)O--N(1), mmHa
ceszu O(2)-H(1)O — 0.80(4), csizu O(2)-~N(1) — 2.860(4) A,
yron O(2)-H(1)O-N(1) — 165(4)°; O(2)-H(2)O-O(1)*, nmmHa
cesm3n O(2)-H(2)O — 0.77(4), ceszm O(2)0(1) — 2.768(3) A,
yron O(2)-H(2)O-O(1) — 159(4)°; N(2)-H(2)N---O(2)**,
mmHa cBs3u N(2)-H(2)N — 0.84(3), cBsazu N(2)0O(2) —
2.814(3) A, yron N(2)-H(2)N-O(2) — 166(3)°. CumBonamu
* @ ** OTMEUEHBI aTOMBI, CBSI3aHHBIC C 0a30BBIMH OIepa-
uusmu cummetpun 0.5 —x, y + 0.5, zux + 0.5, 0.5 — y,
1 — z COOTBETCTBEHHO.

B KoHTEeKcTe majdpbHEHIIEr0 W3yYCHHS MOTYYCHHBIX
MIPOM3BOJIHBIX JUIHUPPOJIONUPUAOHA KaK MOTCHIHAIBHBIX
ckahonIoB I TOMCKA OHOAKTUBHBIX COCAMHCHHIA,
[esIecoo0pa3sHo OTMETHUTh, UYTO OHH SIBISIFOTCS aHAJOTaMU
TeTparugponupposo|3,4-c|U30XMHOIMHOBBIX ~ MOJIYJISATO-
POB CEPOTOHHMHOBBIX PELENTOPOB, KOTOPHIE PEryJUPYIOT
(U3HONIOrMYECKHE TIPOLECCHI, CBS3aHHBIE C MPOTEKAHUEM
Pa3IHYHBIX METaboTHIeCKNX 3a60eBanuii.'®

Takum o0pa3om, B pe3yJbTaTe BBINOJHEHUS HACTOS-
LIETO MCCIEAO0BAaHMs pa3paboTaH METOJ MOTyYeHHs paHee
HEOIMMCAHHBIX TOJNU(PYHKINOHANBHEIX IHPPOJIOB, COAEP-
JKAIUX CHUHTETUYECKH M OWOJOTHYECKH ITePCIIeKTUBHBIN

Pucynok 1. OOmuii Bui MOJEKyNBl COCIAMHEHUs 7a B Tpen-
CTaBJIEHUH aTOMOB JJUIMIICOMIAMHU TEIUIOBLIX Koyiebanuii ¢ 50%
BEPOSITHOCTBIO.

26

4-HUTPO-3-TIMPPOIMINHWIBHBIH  (pparmenTt. [Ipomemon-
CTpHUpOBaHa BO3MOXKHOCTH 3()(peKTHBHOTO HCIIOIB30BAHMUS
TaKOTrO THIIA CTPYKTYP VISl KOHCTPYUPOBAHUS INPEACTaBH-
TeJel HOBOM reTepOLMKINYECKON CUCTEMBI — T€KCaruapo-
munuppono|3,4-b:3'4'-d|mupuaHOB, KOTOpBIE SBISIOTCS
aHaJoraMM COEJMHEHMH C BBIpaKEHHBIM (papMakosornye-
CKUM Tpoduem.

JKcnepuMeHTAIbHAN YacTh

UK cmekTpbl 3apeructpupoBaHbl Ha mpubope Bruker
Vertex 70 B tabnerkax KBr (coenunenwus 2, 5, 7 a—f) u B
CH,Cl, (coequuenus 4, 6 a—f). Crexrper SIMP 'H 3anu-
CaHbl B HUMIIYJILCHOM (Qyphe-pekKUME Ha CICKTPOMETpPE
Varian VXR-400 (400 MI') B IMCO-dy (coenuuenus 2,
5, 7 af) wmu CDCI; (coenunenus 4, 6 a—f), a cnexTps
SAMP C Beex coemuHenuit 3apETUCTPUPOBAHBI HA CIIEKTPO-
Mmetpe Bruker Avance DRX-500 (125 MI') B IMCO-ds.
BHyTpennuit cranmapt — curran pactBopurens (JIMCO-ds:
2.49 m. a. nns snep lH, 39.5 M. A. s saep 13C; CDCls:
726 M. a. mia sgep 'H). Macc-CrieKTphl 3ammcaHbl Ha
npudope Agilent LC/MSD SL; xosnonka Zorbax SB-C18,
4.6 x 15 mm, 1.8 mxm (PN 82 (c)75-932); pacTtBopurensb
JAMCO, noHu3aIms 3JIEKTPOPACIbUICHUEM P aTMocdep-
HOM JIaBJICHMH. OJICMEHTHBIH aHaJU3 BBIIOJHEH Ha
npudope PerkinElmer CHN Analyzer 2400. Temmepatypsr
IUTaBJICHUSL OTpeneneHsl Ha cromuke Kodmepa u He
HCTIPaBJICHBI.

4-®Dopmun-5-xaoprnuppoi-3-kapookcunatsl 1la—f momy-
YEeHEI 110 paHee OMMUCAHHOMY METOY.

Cunre3 coenqnHenuii 2a—f (o0mas Meronuka). K pactsopy
15 mmois ampaernga 1la—f B 5 Mt MeNO, nob6asmstror 0.58 T
(7.5 mmons) AcONHy u kunstaT tedenue 4 4. M30BITOK
MeNO, OTroHSIIOT NpU MOHMKEHHOM JAABJIEHUH, OCTATOK
nepekprcTamIn3oBbBaroT u3 70% BogHoro EtOH.

Itna-1,2-numerunn-4-((E)-2-HMTPOITEHHT)-5-X10p-
1H-mappoJ-3-kapéokcuaar (2a). Beixon 3.48 r (85%),
KENTHI mopomiok, T. 1. 131-132°C. UK cnektp, v, em
1621 (C=C), 1703 (C=0). Cnextp SIMP 'H, &, m. 1. (J, T'ur):
1.29 (3H, 1, J = 7.2, OCH,CHs); 2.48 (3H, c, 2-CHj3); 3.52
(3H, ¢, NCH;3); 4.21 (2H, x, J = 7.2, OCH,CHj3); 7.85 (1H,
n, J =142, HC=); 8.42 (1H, n, J = 14.2, HC=). Cnextp
SAMP BC, 8, m. m: 11.9; 14.0; 31.4; 60.0; 109.6; 121.2;
130.6; 135.1; 135.4; 138.7; 163.3. Macc-cextp, m/z (Iym, %):
273 [M+H]" (100). Haiineno, %: C 48.62; H 4.90; N 10.11.
C11H;5CIN,O,. Beruuciaeno, %: C 48.45; H4.81; N 10.27.

ITnii-2-metun-4-((E)-2-aurposrenn)-1-nponui-5-xjiop-
1H-nuppoJ-3-kapéokcuaar (2b). Brxox 3.70 r (82%),
KENTHIA MOpomIokK, T. 1. 115-116°C. UK cmektp, v, em
1619 (C=C), 1700 (C=0). Cuextp SIMP 'H, &, m. 1. (J, ['u):
0.89 3H, T, J = 7.2, CH,CH,CH;); 1.31 BH, 1, J = 7.2,
OCH,CHs;); 1.62-1.67 (2H, m, CH,CH,CH3;); 2.48 (3H, c,
2-CH;); 3.98 (2H, 1, J = 7.2, NCH,); 426 2H, x, J = 7.2,
OCH,CH3); 7.92 (1H, n, J = 13.6, HC=); 8.47 (1H, n,
J=13.6, HC=). Cnextp SIMP "°C, &, m. 1.: 10.6; 11.8; 14.0;
22.5; 45.7; 60.0; 109.9; 110.6; 120.8; 130.5; 135.4; 138.2;
163.3. Macc-cniextp, m/z (Iym, %): 301 [M+H]" (100).
HaﬁneHo, %: C 5217, H 560, N 9.43. C|3H|7C]N204.
Brruucneno, %: C 51.92; H 5.70; N 9.32.

Itna-1-6yrui-2-merni-4-((E)-2-aurpodTteHnn)-5-xaop-
1H-nuppoa-3-kap6okcuaar (2¢). Brixox 3.92 r (83%),
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JKENTHIM Tmopomok, T. mi. 84-85°C. UK cmekTp, v, em b
1616 (C=C), 1702 (C=0). Crmektp SIMP 'H, &, M. 1.
(/, Tm): 0.90 3H, T, J = 7.2, CH,CH,CH,CHj;); 1.28-1.32
(SH, M, OCH2CH3, CH2CH2CH2CH3), 1.55-1.59 (2H, M,
CH,CH,CH,CHj3); 3.28 (3H, ¢, 2-CH3); 3.98 2H, 1, J = 7.2,
NCH,); 4.23 (2H, k, J = 6.8, OCH,CHj3); 7.89 (1H, n,
J=14.0, HC=); 8.44 (1H, 1, J = 14.0, HC=). Criextp SIMP "°C,
0, M. m.: 11.8; 13.4; 14.0; 19.2; 31.1; 44.2; 60.0; 109.9;
110.7; 120.8; 130.6; 135.5; 138.1; 163.4. Macc-cuektp, m/z
(Ior» %)z 315 [M+H]" (100). Haiineno, %: C 53.20; H 5.97;
N 9.03. C14H19C1N204. BI)I‘H/ICJICHO, %: C 5342, H 608,
N 8.90.

Itua-1-6en3uii-2-meTnii-4-((E)-2-HuTpo3TeHn )-5-xJ1op-
1H-nuppo-3-kapéokcuaar (2d). Bexon 4.39 1 (84%),
KENTHIH mopomok, T. L. 128-129°C. UK cnexkrp, v, em b
1620 (C=C), 1704 (C=0). Cnextp SIMP 'H, &, m. 1. (J, T'my):
1.32 3H, 1, J = 7.0, OCH,CHs;); 3.27 (3H, ¢, 2-CHj3); 4.28
(2H, x, J= 7.0, OCH,CHj;); 5.36 (2H, ¢, CH,Ph); 7.05 (2H,
n, J =72, H Ph); 7.32-7.37 (3H, m, H Ph); 7.97 (1H, n,
J=14.0,HC=); 8.52 (1H, 1, J = 14.0, HC=). Criextp SIMP "°C,
o, M. o.: 12.1; 14.0; 47.4; 60.2; 110.2; 111.2; 121.3; 125.9
(20); 127.7; 128.9 (2C); 130.6; 135.4; 135.9; 138.6; 163 4.
Macc-ciextp, m/z (Iym, %): 349 [M+H]™ (100). Haiineno, %:
C 58.79; H 5.01; N 7.93. C;7H,;CIN,O,. Brruncieno, %:
C 58.54; H4.91; N 8.03.

Itun-4-((E)-2-uurpodtenmin)-1-meTuii-2-pennn-5-xaop-
1H-nuppoa-3-kapéokcuaar (2e). Beixox 4.07 r (81%),
JKENTBIM mopomok, T. mi1. 131-132°C. UK cnektp, v, em b
1621 (C=C), 1706 (C=0). Cnextp SIMP 'H, &, M. 1.
(/, Tm): 0.83 3H, T, J = 7.2, OCH,CHj3); 3.38 (3H, c,
NCH,); 3.93 (2H, x, J = 7.2, OCH,CH3); 7.33-7.38 (2H, ™,
H Ph); 7.48-7.50 (3H, m, H Ph); 8.02 (1H, n, J = 13.6,
HC=); 8.49 (1H, 1, J = 13.6, HC=). Cniextp SIMP °C, &, m. 11.:
13.3; 32.8; 39.4; 59.8; 110.2; 111.7; 122.8; 128.1 (2C);
129.1; 130.2; 130.4 (2C); 135.9; 140.4; 163.0. Macc-
ciextp, m/z (Iym, %): 335 [M+H]" (100). Haiineno, %:
C 5719, H 463, N 8.53. C16H15C1N204. BLI‘IHCH@HO, %:
C57.41; H4.52; N 8.37.

Itnia-4-((E)-2-autpo3TeHun)-1-nponuii-2-peHun-
5-xnop-1H-nuppoa-3-kapookcuiaar (2f). Bexox 435 r
(80%), sKkenThIit TOpOmOK, T. 1. 89-90°C. UK criekp, v, cM :
1622 (C=C), 1707 (C=0). Cnextp IMP 'H, &, m. 1. (J, T'wr):
0.66 (3H, T, J = 7.2, CH,CH,CH3); 0.80 3H, 1, J = 7.2,
OCH,CH,;); 1.45-1.51 (2H, m, CH,CH,CH3;); 3.76 (2H, T,
J=17.2,NCH,); 3.92 (2H, x, J= 7.2, OCH,CH3); 7.33-7.38
(2H, M, H Ph); 7.45-7.50 (3H, m, H Ph); 8.04 (1H, &,
J=14.0, HC=); 8.50 (1H, 1, J = 14.0, HC=). Criektp SIMP "°C,
o, M. m.: 10.6; 13.2; 22.6; 46.7; 59.7; 110.5; 112.2; 122.2;
128.1 (2C); 129.1; 130.1; 130.4 (2C); 130.5; 136.1; 140.3;
163.0. Macc-cnextp, m/z (Iom, %): 363 [M+H]" (100).
Haﬁ}ICHO, %: C 5978, H 519, N 7.83. C]gH]9C1N204.
Brraucneno, %: C 59.59; H 5.28; N 7.72.

Cunrte3 coennnennii 4a—f (oOmas meronuka). Cmech
10 mmons 2-HuTpo3TeHmIHppona 2a—f, 2.22 r (25 MMoIb)
capko3uHa 1 1.80 r (60 mmons) napadopma B 20 M1 PhMe
KHITITAT B TeUeHHE 3 4 B KoJioe ¢ Hacankoit JJuna—Crapka.
PeakimoHHyI0 CMech  OXJ@XHAOT, 00pa30BaBIIMICS
0CaI0K OT(HHIBTPOBBIBAIOT, (DHILTPAT BBIMAPUBAIOT IPU
MTOHMKCHHOM [IABJICHUH, OCTATOK OYHIAIOT XpOMaTorpa-
(upoBanreM Ha cunkarese (amoeHT rekcan—EtOAc, 3: 1).
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Ituia-1,2-qnumernin-4-(1-MeTHJI-4-HUTPONMP POTUAMH-
3-mn)-5-xn0p-1H-nuppos-3-kapookcuaar (4a). Brexon
2.80 1 (85%), cBetno-xkenroe mMacino. MK crektp, v, cM
1690 (C=0). Cnextp SAMP 'H, 5, m. 1. /, Tm): 1.35 3H, T,
J = 7.2, OCH,CH;); 2.43 (3H, ¢, 2-CHj); 2.49 (3H, c,
NCHs); 2.59 (1H, a. 1, 'J = 10.0, °J = 8.4, CH nuppo-
muaun); 3.04 (1H, 1. 1, 'J = 10.0, >J = 8.4, CH mpponu-
muH); 3.10 (1H, 1, J = 8.4, CH nuppomuaun); 3.49 (3H, c,
NCHs;); 3.55-3.64 (1H, m, CH mmppomuaun); 4.22-4.31
(2H, m, OCH,CHj;); 4.40-4.46 (1H, m, CH nupponuaus);
532 (1H, 1, J = 6.8, CH nuppomuaun). Crnextp SIMP *C,
o0, m. m.: 12.5; 14.5; 31.0; 41.4; 42.7; 59.9; 60.6; 90.0;
102.9; 110.1; 116.3; 132.1; 136.1; 164.8. Macc-cnektp, m/z
(Iyrs %0): 330 [M+H]" (100). Haiineno, %: C 51.18; H 6.19;
N 12.83. C14H,yCIN;3;04. Boruncneno, %: C 50.99; H 6.11;
N 12.74.

ITHI-2-MeTHA-4-(1-MeTHI-4-HUTPONUPPOIHAMH-3-1JT1)-
1-nponui-5-xyiop-1H-nuppoJi-3-kapooxcuiar (4b). Boixon
2.94 1 (82%), cBerno-xenroe macmo. UK crextp, v, em
1693 (C=0). Crextp IMP 'H, &, m. 1. (J, I'm): 0.96 3H, T,
J = 7.6, CH,CH,CH;); 1.37 (3H, 1, J = 7.2 OCH,CH;);
1.64-1.75 (2H, m, CH,CH,CHj;); 2.44 (3H, c, 2-CHj3); 2.51
(3H, ¢, NCH;); 2.64 (1H, o. x, 'J = 10.0, ’J = 8.4, CH
mupporuaus); 3.07 (1H, x. 1, 'J = 10.0, 2/ = 8.4, CH
mppomarH); 3.14 (1H, 1, J = 8.4, CH mappommann); 3.59—
3.66 (1H, m, CH mmppommaun); 3.84-3.89 (2H, ™,
CH,CH,CHs;); 4.25-4.33 (2H, m, OCH,CH;); 4.42-4.51
(1H, M, CH nwuppomuaun); 5.34 (1H, 1, J = 6.8, CH
muppougus). Crexktp AMP Be, 8, m. 1.: 10.6; 12.0; 14.1;
22.9; 41.0; 42.0; 45.4; 59.4; 59.6; 60.2; 89.2; 100.2; 109.8;
115.6; 135.2; 164.5. Macc-cuektp, m/z (Iym, %): 358
[M+H]" (100). Haiineno, %: C 53.88; H 6.87; N 11.83.
C16H24CIN3O4. Beruuciaeno, %: C 53.71; H 6.76; N 11.74.

Itua-1-0yrua-2-merna-4-(1-meTua-4-HuTponuppo-
JauanH-3-u1)-5-xyop-1 H-nuppo-3-kapookcunar  (4c¢).
Brexon 2.98 T (80%), cBetnmo-kenroe macno. UK cmektp,
v, eM ' 1691 (C=0). Crexrp SIMP 'H, &, m. a. (J, I'n):
0.96 3H, T, J = 7.6, CH3); 1.35-1.41 (5H, m, OCH,CH3;,
CH,); 1.59-1.65 (2H, M, CH,); 2.45 (3H, ¢, 2-CHj3); 2.50
(3H, ¢, NCH;); 2.62 (1H, 1. x, 'J = 10.0, ’J = 8.4, CH
mappomumun); 3.06 (1H, a. 1, 'J = 10.0, °J = 8.4, CH
mappomarH); 3.13 (1H, 1, J = 8.4, CH muppomuann); 3.58—
3.64 (1H, m, CH muppomuaun); 3.82-3.90 (2H, m, CH,);
426-4.31 (2H, m, OCH,CH;); 4.41-4.48 (1H, m, CH
nupponmauH); 5.34 (1H, T, J = 6.8, CH nupponuaus).
Crektp AMP “C, §, m. 1. 12.0; 13.2; 14.1; 19.4; 31.7;
41.0; 42.1; 43.8; 59.4; 59.6; 60.2; 89.6; 109.8; 115.5;
115.9; 135.1; 164.4. Macc-cnekrp, m/z (Iom, %): 372
[M+H]" (100). Haiineno, %: C 55.08; H 6.97; N 11.40.
C17H»6CIN;04. Beruuciaeno, %: C 54.91; H 7.05; N 11.30.

I1ii-1-6en3uii-2-metun-4-(1-MmeTuiI-4-HuTponuppo-
auanH-3-ui)-5-xy0p-1 H-nuppos-3-kapookcunar  (4d).
Bexox 3.37 r (83%), cBerno-xenroe macno. UK cmekrp,
v, eM ' 1693 (C=0). Criextp SIMP 'H, 8, m. 1. (J, T'): 1.37
(3H, T, J= 7.2, OCH,CH;); 2.44 (3H, ¢, 2-CH3); 2.49 (3H,
¢, NCH;); 2.71 (1H, . 1, 'J = 10.0, °J = 8.4, CH mmppo-
munuH); 3.11 (1H, n. n, 'J=10.0,% =84, CH MUPPOJIU-
muH); 3.20 (1H, 1, J = 8.4, CH nupponuauH); 3.63-3.69
(1H, m, CH nupponuaun); 4.26-4.33 (2H, m, OCH,CH3;);
4.47-4.55 (1H, m, CH mupponunun); 5.17 (2H, ¢, CH,Ph);
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5.38 (1H, T, J = 6.8, CH muppomimun); 7.00 2H, 1, J = 7.6,
H Ph); 7.27-7.38 (3H, m, H Ph). Cniexrp SIMP °C, §, m. 1.:
12.6; 14.5; 41.4; 42.6; 47.6; 59.9; 60.0; 60.6; 89.9; 110.7;
116.6; 117.1; 126.0 (2C); 127.8; 128.9 (2C); 135.8; 136.4;
164.9. Macc-cnextp, m/z (Iym, %): 406 [M+H]" (100).
Haﬁ,ﬂCHO, %: C 5888, H 607, N 10.46. C20H24C1N304.
Brruucaeno, %: C 59.19; H 5.96; N 10.35.
I1uir-1-metnin-4-(1-MeTuI-4-HUTPONUPPOTHANH-3-1JT)-
2-¢penn-S-xsiop-1 H-nuppo.-3-kapooxkennar (4e). Brxon
3.33 1 (85%), cBetno-xkenroe mMacino. MK crektp, v, M
1697 (C=0). Criextp SIMP 'H, &, m. 1. (J, T'np): 0.84 3H, T,
J =172, CHs); 2.46 (3H, ¢, CH3); 2.67 (1H, 1. 1, 'J = 10.0,
%J = 84, CH muppomumus); 3.12 (1H, a. a1, 'J = 10.0,
2y = 8.4, CH muppomunun); 3.17 (1H, T, J = 8.4, CH
muppouaus); 3.34 (3H, ¢, NCHs;); 3.60-3.68 (1H, m, CH
mupporuauH); 3.62-3.98 (2H, M, OCH,CHj); 4.43-4.50
(1H, m, CH nuppomunusn); 5.44 (1H, T, J = 6.8, CH nuppo-
nunun); 7.22-7.29 (2H, M, H Ph); 7.40-7.49 (3H, m, H Ph).
Cnektp SIMP °C, &, m. 1.: 13.6; 32.4; 41.5; 42.7; 59.7;
59.9; 60.8; 90.1; 111.2; 117.0; 118.1; 128.1 (2C); 128.7;
130.5 (20); 132.3; 139.0; 164.4. Macc-cnektp, m/z Iy, %):
392 [M+H]" (100). Haiineno, %: C 58.08; H 5.77; N 10.86.
C19H»,CIN;Oy4. Beruncneno, %: C 58.24; H 5.66; N 10.72.
I1ui-4-(1-MeTuI-4-HUTPONUPPOTHANH-3-11)-1-nponuI-
2-(penni1-5-xnop-1H-nmuppoi-3-kapookcunar (4f). Boexog
3.32 v (79%), cBetmo-xentoe Macio. UK crextp, v, em
1695 (C=0). Crextp SIMP 'H, &, m. 1. (J, T'm): 0.73 (3H, T,
J=17.2,CHs); 0.79 3H, 1,J=7.2, CH3); 1.51-1.59 (2H, m,
CH,CH,CH3); 2.43 (3H, ¢, NCH3); 2.70 (1H, 1. 1, 'J = 10.0,
%J = 8.4, CH mappommus); 3.14 (1H, 1. 1, 'J=10.0, % = 8.4,
CH nuppomunun); 3.21 (1H, T, J = 8.4, CH nupponuaug);
3.59-3.66 (3H, m, CH,CH,CH;, CH mupponunun); 3.88—
3.94 (2H, m, OCH,CHj;); 4.44-4.51 (1H, M, CH muppo:u-
nuH); 5.43 (1H, T, J = 6.8, CH muppomunun); 7.18—7.29
(2H, m, H Ph); 7.38-7.45 (3H, m, H Ph). Cniektp SIMP “°C,
o, M. a.: 10.9; 13.4; 23.7;41.4; 42.8; 46.7;, 59.5; 59.9; 60.6;
89.9; 111.3; 116.9; 117.4; 127.9 (2C); 128.5; 130.5 (20);
132.3; 138.8; 164.4. Macc-cuiektp, m/z (Iom, %): 420
[M+H]" (100). Haiineno, %: C 59.88; H 6.02; N 9.86.
C,1H6CIN3Oy4. Beruncneno, %: C 60.07; H 6.24; N 10.01.
Cunre3 coequnenuii Sa—f (o6mas meromuka). K pactsopy
3 Mmmois kapOokcmnara 4a—f B 10 Mt cmecu muokcan—H,O,
1:1 mo6aBmsror 0.50 T (9 mmons) KOH wm xumsarar B
TeueHrne 3 4. PacTBOpHTENb BBHIMAPUBAIOT MPU MOHUKEH-
HOM JIaBJICHUH, MTOTyYCHHBII OCTaTOK PacTBOPSIOT B 20 M
1% KOH, ¢unstpytot, ¢punsrpar noxkucisiror 10% HCI
no pH 5. OOGpasoBaBmmiicsi 0casok OT(GHUIBTPOBHIBAIOT,
CyIIaT U MepeKprUcTauIN30BbIBaOT U3 50% BomHOM AcOH.
1,2-TumeTnin-4-(1-MeTHa-4-HUTPONUPPOTUAMH-3-HT)-
5-xsiop-1H-nuppoJi-3-kapOoHoBas kucjoTa (Sa). Beixon
0.72 r (80%), cBETIO-KENTHIA MOPOIIOK, T. . 120—121°C.
UK crektp, v, cM ' 1682 (C=0). Cnextp SIMP 'H, §, M. 1.
(/, Tm): 2.30 (3H, ¢, NCHj3); 2.46-2.50 (1H, m, CH mppo-
muaun); 2.48 (3H, ¢, 2-CHj3); 2.87-2.91 (1H, m, CH nmuppo-
maaun); 3.07 (1H, T, J = 6.8, CH nupponmaun); 3.53-3.67
(4H, M, NCH;, CH muppomunun); 4.27-4.33 (1H, m, CH
nmuppomyue); 5.39 (1H, 1, J = 6.8, CH nuppomumaun).
Cnextp SIMP °C, §, m. n.: 11.8; 32.7; 40.1; 40.4; 41.4;
60.8; 66.8; 90.5; 117.1; 125.8; 138.5; 165.7. Macc-criektp, m/z
(Iom> %): 302 [M+H]" (100). Haiineno, %: C 47.96; H 5.45;
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N 14.06. C12H16CIN3O4. BBI‘II/ICJ'IGHO, %: C 4777, H 535,
N 13.93.
2-Metua-4-(1-MeTHI-4-HUTPONUPPOTHIMH-3-HJI)-
1-nponmmna-5-xsop-1H-nuppona-3-kap0oHoBasi KHCJIOTA
(5b). Bexox 0.77 T (78%), CBETIIO-KENTHIH MOPOIIOK, T. ILI.
158-159°C. UK cmektp, v, cM : 1680 (C=0). Crextp
AMP 'H, &, m. a. (J, I'm): 087 (3H, 1, J = 7.6,
CHzCHzCH3), 1.58-1.63 (2H, M, CH2CH2CH3), 2.28 (3H,
¢, 2-CH;); 2.43-2.48 (4H, m, NCH;, CH mupponunus);
2.84 (1H, 0. n, J = 11.0, J = 3.6, CH nupponuaun); 2.98
(1H, 1, J = 6.6, CH mupponuaun); 3.53 (1H, o, J = 11.0, CH
muppouaus); 3.88 (2H, T, J = 7.6, NCH,); 4.20 (1H, 1. 1,
J=11.0, J = 3.6, CH nuppomuaun); 5.30 (1H, T, /= 6.6, CH
nupponuauH). Cnextp AMP 13C, 6, M. 1.: 10.8; 11.9; 22.9;
41.0; 42.2; 45.2; 59.2; 60.2; 90.0; 110.0; 114.6; 116.1; 135.7,
165.8. Macc-cnextp, m/z (Iym, %): 330 [M+H]" (100).
HaﬁueHo, %: C 5116, H 605, N 12.89. C14H20C1N304.
Brruucneno, %: C 50.99; H6.11; N 12.74.
1-ByTni-2-merni-4-(1-meTuwii-4-HUTPONMPPOTUAUH -
3-ua)-5-xaop-1H-nuppoa-3-kapoonoBass kuciaora (5c).
Bexon 0.81 r (79%), cBeTno-xKenThIi NOpOIIoK, T. 1. 137—
138°C. UK crektp, v, cM ': 1679 (C=0). Criextp SIMP 'H,
o, m. 1. (J, T'm): 0.90 (3H, T, J = 7.6, CH,CH,CH,CHj;);
1.28-1.33 (2H, m, CH,CH,CH,CHj); 1.54-1.57 (2H, wm,
CH,CH,CH,CHj;); 2.30 (3H, c, 2-CHs); 2.45-2.49 (4H, M,
NCHj;, CH mupponuaun); 2.85 (1H, o, J = 10.2, CH mup-
pomunun); 3.00 (1H, 1, J = 6.4, CH nupponuaun); 3.55
(IH, n, J = 10.2, CH nupponunun); 3.90 2H, 1, J = 7.6,
NCH,); 4.21 (1H, a. o, J=10.2, J = 3.2, CH nupponuans);
5.30 (1H, 1, J = 6.4, CH muppomunun). Cnextp AMP B,
o, M. m.: 11.8; 13.5; 19.3; 31.7; 40.9; 42.2; 43.7; 60.2; 66.4;
89.9; 110.1; 114.6; 116.1; 135.7; 165.7. Macc-cuektp, m/z
(Lo %0): 344 [M+H]" (100). Haiineno, %: C 52.16; H 6.55;
N 12.09. C15H22C1N304. BBI‘II/ICJ'ICHO, %: C 5240, H 645,
N 12.22.
1-Ben3ui-2-meTwii-4-(1-MeTnJI-4-HUTPONMPPOJIHIMH-
3-ua)-5-xaop-1H-nuppoa-3-kapoonoBas kucjaora (5d).
Bexon 0.88 r (78%), cBETIO-XKENTHIM MOPOIIOK, T. I 134—
135°C. VK crektp, v, cM ': 1683 (C=0). Criextp SIMP 'H,
6, m. 1. (J, I'm): 2.30 (3H, ¢, 2-CH3); 2.41 (3H, ¢, NCHj;);
2.46-2.50 (1H, m, CH mappomumun); 2.88 (1H, . 1, 'J=9.8,
2J =28, CH mupporuaun); 3.03 (1H, 1, J = 6.4, CH
mupporugus); 3.53 (1H, x, J = 10.0, CH nmupponumun);
426 (1H, o. 1, 'J = 9.8, *J = 2.8, CH nupponuaun); 5.24
(2H, ¢, CH,Ph); 5.35 (1H, T, J = 6.4, CH nuppoauaus);
6.97-7.02 (2H, m, H Ph); 7.28-7.36 (3H, m, H Ph). Cniextp
SAMP C, 8, m. 1.: 12.0; 41.0; 42.2; 46.9; 59.2; 60.3; 90.0;
110.8; 115.2; 116.5; 126.0 (2C); 127.5; 128.8 (2C); 136.1;
136.5; 165.8. Macc-criektp, m/z (Iym, %): 378 [M+H]" (100).
Haiineno, %: C 57.46; H 5.26; N 10.99. C;gHy,CIN3O,.
Brruucneno, %: C 57.22; H5.34; N 11.12.
1-MeTnj-4-(1-MeTHJI-4-HUTPONMPPOJIUANH-3-1JT)-
2-¢penmit-5-xisiop-1H-nuppoa-3-kapdoHoBasa kucjora (Se).
Bexon 0.84 r (77%), cBETIO-KENTHIM HOPOIIOK, T. . 185—
187°C. UK crektp, v, cM ': 1686 (C=0). Cniextp SIMP 'H,
S, M. 1. (J, T'm): 2.30 (3H, ¢, NCHj3); 2.48-2.51 (1H, m, CH
muppormmaus); 2.89 (1H, 1. 1, 'J = 9.8, 2J = 2.8, CH
mupponuauH); 3.07 (1H, T, J = 6.4, CH muppomunun); 3.52—
3.57 (4H, m, NCH3, CH mmppommmn); 4.29 (1H, 1. 1, 'J=9.8,
2y = 2.8, CH nuppomuaun); 5.39 (1H, 1, J = 6.4, CH
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mupposumnn); 7.33-7.44 (5H, m, H Ph). Criextp SIMP °C,
0, M. m.: 21.1; 32.3; 41.0; 59.4; 66.4; 90.0; 111.4; 116.8;
125.4; 128.0 (2C); 128.3; 129.0; 130.7 (2C); 138.2; 165.3.
Macc-ciextp, m/z (Iym, %): 364 [M+H]™ (100). Haiineno, %:
C 56.30; H 5.06; N 11.30. C7H;3CIN;O4. Brruncneno, %:
C56.13; H4.99; N 11.55.
4-(1-MeTua-4-HUTPONUPPOIUIHH-3-1J)-1-TponmnI-
2-¢pennn-5-xsiop-1H-nuppo.-3-kapoonoBas kuciaora (5f).
Bexon 0.93 t (79%), cBETI0-KeNThIi MOPOIIOK, T. 1. 140—
141°C. MK cnektp, v, cM ': 1685 (C=0). Criextp SIMP 'H,
o, M. 1. (J, T'm): 0.63 (3H, 1, J = 7.6, CH,CH,CH;); 1.43—
1.46 (2H, m, CH,CH,CH3;); 2.30 (3H, ¢, NCHs); 2.47-2.51
(1H, m, CH nupponunun); 2.88 (1H, n. n, 17=928, 2j= 3.0,
CH nuppomunun); 3.08 (1H, T, J = 6.6, CH nupponuaus);
3.53 (1H, m, J = 10.0, CH mappomimun); 3.67 (2H, T, J = 7.6,
NCH,); 428 (1H, 1. 1, 'J = 9.8, °J = 3.0, CH nupposiuaug);
5.39 (1H, T, J = 6.6, CH nupponuaun); 7.32-7.44 (5SH, m,
H Ph). Crextp SIMP “C, §, m. 1.: 10.5; 22.9; 40.8; 41.8;
45.9; 59.2; 60.2; 89.9; 111.6; 115.8; 116.7; 127.8; 128.3
(2C); 130.4; 131.5 (2C); 137.8; 165.1. Macc-cniektp, m/z
(sms %): 392 [M+H]" (100). Haiineno, %: C 58.46; H 5.76;
N 10.55. C19H,,CIN;O4. Beruncaeno, %: C 58.24; H 5.66;
N 10.72.
Cunre3 coemunennii 6a—f (oOmas meromuka). K pacteopy
5 mmonp kapbokcmitata 4a—f B 10 ma EtOAc moGamistor
5.65 t (25 mmomnp) SnCl,-2H,0 u HarpeBatoT B TeueHne 3 4
npu 50°C. PeaknMOHHYIO CMECh OXJIaXKAAIOT, HOOABIISIOT
5 mn 20% BoxuHoro KOH no pH 10-11, opranndeckuit
cioit skcrparupyor EtOAc (2 x 15 wmim), cymar Hax
6e3BogHbIM Na,SO,4 1 yrmapuBaroT.
ITna-4-(4-aMmuHo-1-MeTHIANUPpPOIMANH-3-1i1)-1,2-11-
MeTWI-5-XJ10p-1 H-nuppo.i-3-kapookcuiaar (6a). Brixon
1.01 r (73%), cBerno-xkenroe macno. UK crmektp, v, em
1682 (C=0), 3309 (N-H). Cnextp SIMP 'H, &, M. n.
(/, Tm): 1.34 3H, 1, J = 7.2, OCH,CHs); 1.52-1.67 (2H,
ymr. ¢, NH,); 2.38 (3H, ¢, 2-CHj3); 2.46 (3H, ¢, NCHj;); 2.64
(1H, n. n, J = 9.4, J = 3.8, CH nupponuaun); 2.61-2.68
(1H, m, CH mmpponuaun); 2.87-2.94 (2H, m, CH nuppomu-
muH); 3.44 (3H, ¢, NCHj3); 3.60-3.65 (1H, M, CH nmpposm-
muH); 3.72-3.79 (1H, M, CH muppomuoun); 4.27 (2H, x,
J =172, OCH,CH3). Criextp SIMP °C, §, m. 1. 12.3; 14.5;
30.8; 39.9; 42.4; 47.0; 59.5; 60.6; 67.5; 110.9; 114.8;
118.5; 135.2; 165.2. Macc-cuiektp, m/z (Iom, %): 300
[M+H]" (100). Haiineno, %: C 56.22; H 7.52; N 13.89.
C4H»,CIN;0,. Beruncneno, %: C 56.09; H 7.40; N 14.02.
I1HiI-4-(4-aMHHO-1-MeTUINHPPOJIHAMH-3-1T)-2-MeTHJI-
1-nponui-5-xyiop-1H-nuppoJi-3-kapdokcmiaar (6b). Beixon
1.24 r (76%), cBerno-xenroe Macio. MK crektp, v, cM '
1682 (C=0), 3302 (N-H). Criextp SIMP 'H, 8, m. 1. (J, T'u):
094 3H, T, J = 7.2, CH,CH,CHs); 1.34 3H, 1, J = 7.2,
OCH,CH;); 1.57-1.64 (2H, m, CH,CH,CHs;); 2.18-2.65
(2H, ym. ¢, NH;); 2.41 (3H, ¢, 2-CHs); 2.46 (3H, ¢, NCHj3);
2.77 (1H, n. n, J = 9.4, J = 3.8, CH nmppommaun); 2.95
(1H, T, J = 7.6 CH mupponunun); 2.92-2.99 (2H, m, CH
nupposuauH); 3.57-3.65 (1H, m, CH nupposnmaun); 3.75—
3.79 (1H, m, CH mnuppomuaun); 3.81-3.87 (2H, wm,
NCH,CH,CHs); 4.27 (2H, , J = 7.2, OCH,CHj3). Cnextp
AMP C, 8, m. 1. 12.6; 13.5; 14.4; 19.2; 32.2; 42.0; 43.8;
57.4; 59.4; 60.3; 65.1; 110.7; 114.2; 118.1; 134.5; 165.1.
Macc-criektp, m/z (Iyy, %): 328 [M+H]" (100). Haitneno, %:
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C 5894, H 814, N 12.61. C16H26C1N302. BBI‘{I/ICJ'ICHO, %:
C 58.62; H7.99; N 12.82.
ITHiI-4-(4-aMuHo-1-MeTHINUPPOIUAMH-3-11)-1-0yTHII-
2-meTmir-5-xJ1op-1H-nuppo.-3-kapdoxcuiar  (6¢). Brixon
1.56 T (91%), cBerno-xkentoe macmo. UK crmextp, v, em
1684 (C=0), 3310 (N-H). Cmextp SIMP 'H, &, M. n.
, T'm): 0.94 3H, T, J = 7.2, CH,CH,CH,CHs); 1.21-1.37
(SH, M, CHzCHzCHzCH3, OCH2CH3), 1.57-1.63 (ZH, M,
CH,CH,CH,CHj3); 2.10-2.28 (2H, ym. ¢, NH;); 2.39 (3H,
¢, 2-CHy); 2.45 (3H, ¢, NCH;); 2.69 (1H, n. x, J = 9.4,
J=3.8, CH nupponuaun); 2.78 (1H, 1, J = 7.6, CH nuppo-
munuH); 2.92-2.99 (2H, M, CH mupponunmn); 3.57-3.65
(1H, M, CH mupponuaun); 3.75-3.79 (1H, m, CH nuppo-
muaun); 3.81-3.87 (2H, m, NCH,CH,CH,CHj5); 4.27 (2H,
K, J = 7.2, OCH,CH3). Cnextp SIMP °C, &, m. 1. 12.2;
13.7; 14.5; 19.9; 32.2; 42.3; 44.0; 47.0; 57.4; 59.6; 60.5; 65.3;
111.0; 114.4; 118.3; 134.7; 165.2. Macc-cnextp, m/z (Iyy, %):
342 [M+H]" (97). Haiineno, %: C 59.90; H 8.34; N 12.09.
C17H»3CIN30O,. Berauciaeno, %: C 59.72; H 8.26; N 12.29.
I1ni1-4-(4-amuHo-1-MeTHINUPPOIUIMH-3-11)-1-0eH3u1-
2-meTwi1-5-xs0p-1H-muppon-3-kapookcuinar (6d). Bexox
1.61 1 (86%), cBerno-xkentoe Macno. UK crektp, v, em
1686 (C=0), 3305 (N-H). Cnextp SIMP 'H, 8, m. 1. (J, T'ny):
1.37 3H, 1, J = 7.2, OCH,CHj3); 1.72-1.86 (2H, ym. c,
NH,); 2.41 (3H, c, 2-CH3); 2.42 (3H, ¢, NCH3); 2.69 (1H,
oo, J=94,J=3.8, CH muppomoun); 2.81 (1H, T, J = 9.6,
CH nupponunun); 2.92-3.03 (2H, M, CH nupponauaun);
3.64-3.72 (1H, m, CH mupponuaun); 3.80-3.85 (1H, M,
CH muppomunun); 4.30 (2H, x, J = 7.2, OCH,CHj3); 5.16
(2H, ¢, CH,Ph); 7.02 (2H, 1, J= 7.6, H Ph); 7.27-7.38 (3H,
M, H Ph). Criextp SIMP 13C, O, M. m.: 12.4; 14.5;42.4; 47.1;
47.3; 57.7; 59.7; 60.7; 65.5; 111.6; 114.8; 119.1; 126.0
(20); 127.6; 128.9 (2C); 135.4; 136.2; 165.2. Macc-
crextp, m/z (Lo, %): 376 [M+H]" (100). Haiineno, %:
C 6404, H 710, N 11.02. ConzﬁClN}Oz. BLI‘II/ICJ'ICHO, %:
C63.91; H6.97; N 11.18.
I1nin-4-(4-aMmuHO-1-MeTHINMPPOIMAUH-3-11)-1-MeTHI-
2-penuii-5-xnop-1H-nuppos-3-kapookcunar (6e). Boixox
1.37 t (76%), cBerno-xkentoe Macio. UK crektp, v, em
1690 (C=0), 3297 (N-H). Cnextp SIMP 'H, 8, m. 1. (J, T'ur):
0.89 (3H, 1, J = 7.2, OCH,CHj); 1.88-2.03 (2H, ym. c,
NH,); 2.44 (3H, ¢, NCH3); 2.72 (1H, n. 1, J =94, J = 3.8,
CH muppomuaun); 2.87 (1H, 1, J = 9.6, CH mupponumun);
2.97-3.08 (2H, m, CH muppomunun); 3.34 (3H, ¢, NCHj3);
3.62-3.69 (1H, m, CH nupponumun); 3.81-3.89 (1H, m, CH
mappormarH); 3.98 (2H, x, J = 7.2, OCH,CHj3); 7.19-7.32
(2H, m, H Ph); 7.37-7.51 (3H, m, H Ph). Cniexrp SIMP °C,
0, M. 1.: 13.5; 32.4; 41.3; 42.4; 59.6; 59.7; 60.4; 67.5; 111.0;
116.6; 118.2; 128.0 (2C); 128.6; 130.4 (2C); 132.1; 139.1;
164.4. Macc-cniextp, m/z (Iym, %): 362 [M+H]" (100).
HaﬁlleHO, %: C 632], H 68], N 11.48. C19H24C]N30z.
Boruncneno, %: C 63.06; H 6.69; N 11.61.
ITUI-4-(4-aMIHO- 1 -MeTHINUPPOJIUANH-3-11)-1-ponu-
2-penuii-5-xnop-1H-mupposn-3-kapookcunar (6f). Bexox
1.64 T (84%), cerno-xenroe Macio. MK crextp, v, cM ':
1687 (C=0), 3301 (N-H). Crekrp SIMP 'H, §, M. 1. (J, Tn):
0.64 3H, T, J = 7.2, CH,CH,CHs); 0.76 3H, T, J = 7.2,
OCH,CHs;); 1.65-2.00 (2H, ymr. ¢, NH,); 1.41-1.54 (2H, m,
CH,CH,CH3;); 2.31 (3H, ¢, NCH3); 2.61 (1H, n. n, J=9.4,
J=13.8, CH nupponuaun); 2.74 (1H, 1, J = 9.6, CH nuppo-
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maaue); 2.84-2.98 (2H, m, CH muppomuaun); 3.42-3.59
(3H, M, CH muppomuana, OCH,CHs;); 3.42-3.59 (3H, Mm,
CH nmupponuans, OCH,CHj3); 3.67-3.88 (3H, M, CH nmppo-
munua, NCH,CH,CHj3); 7.08-7.22 (2H, m, H Ph); 7.26—
7.34 (3H, m, H Ph). Cnexrp IMP °C, &, m. a.: 10.9; 13.5;
23.7;42.3; 46.4; 46.9; 57.8; 59.2; 60.6; 65.5; 112.4; 115.5;
119.3; 127.7 (2C); 128.2; 130.6 (2C); 132.6; 137.5; 164.5.
Macc-criextp, m/z (I, %): 390 [M+H]" (100). Haiineno, %:
C 64.54; H 7.36; N 10.69. C,;H,3CIN;0,. Brruncieno, %:
C 64.69; H 7.24; N 10.78.
Cunre3 coemunennii 7a—f (oOmas meromuka). K pacteopy
2 MMoIs amuHOKapOokcmata 6a—f B 10 M aGcomroTHOTO
EtOH no6asustor 0.14 r (2 mons) EtONa u kumarsT B
tTeueHue 10 4. PeakllmOHHYIO0 CMECh yIapUBaKOT, K OCTATKy
nobasisttot 10 Mt H,O, o6pazoBaBmmiicss ocamok OTHMIBT-
POBBIBAIOT, CYIIAT U MEPEKPUCTATUIN30BBIBAOT 13 MeCN.
2,6,7-Tpumerni-8-xaop-2,3,3a,4,7,8b-rekcaruapo-
aunuppo.io[3,4-b:3'4'-dlmupunun-S(1H)-on  (7a). Bsixon
0.35 1 (89%)), 6emnpIit oporok, T. 1. 208-210°C. UK crektp,
v, eM : 1661 (C=0), 3217 (N-H). Cniextp SIMP 'H, &, m. 1.
(J, T): 2.42 (3H, ¢, 6-CH;); 2.44 (3H, ¢, NCHj;); 2.63—
2.71 (2H, m, CH mwmppomunun); 2.79-2.85 (2H, m, CH
mppomnuH); 3.19 (1H, T, J = 9.6, CH uppomaaun); 3.35—
3.42 (4H, m, CH nuppomuaun, NCH3); 7.58 (1H, c, NH).
Crextp SIMP °C, 8, m. 1.2 10.6; 30.0; 40.4; 43.7; 54.1;
56.0; 58.2; 107.9; 111.4; 117.4; 133.0; 165.9. Macc-
cnextp, m/z (Iym, %): 254 [M+H]" (100). Haiineno, %: C
56.94; H 6.22; N 16.41. C,H;(CIN;O. Brruucneno, %: C
56.81; H 6.36; N 16.56.
2,6,-Inumernia-7-nponui-8-xiaop-2,3,3a,4,7,8b-rexca-
ruapoaunuppoao|3,4-5:3',4'-dlnupunun-S(1H)-on (7b).
Bexox 0.39 r (69%), Genbrit mopomok, T. tmr. 175-177°C.
UK cmextp, v, eM™': 1663 (C=0), 3219 (N-H). Crektp
SAMP 'H, 5, m. a1 (J, Tm): 083 BH, t, J = 7.2,
CH,CH,CH,); 1.35-1.47 (2H, m, CH,CH,CH3;); 2.41 (3H,
¢, 6-CH;); 2.43 (3H, ¢, NCHj); 2.64-2.83 (4H, m, CH
mupponuaun); 3.18 (1H, 1, J = 9.6, CH nuppomuaun); 3.30—
3.38 (3H, m, CH nuppomuaun, NCH,); 7.66 (1H, c, NH).
Crextp AMP C §, m. 1.: 10.8; 10.9; 26.1; 40.8; 44.0;
54.5; 56.5; 58.6; 62.9; 108.3; 111.8; 117.6; 133.4; 166.3.
Macc-ciextp, m/z (Iym, %): 282 [M+H]™ (100). Haiineno, %:
C 59.55; H 7.23; N 14.77. C14H,,CIN;O. Beruucneno, %:
C59.67;H7.15; N 14.91.
7-byrna-2,6,-numerni-8-xuaop-2,3,3a,4,7,8b-rexca-
ruapoaunuppoo|3,4-5:3',4'-dlnupunun-S(1H)-on (7c).
Beixox 0.40 1 (67%), 6exblii mopomok, T. wi. 151-153°C.
UK crektp, v, cM : 1664 (C=0), 3220 (N-H). Cnextp
SMP 'H, §, m. 1. 0.83 (3H, T, J = 7.2, CH,CH,CH,CH;);
1.17-1.39 (4H, m, CH,CH,CH,CHj5); 2.39 (3H, ¢, 6-CH,);
2.40 (3H, ¢, NCHj3); 2.58-2.69 (2H, m, CH nupponunun);
2.72-2.85 (2H, m, CH mmppommuaun); 3.07-3.16 (2H, M,
NCH,); 3.26-3.47 (2H, m, CH muppomuaun); 7.64 (1H, c,
NH). Crektp IMP °C, 8, m. x.: 13.3; 13.6; 19.2; 29.7;
34.8; 40.8; 43.4; 53.9; 55.8; 57.9; 107.6; 111.1; 117.0;
132.8; 165.6. Macc-ciextp, m/z (Iom, %): 296 [M+H]" (100).
Haiineno, %: C 61.05; H 7.53; N 14.01. C;5H»CIN;O.
Brruucneno, %: C 60.91; H 7.50; N 14.21.
7-ben3una-2,6,-numerna-8-xuaop-2,3,3a,4,7,8b-rexca-
ruapoaunuppoo[3,4-5:3',4'-dinmpunun-5(1H)-on (7d).
Bexon 0.47 r (79%), 6enbiii mopomok, T. twr. 182—184°C.
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UK cmektp, v, cM : 1662 (C=0), 3218 (N-H). Crextp
SAMP 'H, 8, m. 1. (J, T'n): 2.39 (3H, ¢, 6-CH3); 2.43 (3H, c,
NCH;); 2.61-2.93 (4H, M, CH nupponuausn); 3.20 (1H, T,
J = 9.6, CH nmupponunun); 3.36-3.46 (1H, m, CH nuppo-
maauH); 5.15 (2H, ¢, CH,Ph); 6.99-7.05 (2H, m, H Ph);
7.26-7.41 (3H, m, H Ph); 7.70 (1H, ¢, NH). Criektp SIMP C,
6, M. m.: 12.9; 42.8; 46.0; 48.4; 56.4; 58.4; 60.5; 110.4;
114.4; 120.2; 128.4 (2C); 129.7; 131.1 (2C); 135.4; 139.2;
168.1. Macc-cnextp, m/z (Iym, %): 330 [M+H]" (100).
Haiineno, %: C 65.41; H 6.22; N 12.60. C;3H,,CIN30O.
Brruucneno, %: C 65.55; H6.11; N 12.74.

2,7-Aumetna-6-gpenuni-8-xaop-2,3,3a,4,7,8b-rexca-
ruapoannuppoao[3,4-b:3',4'-dlnupuaun-5(1H)-on (7e).
Bexox 0.58 1 (91%), 6enblii mopouiok, T. . 196-198°C.
UK crektp, v, cM ' 1660 (C=0), 3215 (N-H). Crektp
SAMP 'H, 8, m. 1. (J, T'm): 2.43 (3H, ¢, NCH3); 2.67 (1H, T,
J = 9.6, CH mupponunun); 2.74-2.83 (2H, m, CH nuppo-
munuH); 2.87-2.94 (1H, M, CH nupponuaun); 3.27 (1H, T,
J =9.6, CH muppomunun); 3.35 (3H, ¢, NCHj); 3.44-3.51
(1H, M, CH nupponuaun); 7.38-7.46 (SH, m, H Ph); 7.73
(1H, ¢, NH). Crextp SIMP °C, &, m. 1. 31.7; 40.6; 43.9;
54.2; 56.1; 57.9; 110.4; 112.6; 118.5; 127.7 (2C); 128.2;
130.4; 130.8 (2C); 135.6; 164.3. Macc-criektp, m/z (Lo, %0):
316 [M+H]" (100). Haiineno, %: C 64.49; H 5.88; N 13.19.
C17H;3CIN;0O. Bseruucneno, %: C 64.66; H 5.75; N 13.31.

2-Mertua-7-nponui-6-gpenun-8-xiop-2,3,3a,4,7,8b-
rekcarupoaunuppo.no|3,4-b:3',4'-dlnupunun-5(1 H)-on
(7f). Beixon 0.57 r (82%), Genplii mopomok, T. Twi. 157—
159°C. MK criextp, v, cM ': 1657 (C=0), 3213 (N-H). Criextp
AMP 'H, 8, m. 1.: 0.82 (3H, 1, J = 7.2, CH,CH,CHj3); 1.38—
1.43 (2H, m, CH,CH,CH3); 2.40 (3H, c, NCH3); 2.63-2.89
(4H, M, CH mmppommmun); 3.19 (1H, T, J = 9.6, CH
muppouguH); 3.35 (2H, x, J = 7.2, NCH,); 3.38-3.50 (1H,
M, CH nupponuaun); 6.97-7.03 (2H, M, H Ph); 7.22-7.37
(3H, M, H Ph); 7.65 (1H, ¢, NH). Cnextp SIMP "C, §, m. .:
10.8; 26.1; 40.9; 44.0; 54.5; 56.4; 58.5; 62.9; 108.5; 112.5;
118.3; 126.4 (2C); 127.8; 129.2 (2C); 133.5; 137.3; 166.2.
Macc-ciektp, m/z (Iym, %): 344 [M+H]™ (100). Haiineno, %:
C 66.52; H 6.52; N 12.04. C19H,,CIN;O. Boruuciaeno, %:
C66.37; H 6.45; N 12.22.

PeHTreHOCTpYKTYpHOE HCC/Ie10BaHHEe MOHOKPHCTAJLIA
coeMHEHHs 7a TPOBEICHO NMPH KOMHATHOW TeMIepaType
Ha mudpakromerpe Bruker Smart Apex II (MoKo-m3myyde-
HHE, TPa(UTOBBIIT MOHOXPOMATOD, O 25.7°). JluHeiiHble
pasmepsl kpuctamma 0.19 x 0.26 x 0.35 mwm; Opyrro-
dopmyna CpH CIN;O-H,O; M 271.74; xpuctaiuisl poMOu-
YecKue; INpocTpaHcTBeHHas rpynmna Pbcen; a 7.8977(6),
b 17.6141(15), ¢ 19.5007(15) A; V 2712.8(4) A°; Z 8;
deac 1.331 r-CM"3; n 0.280 MM_]; F(000) 1152). Beero codpano
12364 otpakeHus, U3 KOTOPBIX 2588 SIBISAIOTCS HE3aBUCHU-
MbeIMH (R-aktop ycpennenus 0.0413). Beenena monpaska
noryionieHuss o nporpamme SADABS mMeTtomoM MynbTH-
ckanupoBaHus (OTHOMICHUE Tiin/Tmax = 0.6776/0.7453).
CrpykTypa pacmudpoBaHa IpSIMbIM METOAOM M yTOYHEHA
MHK B momHOMaTpHYHOM aHHU30TPOITHOM IPHUOIMKEHUH C
UCIIOJIb30BaHUEM KOMIUIEKCa porpamMmm Bruker
SHELXTL."” Tlonoxenus: Bcex aToMOB BOJOPOJA TPYIII
CH paccuuTaHbl TeOMETPUYECKH M YTOYHEHBI 10 MOJCIH
"Hae3nHUK". B yTouHeHMM ucmonb3oBaHO 2588 He3aBu-
CHUMBIX OTpakeHWH, u3 Hux 1833 orpaxenus c [ > 2q(l)
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(178 yTouHsIEMBIX TTAPaMETPOB, MCIIOIH30BaHA BECOBAs CXEMa
o = 1/(c*(Fo?) + (0.1P)* + 0.1575P), rue P = (Fo* + 2Fc%)/3,
OTHOIIEHHE MaKCHMaJbHOTO(CPEIHET0) CABHUIa K MOrpell-
Hoctu B nocienHeM nukie 0.015(0.000). OxoHuarensHbIe
3HadeHus (akTopoB pacxoxmmoctd R (F) 0.0517, wR,
(F%) 0.1444 no orpaxenusm ¢ I > 20(I), Ri(F) 0.0790, wR,
(F?) 0.1651, GOF 1.037 1o BCeM HE3aBUCHMBIM OTpae-
HUsiM. OcTaTodHast 3JIEKTPOHHAS IUIOTHOCTh W3 Pa3sHOCT-
Horo psga @ypse nocie mocnenrero mukia yroanenus 0.42 u
022 ¢/A’. TlomHble pEHTrEHOCTPYKTYPHBIC JaHHEIC
JernonupoBansl B KeMOpumKckoM OaHKe CTPYKTYPHBIX
nmaaHbIX (mermoneHT CCDC 2113396).

daiil cCOnpOBOMUTENBHBIX MAaTEPHANIOB, COJEPIKAIUH
ciektpsl SIMP 'H u C Bcex CHHTE3MpOBAaHHBIX COEIH-
HEHHH, TOCTYIIeH Ha caiite xypHana http://hgs.osi.lv.
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