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R'= Me, t-Bu, Ph, 2-Py
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N-Boc-4-aMHHOMTHPa30J1-5-KapOaibAernibl  B3aMMOJACHCTBYIOT C METHJICHCOJIEPIKAIIMMH apuil-, TeTepHiI-, ajlKWi- U IHUKIOATKHI-
KETOHAMH B KHUITAIIEH YKCYCHOW KHCIIOTE B NMPHUCYTCTBHH HMHUPPOIHINHA C 00pa30BaHHEM S-3aMEUICHHBIX U KapOo[b]aHHETMPOBaHHBIX

npasoso[4,3-bnupuarHOB.

KioueBsle cji0Ba: 4-aMIHOHPA30.1-5-KapOaibIeruabl, KETOHBI, Tupa3ono[4,3-b|mupuauasl, peaknus OpumieHnepa.

Otkpertas 6oee 130 ner Ha3ax peakuus (DpI/Iz[neHz[epa]
SIBIISICTCS MOIIHBIM MHCTPYMEHTOM TMOJTYYCHUST XHHOJIMHOB
U B TEYCHHE IUTCIHHOTO BPEMEHH HE TEpsAeT CBOETO
OTPOMHOTO 3HAYEHHMS JUIA OPraHHYecKoro cuuTesa.” OHa
MPeCTaBIIeT COOOM KaTaNM3UPyEeMYI0 KHCIOTaMH WIIH
OCHOBaHHSMH HIIH K€ TEPMUYCCKYIO UKIOKOHIICHCAIIUIO
apOMaTHYECKUX  Opmo-aMUHO3aMEIICHHBIX  aJbJEeTHI0B
WIH KETOHOB C METWICHAKTUBHBIMU KapOOHMIbHBIMH
COEIMHEHMAMN. > 32 MICTOPHIO CBOETO PA3BUTHS PEaKIs
OpuuieHepa Halula pacnpoCTpaHEHUE W B PALY a30T-
COJIepKAIUX TeTCPOUUKINYSCKIX aMHUHOKapOOHHMIBHBIX
coenuHeHuit. Cpeny MocieaHuX ciaenlyeT OTMETUTh aMUHO-
HUKOTHHAIBICTU/IBI, HCIOJIb3yeMble B CHHTE3€ OHOIIO-
TMYECKH BAKHBIX NMPOM3BOAHBIX 1,6- u 1,8-HadTHpuam-
HoB.! B JMTepaType TakKe OIHMCAHO NPUMCHEHHE B
peakunn OpuieHaepa HEKOTOPBIX THUIIOB a30JIMJIAMUHO-
QIBJCTUIOB, B YAaCTHOCTH S5-aMHUHO-4-()OpMIITUMHIIA30-
J'IOB,5 5-aMI/IHOI/ISOKca3OJ'I-4-Kap6aJ'IBJICFI/IL[0B,6 5-aMuHO-
1,2,3-Tpuason-4-kapbanseruaos.” OfHako Hauboee Hccie-
JOBaHHBIMH W3 TaKOrO THUIIA CYOCTPAaTOB SIBISIFOTCS
5-aMHHOIHMPA301-4-KapOanbAeriabl,.  HCIOIb3yeMble B
cuHTe3¢ Twmpa3ono|3,4-b|MIpHANHOB, Cpely KOTOpPBIX OOHa-

© 2019 JlaTBHiCKHil HHCTUTYT OPraHUYECKOTO CHHTE3a

pYXKEHbl aHTHOAaKTepUaIbHbIC areHThl,’ a TaKKe CeJleK-
THUBHBbIC I/IHFI/I6I/ITOpI)I aL[eTI/IHXOHI/IHSCTepa?;I)IlO n XEMO-
knHOBOTO penenropa CCR2."

B oTnuume oT yCTOWYMBBIX S-aMHUHOMHpPa30i-4-kap0-
aNbJEeTUAOB, HM30MEpHbIE KM 4-aMHHOIHPA30J-5-Kapo-
AIBJACTUABI B HWHAWBHUAYAJIbHOM COCTOSIHUHM HE 6I)IJ'II/I
BBIJICJICHBI. Nmerorcsa CBCACHUSA TOJIBKO O 4-amMuHO-
1-MeTHi-3-mpem-0y TUITUPa30II-S-KapOaibJaeTuie, TeHEepH-
pOBaHHOM in situ W3 4-HUTpOaHAIOra, KOHACHCAIWS
KOTOPOTO C amneTopeHOHOM NPUBOIUT K COOTBETCTBYIO-
memy nupasono[4,3-b]mupuauny.'* B psay Takoro tuma
CTPYKTYp OOHapyXeHBl COEAMHEHHs, 00Jajaromne aHTH-
BUPYCHBIMU, HpOTI/IBOBOCHaHI/ITeHBHBIMI/I,14 IIPOTHUBO-
OIyXOJIEBBIMH'~ M GaKTepHIMAHBIMU' ® cBolicTBamu. Ilo
STOH NPUYINHE BAXHOC CHHTCTUYECKOEC 3HAYCHHC IIpU-
oOpeTraeT MOWCK MPOCTOTO W TPENapaTHBHO YIOOHOTO
MeTOoZa KOHCTPYHPOBaHMS MHpa3oio[4,3-b|nupuanHoOBOrO
Kapkaca C TIPUMEHEHHEM KIIACCHYECKOW  PeaKIuu
Opuanenaepa, 4To, COOCTBEHHO, M CTAJIO IENIBI0 HACTOS-
IIETO MUCCIIEIOBAHMS.

Panee OBUTO MOKa3aHO, YTO HEKOTOPBIE OpMO-aMHUHO-
Gensampaeruapl’ . u 3(4)-aMHHO(M30 ) HUKOTHHAIBICTH/IB
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B ycloBHAX peakiuu PpuieHnepa MOTYT MOIBEPraThes
CaMOKOH/ICHCAIINM, M TI0 3TOH MpPHYMHE IeNecooOpa3sHo
ncnonb30Bath ux N-Boc-3ameniennsie npousBoansie. Ham
MPECTaBIUIOCE ~ OOOCHOBAaHHBIM — NIPAMEHUTH  TaKOU
MOIXOA M UL CHHTe3a 4-aMHHOMHUPAa30II-S-KapOaibaeru-
OB, TeM 6ojiee, 4TO B MATEHTHBIX HCTOUHMKAaxX'® ONHMCaH
omuH m3 HUX — 4-(Boc-ammHO)-1-Mermmmupazon-5-kapo-
ampaerun (3a). IIpennoxeHHBIE METO ero CHHTe3a ObLI
pacupocTpaHeH HaMM Ha psx Opou3BoAHbIX 3b—d u
BKIIOYaNl  TepBUYHOe Boc-ammmpoBanne  4-aMHUHO-
nupas3oynoB 1b—d B NpUCYTCTBUM KaTaIMTUYECKUX KOJIU-
gectB DMAP ¢ nocnenyrommm gpopmmmpoBanuem N-Boc-
3aMeIIeHHBIX aMHHOTIHPa300B 2b—d neiictBuem n-Buli u
IM®A (B ciayuae coenmueHus 2b) wmm n-Buli um >tun-
¢dopmmara (B ciryuae coenuHeHui 2¢,d).

Cxema 1
NH, Boc,O NHBoc 2 n-Buli NHBoc
7\ DMAP 7\ DMF or HC(O)OEt /; \
N —> N_ ————>N_ /0
N THF N THF N
R! 0-20°C,4-6h R -78°C R
1a-d 40°C,1h 2a-d 68-90% 3a—-d

72-94%
aR'=Me, bR"=tBu, cR'=Ph,dR'=2-Py

B omumcaHHBIX B JHMTEparype LUKIOKOHAEHCAIMIX
N-Boc-amuHoapun(reTepuia)anbIerujoB IpUMEHSUIUCh pa3-
JIMYHBIE pEareHThl M peakuuoHHble ycinoBui: MeONa B
MeOH,'™ mnocnenoBatenbhas 06paboOTKa PEAKIMOHHBIX
cmeceit +-BuOK u HCL'™ CF3COOH 1 NaOH'*™* uu xe
wcronb3oBannue kak pactoputenss CFsCOOH.'™ C nensio
OIIpEJEICHUs] ONTUMAJIbHOTO PEXHMa IMPOTEKAHUs peak-
un Opuanenaepa N-Boc-aMuHOGDOPMHIIHPA30JI0B € KETO-
HaMH{ Ha TpHMepe B3aMMOJCHCTBHS aMUHOalbAernaa 3a ¢
anleTopeHOHOM 4a  METOJOM  XpOMaTO-Macc-CIeKTPO-
METpUH HaMH ObUIO IPOBEIEHO HCCJIEJOBAaHHE PacTBO-
puTeneii, KaTalu3aToOpOB U PEAKIIMOHHBIX YCIOBHII (cxema 2).
OOHapy€HO, 4YTO TMpHU HCIIOJIB30BaHHMH B KadeCTBE
pactBoputeneii EtOH, MeCN unu amokcaHa B IpPHCYT-
crBuu 0.1, 0.5 nimm 1.0 sxB. karanm3atopa (KOH, EtONa,
AcONH,4, H,S0O,, nunepuauna) npu KOMHaTHOH Temmepa-
Type peaknus He mpoxomwia, a npu 50 °C HaumHAIOCH
OCMOJICHHE PEaKIIMOHHBIX CMecel, KOTOpOe 3aMETHO YCKO-
psock mpu ux kumsueHud. ITpu mpumenennn CF;COOH
Kak pacTBOpUTENsS U Karaju3aropa MpH KOMHATHON
TeMIIepaType He HaOJI0/1a10Ch CYIECTBEHHBIX H3MEHEHUIA,
a TIPH KUIISTYSHUH OBUTO 3a(UKCHPOBAHO 00pa30BaHKE COOT-
BETCTBYIOMIET0 N-Tpu(TopaneTmIaMIHO(pOPMILIINPA30IIa.
[MoJI0XKUTENBbHBIN pe3yabTaT peakiuny OblI 00HAPYKEH HPU
ee nposeennn B kuriieit AcOH B mpucyrcteum AcONH,
WA BTOPUYHBIX OPTaHUYECKUX aMUHOB (cxema 2, Tabi. 1).
Tak, BcnencTBHe 6-4acOBOTO KHIISTYEHUSI PeareHTOB 3a |
4a c 0.5 sxB. AcONH, coxmepxanmne mmpazono[4,3-b]-
MUpUANHA S5a B pPEaKIMOHHOW CMecH cocTaBwio 26%
(omsIT 1). YaBOGHHE KONMYECTBA KaTATU3aTOPa MIPUBOINIO
K JIBYKpPaTHOMY YBEJIMUEHHIO BBIXOJIA MPOIyKTa S5a (OrmbIT 2).
Opnako Oonee d(hdeKTUBHBIM OKa3ajJoCch NpPUMEHEHUE
SKBUMOJISIPHOTO ~ KOJIMYECTBA BTOPUYHBIX IMKIJIOAJIKHII-
aMHHOB (ONBITEI 5—7), Cpely KOTOPBIX HAWITYHIINE PE3yIIb-
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Cxema 2
NHBoc o ; N\ Ph
N o — N |
| Me Ph /
Me 4a Me  5a
3a
Tabauna 1. OnTumMu3zanus ycaoBUi HIUKIOKOHACHCALUH
coequHeHuH 3a u 4a B kunsmeit AcOH*
ConeprxaHue
OmnpiT Karanusatop (3kB.) Bpewms, 4 coenmHenus 5a, %**
1 AcONH;, (0.5) 6 26
2 AcONH;, (1.0) 6 54
3 Tupponumun (0.5) 6 62
4 IMuppomuaun (1.0) 2 45
5 Tupponumun (1.0) 4 76
6 Iuppomaus (2.0) 4 74
7 Munepuaus (1.0) 4 68
8 Mopdomnu (1.0) 4 65

* Coemuuenue 3a (1.2 Mmmons), coenpHenws 4a (1.21 mmons), AcOH (30 mu).
** Comep)xaHUE COCIAMHECHUS 5a B PEaKIMOHHONW CMECH I10 JaHHBIM
XPOMATO-MacC-CIIEKTPOMETPHH.

tatel (76% coaepkaHue TMPOAYKTa 5a TMpH TOJHOM
KOHBEPCUHM HCXOAHBIX COEJMHEHUI) OBUIM IONYYEeHBI B
cily4ae THppONIHAMHA. BakHO OTMETHTh, YTO IPUMEHEHHUE
Oonee 1 9KB. KaTanM3aTopa MPAKTHUECKU HE CKa3bIBaeTCs
Ha BBIXOJI€ 11€JIeBOr0 POIYKTA.

BeIsiBiIeHHBIE ONTHMaJbHBIE YCIOBHS CHHTE3a MHPa30JIo-
NUpHUANHA Sa ObUIH ONIpoOHPOBaHEI B peakuun PpuieHaepa
N-Boc-4-amuto-5-¢popmrntmipasosos 3b—d ¢ apui(rerepun)-
MeTwikeToHamu 4a—f, nuankunkeToHaMu 4g—j U IUKIO-
ankmiketoHamu 4Kk,1 (cxema 3). IlomydeHHble pe3yiabTaThl
MO3BOJISIIOT KAYECTBEHHO OLEHUTH BIIMSIHUE CTPYKTYDBI
peareHTa Ha CeJISKTUBHOCTD IpoLiecca IUKIOKOH/ICHCALIUH.
B uactHocTH, HamOoyiee BBICOKHE BBIXOJbI IIEJEBBIX
MPOAYKTOB Sa—c,e—j HaOIOAaINCh NMPHU B3aMMOJACHCTBHU
l-ankmn- u (o-nupuawi)nupasonoB 3a,b,d ¢ aunerodeno-
Ham¥ 4a—e ¥ N30HUKOTHHUIMETHIKeToHOM 4f. IIpu 3ToM B
cinyuae 4-amuHoaneToeHoHa 4€ U3 PEaKIMOHHOW CMecH
ObLIO BBIZIENIEHO N-alleTHINIPOU3BOJHOE Se, a B clilyuae
4-nupunuaunmerunkerona 4f — amerar Sh. CpaBHenue
BBIXOZIOB M30MEPHBIX MPOAYKTOB 3¢ (52%) u 5d (36%)
CBUJIETENBCTBYET O CYLIECTBEHHOM BIIUSIHUM CTEPHYECKUX
mapaMeTpoB MeTWI-2-OpoM(eHMIKeToHa 4e Ha Iporecc
mukm3anuy. [Ipuvenenve 1-QeHun3aMeneHHoro nmpasosna
3¢ B OONBIIMHCTBE PEAKIUN HE TPUBOAMIO K IMOJIOKH-
TENbHBIM pe3yjibTaTaM, W TOJBKO B ciydae KeToHa 4f
YAaJOCh BBLACTUTH MHUPA30IONUPUINH Si ¢ BEIXxogoM 22%.

B cBoro odepenp, TUANKWI- U UKIOATKAIKETOHBI 4g—1
OKa3aJHCh MeHee YyNOOHBIMU pEeareHTaMH, 4YeM alleTo-
(eHOHBI, B NMKJIOKOHACHCALMH C aMUHOAJbICTUAAMH
3a,b,d, BeposATHO, BCIEACTBHE OOJBIINEH CKIOHHOCTH K
MPOTEKaHNWI0 MOOOYHBIX TPOIECCOB: S-ANKHIMUPA30JI0-
mupuaAnHEl Sk—q OpUIH TOTy4eHs! ¢ Bexonamu 13-44% u
ux KapOo[b]aHHETHPOBAHHBIE AHAIOTH Sr—t — C BBIXOJIAMH
19-43%. IlokazarenbHO, 4TO MPU MCIIOJIE30BAHUH alleTOHA
4i B MHIUBUAYaIHHOM COCTOSIHUH C BBIXOJOM 29% yma-
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NHBoc
7 (0]
‘N7 CHO RUANRs
1 4a-|
3a—d
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()

N N. _R®
H Z X
—_— N\ | _
AcOH N R?
A, 4-6h R!' 5a-t
13-70%

4aR?=H, R®=Ph; bR?=H, R®=4-MeCgHy; ¢ R? = H, R®= 4-BrCgH,; d R? = H, R®= 2-BrCgH,; € R?=H, R® = 4-H,NCgHy;
fR%2=H, R®=4-Py; g R?=Me, R®=Et; hR?=H, R®=i-Pr; i R?=H, R®= Me; j R?= H, R% = n-Bu; k R? + R% = (CH,),; | R? + R®= (CH,);

Me Br NHAc
Nl Nl Nl Nl Nl
}\l = N = }\j = ,\l = Br 5\1 =
Me  5a (70%) Me  5pb (63%) Me  s5c (48%) Me  5d (32%) Me 5e (69%)
M B N Ph
e r = lNH*AcO‘ = IN N//Ij/
) =
NS NS NN NN N
Nl Nl Nl Nl N=
N~ N\F N N NNF
I / / / N y/
tBu  5¢ (59%) tBu  5q (54%) tBu  5h (58%) Ph 5i (22%) 5§ (38%)
Me
NS e NS e NS Ve NS Me e NS Me
| N NW a a
N e N = N = N e N~
Me Me Me Me t-Bu
5k (36%) 51 (44%) 5m (30%) 5n (13%) 50 (29%)
N\ Me N\ Me N\ N\ N\
] IO ] ] ‘ePn
N"~P e NN e N = N~ NP
t-Bu Me t-Bu
N= N=
5p (30%) / 5q (43%) 5r (19%) 5s (39%) ) 5t (53%)
X\ X\

JIOCh BBIJIEJIUTH TOJBKO TPOIYKT €ro KOHJIEHCALUU C
nupaszosom 3b — mmpazononupuauH 50. CienyeT Takxke
OTMETHUTH, UYTO B CIy4ae HECHUMMETPHYHOI'O IeKcaH-2-OHa
(4j) umkIoKOHHIEHcalMs —aMmuHOGOpMMIIHpasona 3a
peanu3yeTcsl ¢ yJyacTHeM KaK METWJIbHOW, Tak U MeTHIie-
HOBOHM Tpynn c 00pa3oBaHHEM C CYMMAapHBIM BBIXOJOM
43% cmecn u30MepoB Sm M Sn B NPHUMEPHOM COOT-
HomieHMH 2.5:1, KoTopble OBUIM pa3feieHbl MEeTOJ0M
NpenapaTuBHOM KUAKOCTHOW XpomaTorpaduu.

IIpu oOcyxkaeHUN BO3MOXXHOM CXEMBI HCCIIEAyeMOi
peakuuu OpunieHaepa, ¢ y4eToM paHee OmyOJINKOBaHHBIX
pa60T,20 MPECTABISIOCH JIOTHYHBIM, YTO MEPBOM CTaaueit
mporiecca  SABISIETCS  KaTalnM3upyemas TMHPPOIUIANHOM
KPOTOHOBasi KOHJEHCAalMsl, NpuUBOAsAIias K E-eHOHY A,
collepkaHne KOToporo B KonudectBe 35% 3adukcupoBaHo
B PEAKIIMOHHON CMECH NP KOHJICHCAIIUN COSANHECHUN 3a 1
4a B AcOH mpu 50 °C. Ilocnenyromasi KaTaiuzupyemas
KHUCJIOTOM M3oMepu3aiusi E-eHoHa A TPUBOJUT K MHTEP-
Menuaty B Z-xon¢wurypamum, npu cHITHH ¢ Kotoporo Boc-

Cxema 4
NHBoc ( ) Bog
7 o H NH R2 H*
N, \ P+ 2 — | / 3 =
1 4 |
hE Rlea ©

3alUTHl TeHepupyeTca uaTepmenuar C, noaBeprarouuics
MOCJIeAYONIeH IUKIOAETUAPATALMY B 1IEJIEBOM MPOAYKT 5.

CrpoeHne BCeX CHHTE3UPOBAHHBIX MCXOIHBIX COEIHU-
HeHuit 3b—d u IPoAYKTOB 5a—t MOATBEPKIACHO METOJaMHU
crnexrpockonuu SIMP u Xpomaro-macc-CleKTpOMETPHH.
IIpu sToM cnenyer oOpaTuTh BHMMAaHHE Ha CTPYKTYPY
PETHON30MEPHBIX COEAMHEHHH Sm,n, oOpasyromuxcs 3a
CYeT NEepPBUYHONW KOHJEHCALlMM aMHUHOAJbJIerHia 3a 1o
METWJIbHON WM METWJICHOBOU Tpymme TekcaH-2-oHa (4jf)
cootBeTcTBeHHO. B cnekrpe SIMP 'H maxopHOro m3omepa
5Sm npucyTCTBYIOT XapakTepHble Ay0ieTsl npoToHoB H-6 1
H-7 mpu 7.28 n 8.02 m. 1. ¢ KCCB 8.8 I'r;, a B criextpe
MHHOPHOTO H30Mepa Sn — CHHIVIETHI HMPOTOHOB TPYIIIBI
6-CH; nipu 2.55 M. 1. v mpotona H-7 mipu 7.80 m. 1.

Takum 00pa3oM, HaMH MOKa3aHa BO3MOXKHOCTh peav-
saruu peakiun Opuanengepa B psany 4-(Boc-amuHo)-
MTUPa3oII-5-KapOabIeTHI0B, OTKPBIBAIONIAs yAOOHBIA CHHTE-
THYECKUH TyTh K 5-3aMeIeHHBIM U KapOo[b]aHHETMpOBaH-
HBIM TiHpa3oio[4,3-bmupuanHam.

Boc
\ NH
NHQ PR 20, o3 ; R
N/ \ R —N_ \ = — N\ | P
< = - CO, N R2 —H,0 5\] R2
N . ' 1
| 1 - I-C4H8 R R 5
R'zB zc
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3KCHepI/IMeHTaJIbHaSI YacThb

UK crmekTpsl 3apeructpupoBaHel Ha mpubope Bruker
Vertex 70 B Tabnerkax KBr. Cniexrpst SIMP 'H u °C 3amu-
caHbl Ha criektpomerpe Varian VXR-400 (400 u 126 MI'g
COOTBETCTBEHHO) B MMITYJIbCHOM (hypre-peskimve B JIMCO-dg
(coemuuenns 3d, Sa—c,e—j,m—o,q,t) wm B CDCl; (coemu-
means 2b—d, 3b,c, Sd.k)lp-s), BHyTpeHHmIA cTaHmapT
TMC. Macc-ciekTpsl 3ammcaHsl Ha npubdope Agilent
LC/MSD SL; xomonka Zorbax SB-C18, 4.6 x 15 mm,
1.8 Mmxm (PN 82(c)75-932), pactBopurens JMCO, nonu-
3aIHs MEKTPOPACHBUICHUEM TIPH aTMOC(HEPHOM JaBJICHHN.
Xpomartorpadudaeckoe pa3feicHne COeTUHEeHN Sm u Sn
MIPOBEJICHO Ha MPEMapaTHBHOM JKUAKOCTHOM XpPOMAaToO-
rpage Teledyn Isco Combiflash Companion (3mroeHT
t-BuOMe—MeCN, 9:1). DneMeHTHBIN aHaIu3 BBHITIOJHEH Ha
npudope PerkinElmer CHN Analyzer cepum 2400 B
aHaIUTHYECKOW saboparopun MHCTHTyTa OpraHMYEecKOu
xumu HAH Ykpaunsl. Temneparypsl 11aBieHus onpene-
neHsl Ha cronuke Kodiepa n He ncnpaBieHbI.

Ucxonuele 4-amuHonupaszonsl la—d mpenocTaBiieHbI
HITO "Enamun" (Ykpauna). CoenuHeHus 2a u 3a cuHTe-
3MPOBAHEI 110 JTHTEPATYPHOMY METOLY.

Cunte3 coequHenmii 2b-d (oOmas Merommka).
K pactBopy 1.03 monb 4-amunonupasona 1b—d B 1400 mu
TI'® mpu oxnaxxaernu 10 0 °C u mepemMenImBaHuy 100aB-
ns1roT 5.03 T (0.041 Moms) DMAP 1 motoMm B Teuenne 30 MuH
229 1 (1.05 Momp) mu(mpem-Oytun)ankapbonata. Cmech
TIEPEMEIMBAIOT TIPY yKa3aHHOH TeMIeparype B TedeHue 1 d,
MIOBBIIIAIOT TEMIIEPATYpy A0 KOMHATHOM, IEPEMENINBAIOT
eme 4-6 u. [lanee peakIMOHHYIO cMech HarpeBatoT rpu 40 °C
B TeueHue 1 4, 3aTeM ynapuBaroT, 3KCTparupyroT 800 mi
t-BuOMe. K momydeHHOMY MaciooOpa3sHOMY MpPOIYKTY
nobasisttor 300 Mt cmecu -BuOMe-rekcan, 3:2, o6pazo-
BaBIIMICS TOCTE MEPEeMEIINBAHNS OCaJI0K OT(HIHTPOBBI-
BAIOT U CyIIIaT Ha BO3IyXe.

Tpem-0yrun-(1-mpem-6yrni-1H-nupazon-4-ui)kapéamar
(2b). Brxox 230 r (93%), ¢huoneTOBBIN MOPOMIOK, T. UL
72-73 °C. VIK cnextp, v, cM : 3273 (N=H), 1710 (C=0).
Crektp AMP 'H, 8, m. 1. (J, Tm): 1.50 (9H, ¢, C(CHs)3);
1.56 (9H, c, C(CHa)3); 6.25 (1H, c, NH); 7.33 (1H, c, H-5);
7.80 (1H, ¢, H-3). Criexrp SIMP “C, &, m. 11.: 27.9; 29.2; 58.0;
79.7; 116.6; 120.4; 128.9; 152.8. Macc-criektp, m/z (Lyy, %):
240 [M+H]" (100). Haiinero, %: C 60.02; H 8.71; N 17.44.
C2H,1N30,. Berauciieno, %: C 60.23; H 8.84; N 17.56.

Tpem-6yrnia-(1-penni-1H-nupa3oii-4-ua)kapdéamar
(2¢).' Beixox 193 r (72%), KOPHYHEBBIN MOPOMIOK, T. IUI.
93-94 °C. UK cmextp, v, cM : 3290 (N-H), 1706 (C=0).
Cnextp SIMP 'H, &, m. 1. (J, T'm): 1.52 (9H, ¢, C(CHs)3);
6.53 (1H, ¢, NH); 7.24 (1H, T, J = 7.6, H Ar); 7.42 (2H, T,
J=17.6, H Ar); 7.54 (1H, c, H-5); 7.66 (2H, n, J = 7.6,
H Ar); 8.21 (1H, ¢, H-3). Cnextp SIMP °C, 8, m. 1.: 28.1;
79.0; 116; 117.8; 124.6; 125.7; 129.5; 132.4; 139.8; 152.7.
Macc-criektp, m/z (Iym, %): 260 [M+H]" (100). Haiineno, %:
C 64.68; H 6.72; N 16.11. C4H7;N30,. Brruucneno, %:
C 64.85; H 6.61; N 16.20.

Tpem-6yrna-[1-(mupuann-2-un)-1H-nupason-4-uij-
kapbamar (2d).”> Baixox 253 1 (94%), cepblii OPOIIOK,
T. 1. 88-89 °C. UK cmextp, v, cM : 3287 (N-H), 1698

(C=0). Cnextp SIMP 'H, §, m. x. (J, Tm): 1.50 (9H, c,
C(CHs);); 6.43 (1H, ¢, NH); 7.12 (1H, 1, J = 5.6, H Py);
7.70-7.78 (2H, m, H-5, H Py); 7.88 (1H, n, J = 8.4, H Py);
8.34 (1H, n, J = 4.0, H Py); 8.60 (1H, ¢, H-3). Cnektp
SAMP C, 8, m. m.: 28.1; 79.1; 111.2; 114.8; 121.4; 124.8;
133.6; 139.2; 148.2; 150.9; 152.7. Macc-cnextp, m/z (1o, %):
261 [M+H] (100). Haiineno, %: C 60.21; H 6.33; N 21.38.
C3HN4O,. Beruncneno, %: C 59.99; H 6.20; N 21.52.
Cunre3 coequnennii 3b—d (oOmias meronuka). K oxmaxk-
neaaomy o —78 °C pactBopy 0.36 monp kapbamara 2b—d
B 1200 mn TT'® B atmocdepe aprona moGasisitor 317 M
(2.2 akB.) 2.5 M pactBopa n-BulLi B rexcane u nepeme-
HIMBAIOT B TedeHue 2-3 4 mpu —78 + —70 °C. 3ateM mpu
9TOH TeMmrepaType K peakuMOHHOW cMecH A00aBisitoT 29.3 T
(0.4 monp) IM®DA (B ciiyyae kapbamara 2b), HarpeBaroT
JI0 KOMHATHOW TeMIEepaTypbl U OCTABIAIOT HAa HOYb IPH
nepememnBanuu. Yepez 10-12 u x peakunoHHOWH cMmecH
nobapnstor 200 MJI HACBHIIIEHHOTO BOJHOTO PpacTBOpa
NH,CI. B cnyuae kap6amaToB 2¢,d K peakiHOHHONH CMECH
nobasisiror 27 T (0.365 mMonk) aTmidopmuara, nepemMeniy-
BatoT B Teuenue 0.25 4, moBsImaroT Temmeparypy 1o —20 °C u
cpazy xe no0aBistoT 200 M HACBIIIEHHOTO BOJHOTO
pactBopa NH,4Cl. B 000ux citydasix cMech JOMOTHUTEIBHO
nepememnBatoT B TeueHne 20-30 MUH U 3KCTparupyror
t+-BuOMe (3 x 200 mm). Opranudeckuil cioif aBa pasa
MPOMBIBAIOT HACBIIICHHBIM BOIHBIM pacTBopoM NaCl,
cymar Haj 0e3BoAHBIM Na,SOy4, GUIBTPYIOT CKBO3b CIIOWM
CUIIMIKareis, yrnapuBamT, K MacliooOpa3HOMY OCTaTKy
nobapmnsitor 150 M emecu t-BuOMe—rekcan, 3:2, o6paso-
BaBILUICS TIOCE MEPEeMEIINBAHUS OCaJ0K OT(HHIBTPOBBI-
BAIOT U CyIIAT Ha BO3/yXe.
Tpem-oyrun-(1-mpem-6yTui-S-popmui-1H-nupazo-
4-nn)kapoamar (3b). Brixog 86.8 r (90%), aunoBwId
nmopomok, T. wi. 93-94 °C. UK cmektp, v, em !t 3373
(N-H), 1696, 1719 (C=0). Cuektp SIMP 'H, §, m. 1.: 1.57
(9H, ¢, C(CH3);); 1.72 (9H, ¢, C(CHs;)3); 8.00 (1H, ¢, H-3);
8.70 (1H, ¢, NH); 10.36 (1H, ¢, CH=0). Cniextp SIMP °C,
5, M. a.: 25.1; 30.6; 61.2; 67.4; 116.5; 126.9; 131.2; 152.1;
180.9. Macc-cektp, m/z (Iom, %): 268 [M+H]" (100).
Haﬁ,lleHO, %: C 5862, H 807, N 15.59. C13H21N303.
Brruucaeno, %: C 58.41; H 7.92; N 15.72.
Tpem-6yTun-(1-gpenun-5-gpopmun-1H-nupaszon-4-un)-
kapdamar (3c). Beixon 74.6 T (72%), GneaHO-pO30BBIN
noporok, T. wi. 97-98 °C. UK crektp, v, cM ': 3382 (N-H),
1701, 1722 (C=0). Cnextp SIMP 'H, §, m. 1.: 1.54 (9H, c,
C(CHj;);); 7.48-7.56 (5H, m, H Ph); 8.33 (1H, ¢, NH); 8.52
(1H, ¢, H-3); 9.89 (1H, ¢, CH=0). Cnextp SIMP "°C, 8, m.
o 28.3; 81.5; 125.0; 126.0; 128.9; 129.7; 130.7; 130.8;
138.3; 152.5; 181.7. Macc-cektp, m/z (I, %): 288 [M+H]"
(100). Haiineno, %: C 62.45; H 5.77; N 14.74. C;sH7N30s.
Brruuciaeno, %: C 62.71; H 5.96; N 14.63.
Tpem-6yTui-[1-(mupuaun-2-mwi)-5-popmuit-1H-nupaszon-
4-unlkapéamar (3d). Beixon 70.5 r (68%), GexeBbIil TOPO-
moK, T. wr. 82-83 °C. UK cnektp, v, oM 1 3388 (N-H), 1696,
1728 (C=0). Criextp SIMP 'H, &, m. 1. (J, T'm): 1.50 (9H, c,
C(CHa;)3); 7.45 (1H, 1, J= 5.6, H Py); 7.90 (1H, 1, J = 8.4,
H Py); 8.06 (1H, 1, J = 6.8, H Py); 8.21 (1H, ¢, NH); 8.52
(1H, n, J = 4.4, H Pyr); 8.81 (1H, ¢, H-3); 10.97 (1H, c,
CH=0). Cnektp SIMP C, 5, m. x.: 28.3; 81.5; 114.7;
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122.0; 126.4; 131.9; 132.0; 138.9; 147.7; 152.6; 152.7,
186.1. Macc-crextp, m/z (I, %): 289 [M+H]" (100).
Haiineno, %: C 58.51; H 5.74; N 19.65. C4H(N4Os.
Brruucaeno, %: C 58.32; H 5.59; N 19.43.

Cunre3 coenunenuii Sa—t (oburast meronuka). K pactsopy
0.02 monp N-Boc-ammuuonupasonkapbansaeruna 3a—d B
100 ma AcOH no6asnsror 0.022 monb kerona 4a—1u 1.4 T
(0.02 Mo1p) MUPPONHIMHA, IEPEMEIIUBAIOT B TeUeHUE 1 4
IIpU KOMHATHOHM TeMIieparype, a 3aTeM KHUIIATAT B TCUCHHE
4-6 4, xoHTponupys xona peakuuu merogoM TCX. Cmech
OXJIKIAIOT, PAcTBOPUTENb YIAPHBAIOT, K MOJIYYCHHOMY
Macyioo0pasHoMy ocanky mob6aemsror 150 mm H,O. B
cilydae apwI(TeTepUIT)KETOHOB BBINABIINKA OCa/I0K OT(MIBT-
POBBIBAIOT, MPOMBIBAIOT 50 MJI reKcaHa, CyniaT U KpUcTai-
m3yloT u3 cMmecu -BuOMe-MeCN, 1:5 (coenunenwus
5a,b,q,t) umu MeCN (coemunenus S5c—j). B cmyudae
JMAJKWI- U HUKIOAJKWIKETOHOB Maci000pa3HbIN MPOIAYKT
skctparupytor AcOEt (2 x 75 wmi), opraHudeckuil cioi
npoMbiBatoT BonHbIM pactBopoM NaHCO;u NaCl, cymar
u ynapusatot. K ocratky nobasmstor 90 ma cmecu PhMe—¢
-BuOMe, 2:1 u xunarar B Tedenue 10 MUH, 1eKaHTHPYIOT
pacTBOp, YNapHBalOT €ro IpH IMOHWKCHHOM JaBJICHHH,
MOJYYSHHBIH TPOJYKT KPUCTALIM3YIOT U3 cMec PhMe—t-
BuOMe, 1:1 (coenunenus 5k,1,0,p,r,s).

1-Metui-5-genna-1H-nupa3zoso[4,3-b|nupuaun (5a)
noyiydarot u3 coeauHennii 3a u 4a. Brixon 2.93 r (70%),
TEMHO-KOPUYHEBBIN MOPOIIOK, T. . 155-156 °C. Cnektp
SAMP 'H, 8, m. 1. (J, T'): 3.94 (3H, ¢, CHs); 7.44-7.51 (3H,
M, H Ph); 7.99 (1H, n, J = 8.5, H-6); 8.14 2H, n, J = 7.0,
H Ph); 820 (1H, n, J = 8.5, H-7); 831 (1H, ¢, H-3).
Cnextp SIMP °C, 8, m. n.: 36.4; 118.8; 119.5; 127.3;
129.1; 129.2; 132.3; 133.6; 139.6; 141.7; 152.5. Macc-
cnextp, m/z (Iom %): 210 [M+H]" (100). Haiineno, %:
C 7444; H 5.24; N 19.98. C;3sH|N3. Brrumucneno, %:
C 74.62; H 5.30; N 20.08.

5-(4-Metunadenni)-1-merua-1H-nupa3soio|4,3-b]-
nupuauH (Sb) nomydatot u3 coenuHeHni 3a u 4b. Bexon
2.81 1 (63%), Oypsrit mopomiok, 1. 1. 157-158 °C. Cnextp
SAMP 'H, §, m. . (J, Tu): 2.36 (3H, ¢, CH;); 4.09 (3H, c,
CH;); 7.30 (2H, n, J = 8.0, H Ar); 7.97 (1H, n, J = 8.0,
H-6); 8.03 (2H, &, J = 8.0, H Ar); 8.20 (1H, x, J = 8.0, H-
7); 8.28 (1H, ¢, H-3). Cnextp IMP °C, §, m. a.: 21.3;
36.4; 118.5; 119.4; 127.2; 129.8; 132.2; 133.5; 136.8;
138.7; 141.7; 152.5. Macc-criektp, m/z (Iym, %): 224 [M+H]"
(100). Haitneno, %: C 75.14; H 5.72; N 18.71. C4H3Ns.
Brruucaeno, %: C 75.31; H 5.87; N 18.82.

5-(4-Bpomdpennn)-1-mernn-1H-nupasono[4,3-b]-
nupuauH (Sc) momydarot u3 coeanHeHni 3a u 4¢. Bexon
2.77 t (48%), opaHkeBbIi TIOPOIIOK, T. L. 174-176 °C.
Crextp SIMP 'H, §, m. a. (J, T'm): 4.11 (3H, ¢, CHs); 7.69
(2H, n, J= 8.0, H Ar); 8.04 (1H, 0, J = 8.0, H-6); 8.11 (2H,
n, J=28.0, H Ar); 8.25 (1H, x, J = 8.0, H-7); 8.32 (1H, c, H-3).
Crextp SIMP C, 8, m. 12 36.5; 118.6; 119.7; 122.8; 129.3;
132.2; 132.4; 133.6; 138.7; 141.7; 151.2. Macc-criektp, m/z
Loms %): 290 [M(*'Br)+H]" (94), 288 [M("Br)+H]" (100).
Haiineno, %: C 54.37; H 3.59; N 14.47. C3H,(BrNs.
Breruucneno, %: C 54.19; H 3.50; N 14.58.

5-(2-bpomdenun)-1-merun-1H-nupa3sonao[4,3-b]-
nupuaul (5d) nomygaror u3 coequaenuii 3a u 4d. Beixon

383

1.85 r (32%), cBemno-xentbiil mopook, T. wi. 170-171 °C.
Cnektp AMP 'H, 8, m. a. (J, I'm): 4.12 (3H, ¢, CH3); 7.38
(1H, 1, J = 8.0, H Ar); 7.48-7.60 (3H, m, H-6, H Ar); 7.67
(1H, n, J = 8.0, H Ar); 7.81 (1H, n, J = 8.0, H-7); 8.26 (1H,
¢, H-3). Cnextp SIMP °C, 8, m. 1. 36.5; 118.5; 122.0;
122.4; 128.3; 130.6; 132.0; 132.2; 133.4; 133.5; 141.2;
141.8; 153.9. Macc-criektp, m/z (Iom, %): 290 [M(*'Br)+H]"
(90), 288 [M(Br)+H]" (100). Haiineno, %: C 54.04;
H 3.59; N 14.49. C3H,(BrN;. Brrunucneno, %: C 54.19;
H 3.50; N 14.58.
N-[4-(1-Metun-1H-nupa3zosio[4,3-b|nupununuii)gpenn]-
aneramu (5e) noiayvaroT U3 coeanHeHuit 3a u 4e. Boixon
3.67 v (69%), xentelii mopomok, T. i 180-182 °C.
Cnextp SAMP H, §, M. 1. (/, Tm): 2.08 (3H, ¢, CH,); 4.08
(3H, ¢, CH3); 7.71 (2H, n, J = 8.0, H Ar); 7.96 (1H, n,
J = 8.8, H-6); 8.0 (2H, n, J = 8.0, H Ar); 8.17 (1H, n,
J=28.8, H-7); 8.26 (1H, c, H-3); 10.13 (1H, ¢, NH). Cnextp
AMP C, 8, m. 1. 22.5; 36.3; 118.3; 119.4; 127.6; 129.9;
133.3; 134.1; 140.4; 141.6; 144.1; 152.1; 168.9. Macc-
crektp, m/z (Iom, %): 267 [M+H]" (100). Haiineno, %:
C 67.44; H 5.36; N 20.91. C;sH4N4O. Brruucaeno, %:
C 67.65; H5.30; N 21.04.
1-(Tpem-6yTun)-5-(n-roauna)-1H-nupa3zono[4,3-b]-
mupuauH (5f) nonyuatot u3 coenunenuit 3b u 4b. Brixon
2.67 1 (59%), CBETIO-KOPUYHEBBIN MOPOIIOK, T. M. 172—
173 °C. Cnextp SIMP 'H, 8, m. a. (J, T'm): 1.72 (9H, c,
C(CHa;)3); 2.36 (3H, ¢, CH3); 7.30 (2H, n, J = 8.2, H Ar);
7.87 (1H, n, J = 8.0, H-6); 8.01 (2H, 1, J= 8.2, H Ar); 8.26
(1H, ¢, H-3); 8.37 (1H, x, J = 8.0, H-7). Cnextp SIMP "°C,
S, M. 1.: 20.8; 29.3; 60.2; 117.4; 121.2; 126.6; 128.3; 129.2;
129.4; 132.0; 134.4; 136.2; 151.5. Macc-cuextp, m/z (Iyy, %):
266 [M+H]" (100). Haiineno, %: C 76.79; H 7.06; N 15.99.
C7H9N3. Brraucneno, %: C 76.95; H 7.22; N 15.84.
5-[(4-Bpomdenni)-1-(mpem-6yTua)|-1H-nupa3zono-
[4,3-b]lnupunun (5g) momyyaroT U3 coeanHenui 3b u 4c.
Beixon 3.57 r (54%), 6ypsiit mopormok, T. mi1. 178—180 °C.
Crextp IMP 'H, 8, M. 1. (J, T'y): 1.70 (9H, ¢, C(CHs););
7.64 2H, n, J=7.6, H Ar); 7.86 (1H, n, J = 7.8, H-6); 8.05
(2H, o, J=17.6, H Ar); 8.28 (1H, ¢, H-3); 8.35 (1H, n, J= 7.8,
H-7). Cnextp IMP °C, §, m. 1.: 29.7; 60.7; 117.9; 121.8;
122.8; 129.2; 130.6; 132.2; 136.2; 138.6; 143.0; 150.7.
Macc-criextp, m/z (Iom, %): 332 [M(*'Br)+H]" (98), 330
[M("Br)+H]" (100). Haiineno, %: C 58.41; H 4.74; N 12.55.
Ci6H6BrNs. Beruanucneno, %: C 58.19; H 4.88; N 12.72.
Auerar 4-[1-(mpem-6yri)-1 H-nupa3zosio[4,3-b| mupuaun-
S-nalnupuaunns (Sh) nomydator u3 coequnennii 3b u 4f.
Brexon 2.92 r (58%), TeMHO-KOPHUYHEBBIH MOPOIIOK, T. IT.
180-182 °C. Cnextp SIMP 'H, 8, m. 1. (J, Tu): 1.74 (9H, c,
C(CHj);); 1.90 (3H, ¢, CH;COO); 8.06 (1H, n, J = 8.0,
H-6); 8.10 (2H, 1, J = 5.6, H Py); 8.37 (1H, ¢, H-3); 8.51
(1H, n, J = 8.0, H-7); 8.70 (2H, 1, J = 5.6, H Py). [Mupuan-
HUeBBIH mpoToH NH HaxoauTcst B oOMeHe C MOJEeKyJIaMH
BOZIBI sieiiTepopacTBopurens. Cnektp IMP °C, &, m. m.:
21.5; 29.7; 60.9; 118.3; 121.4; 121.9; 130.9; 133.0; 143.1;
146.3; 149.2; 150.7; 172.5. Macc-cniektp, m/z (Iyy, %): 253
[M-AcO]" (100). Haiineno, %: C 65.12; H 6.36; N 17.82.
C17H20N402. BBI‘[I/ICJ'IGHO, %: C 6537, H 645, N 17.94.
5-(Ilnpuaun-4-un)-1-penna-1H-nupa3zoo4,3-b]-
mupuaun (5i) nomygarot u3 coenunenuit 3¢ u 4f. Beixon
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1.19 r (22%), TemHO-0Oypblii MOpOLIOK, T. TWI. 192—-194 °C.
Cnexrp SIMP 'H, 8, m. 1. (J, Tw): 7.38-7.65 (5H, M, H Ph);
7.84 2H, n, J = 6.4, H Py); 8.14 (1H, ¢, H-3); 8.23 (1H, &,
J = 1.6, H-6); 8.46 (1H, n, J = 7.6, H-7); 8.73 (2H, &,
J = 6.4, H Py). Cnekrp SIMP B, 8, m. m: 107.3; 120.2;
120.9; 121.5; 122.4; 124.0; 127.7; 127.8; 130.4; 137.0;
139.2; 139.5; 150.7. Macc-crextp, m/z (Iyy, %): 273 [M+H]"
(100). Haitneno, %: C 75.16; H 4.59; N 20.41. C;;HpN,.
Brruucaeno, %: C 74.98; H 4.44; N 20.58.
1-(IMnpuaun-2-ui)-5-penun-1H-nupaszono[4,3-b]-
nupuauH (5j) nonyyaror u3 coequnenuit 3d u 4a. Brixon
3.06 r (38%), TeMHO-CcepbIil mopouIok, T. wi. 174—175 °C.
Cnextp SIMP 'H, §, m. a. (J, 'm): 7.36 (1H, T, J = 7.6,
H Ph); 7.46-7.53 (3H, M, H Ph, H-6); 8.01-8.05 (2H, M,
H Ph); 8.12-8.18 (3H, m, H Py); 8.59 (1H, n, J = 5.4,
H Py); 8.71 (1H, ¢, H-3); 9.08 (1H, n, J = 8.2, H-7).
Cnextp SAMP 13C, 6, m. m.: 113.0; 120.4; 121.5; 124.3;
127.4; 128.6; 129.1; 129.3; 129.5; 138.1; 139.0; 139.8;
148.6; 153.5; 154.1. Macc-criextp, m/z (Iyy, %): 273 [M+H]"
(100). Haiineno, %: C 74.79; H 4.38; N 20.47. C;;H,N,.
Brruucaeno, %: C 74.98; H 4.44; N 20.58
1,6-Tumernin-5-3run-1H-nupasono[4,3-b|nupuaun (5k)
nosydarot u3 coequHennii 3a u 4g. Brixon 1.36 r (36%),
OpamKeBbIil OPOmOK, T. 1. 115-116 °C. Cnexrp SIMP 'H,
o, m. 1. (J, I'm): 1.30 (3H, 1, J = 8.0, CH;); 2.45 (3H, c,
CHs3); 2.88 (2H, x, J = 8.0, CH,); 4.02 (3H, c, CH3); 7.43
(1H, ¢, H-7); 8.08 (1H, ¢, H-3). Criextp SIMP °C, §, m. 1.:
12.8; 19.9; 28.9; 35.7; 117.3; 129.3; 132.2; 132.8; 139.8;
158.1. Macc-criektp, m/z (Iy, %): 176 [M+H]" (100).
Haiineno, %: C 68.72; H 7.33; N 23.81. C;oHi3Ns.
Brruucaeno, %: C 68.54; H 7.48; N 23.98.
5-N3onponua-1-meruin-1H-nupa3ono[4,3-b|nupuaun
(51> nonyuaror u3 coequnenuit 3a u 4h. Beixox 1.54 r
(44%), Gexesplii mopomok, T. wi. 110-111 °C. Cmektp
SAMP 'H, §, m. 1. (J, T): 1.23 (6H, 1, J = 6.8, 2CH;); 3.08
(1H, rent, J = 6.8, CH); 3.94 (3H, ¢, CH3); 7.10 (1H, &,
J=28.8, H-6); 7.58 (1H, 1, J = 8.8, H-7); 8.00 (1H, c, H-3).
Cnextp SIMP C, &, m. 1.: 23.2; 35.8; 36.2; 118.9; 119.6;
132.0; 132.7; 140.9; 162.5. Macc-cniextp, m/z (I, %): 176
[M+H]" (100). Haitneno, %: C 69.38; H 7.55; N 23.84.
CioH3N3. Beruncaeno, %: C 68.54; H 7.48; N 23.98.
5-Byrua-1-merun-1H-nupa3zono[4,3-blnupuaun (Sm)
nosydarot u3 coenunenuit 3a u 4j. Beixox 1.34 t (30%),
TEMHO-KeNTas MacnoobpasHas skuakocts. Crextp SIMP 'H,
8, M. 1. (J, Tu): 0.87-0.91 (3H, m, CH3); 1.25-1.31 (2H, m,
CH,); 1.64-1.69 (2H, m, CH,); 2.81-2.86 (2H, m, CH,);
4.04 (3H, c, CH;); 7.28 (1H, x, J = 8.8, H-6); 8.02 (1H, x,
J=8.8, H-7); 8.12 (1H, ¢, H-3). Crextp SIMP °C, §, m. 1.:
14.2; 22.3; 32.1; 36.2; 37.6; 118.5; 121.0; 131.8; 132.5;
141.1; 157.7. Macc-ciiektp, m/z (Iom, %): 190 [M+H]" (100).
Haiineno, %: C 69.65; H 8.13; N 22.08. C;;H;sNs.
Brruucaeno, %: C 69.81; H 7.99; N 22.20.
1,6-TumeTna-S-nponui-1H-nupa3osio[4,3-blnupuann
(5n) momyvaroT u3 coenuHeHwit 3a u 4j. Beixoxm 0.38 r
(13%), opamxeBbie KpucTaubl, T. 1. 108—109 °C. Crextp
SAMP 'H, 5, m. 1. (J, Tm): 0.99 3H, 1, J = 7.2, CH3); 1.62—
1.69 (2H, M, CHy); 2.55 (3H, ¢, CH3); 2.68 2H, 1, J= 7.2,
CH,); 4.01 (3H, ¢, CH3); 7.80 (1H, c, H-7); 8.04 (1H, c,
H-3). Crextp SIMP °C, &, m. m.: 14.2; 22.9; 23.0; 35.2;

384

36.1; 117.2; 132.2; 132.7; 134.0; 140.0; 153.1. Macc-
crextp, m/z (low, %): 190 [M+H]" (100). Haiineno, %:
C 69.63; H 7.92; N 2231. C;;H;sN;. Brruucneno, %:
C 69.81; H7.99; N 22.20.
1-(Tpem-6yTni)-S-mernn-1H-nupasono[4,3-bjnupuann
(50) monyuatror u3 coenuHenuit 3b u 4e. Beixox 1.09 r
(29%), cBeTno-kKOpHUYHEBBIN Mmopomok, T. mwI. 88—89 °C.
Crektp SIMP 'H, 8, m. 1. (J, T): 1.70 (9H, ¢, C(CHs)3);
2.61 (3H, c, CH3); 7.30 (1H, 1, J = 8.8, H-6); 8.10 (1H, c,
H-3); 8.37 (1H, 1, J = 8.8, H-7). Criextp SIMP B, 8, M. 1.
23.6; 29.7; 60.7; 121.3; 122.5; 130.2; 130.5; 140.6; 153.0.
Macc-cniextp, m/z (I, %): 190 [M+H]" (100). Haiineno, %:
C 69.64; H 7.81; N 22.01. C;;H;5sN;. Brruucneno, %:
C 69.81; H 7.99; N 22.20.
1-(Tpem-0yTuin)-6-metuii-5-3tui-1H-nupasoio|4,3-b)-
mupuauH (Sp) nonydvarot u3 coequHeHuit 3b u 4g. Brixox
1.30 r (30%), TeMHO-KOpPUYHEBBII MOPOILOK, T. 1. 92-93 °C.
Cnextp SIMP 'H, §, M. & , Tm): 1.30 B3H, 1, J = 7.6,
CH;); 1.72 (9H, ¢, C(CH;)3); 2.44 (3H, ¢, CH3),; 2.88 (2H,
K, J = 7.6, CH,); 7.73 (1H, c, H-7); 8.08 (1H, c, H-3).
Cnextp SAMP 13C, 6, M. m.: 12.7; 19.8; 28.4; 29.7; 60.1;
120.8; 128.8; 130.5; 131.5; 140.9; 157.1. Macc-cniektp, m/z
Lo %0): 218 [M+H]" (100). Haitneno, %: C 71.99; H 8.72;
N 19.18. C3H9N;3. Brruucneno, %: C 71.85; H 8.81;
N 19.34.
6-Metua-5-3tua-1-(mupuann-2-ui)-1H-nupasono-
[4,3-b]lnupunun (5q) monydart u3z coeaunenuit 3d u 4g.
Beixon 2.05 r (43%), KopHuHEBBIf HOPOMIOK, T. M. 108—
109 °C. Criexrp SIMP 'H, &, m. 1. (J, T'): 1.29 (3H, 1, J = 7.6,
CH;); 2.48 (3H, ¢, CHj); 2.89 (2H, k, J =7.6, CH,); 7.31—
7.35 (1H, m, H Py); 7.98-8.03 (2H, m, H Py); 8.51 (1H, c,
H-7); 856 (1H, n, J = 4.8, H Py); 8.77 (1H, ¢, H-3).
Cnektp SAIMP C, &, m. 1. 12.5; 19.9; 28.5; 112.9; 121.2;
123.2; 131.2; 131.5; 137.4; 139.7; 141.5; 148.5; 153.8; 159.4.
Macc-ciektp, m/z (I, %): 239 [M+H]" (100). Haiineso, %:
C 70.68; H 5.97; N 23.35. C4H 4N, Brruucneno, %:
C70.57; H5.92; N 23.51.
1-Metui-5,6-nuruapo-1H-uuknodyralb]nupa3soso-
[3,4-e]nupuaun (Sr) monyuaroT u3 coeauHenuil 3a u 4k.
Bexon 0.6 T (19%), >xenTslit mopomok, T. mi. 107-108 °C.
Crextp SIMP 'H, §, m. 1. (J, I'm): 3.00-3.04 (2H, M, CH,);
3.28-3.32 (2H, M, CHy); 3.91 (3H, ¢, CH3); 7.29 (1H, c,
H-7); 7.94 (1H, ¢, H-3). Cnektp SIMP °C, §, m. 1.: 25.3;
33.6; 36.4; 56.5; 112.4; 132.3; 134.8; 138.5; 140.6. Macc-
crextp, m/z (Iom, %): 160 [M+H]" (100). Haiineno, %:
C 68.11; H 5.61; N 26.57. CoHyN;. Brerumncneno, %:
C 67.90; H 5.70; N 26.40.
1-(Tpem-6yTun)-1,5,6,7-trerparuapouuxiaonenralb]-
nupazonol4,3-e|nupuaun (5s) NOTyUYaAIOT U3 COETUHEHUH
3b u 41. Beixoa 1.68 1 (39%), opaHXeBbIiA MMOPOIIOK, T. TUL.
88-89 °C. Cmektp SIMP 1H, 6, m. a. (J, T'm): 1.73 (9H, c,
C(CH3);); 2.17-2.22 (2H, M, CH,); 3.00-3.08 (4H, wm,
2CH,); 7.80 (1H, ¢, H-7); 8.06 (1H, ¢, H-3). Criextp SIMP °C,
S, M. 11.: 24.4; 29.6; 30.8; 33.0; 60.2; 116.0; 130.9; 131.3;
135.4; 141.2; 161.7. Macc-criektp, m/z (Iym, %): 216 [M+H]"
(100). Haiimeno, %: C 72.71; H 7.79; N 19.43. C3Hy7N;.
Brruucaeno, %: C 72.52; H 7.96; N 19.52.
1-(IMupuaun-2-uia)-5,6-quruapo-1H-uukiaodyra|b]-
nupa3osno[4,3-blnupuaun (5t) moaydaroT U3 COeTUHEHUH



Chem. Heterocycl. Compd. 2019, 55(4/5), 379-385 [Xumus cemepoyuxa. coeounenuii 2019, 55(4/5), 379-385]

3d u 4k. Beixog 2.36 1 (53%), KOpUYHEBBIH IOPOLIOK,
1. mn. 121122 °C. Cnextp IMP 'H, &, m. 1. (J, T): 3.18—
3.22 (2H, m, CH,); 3.41-3.45 (2H, m, CHy); 7.33-7.37 (1H,
M, H Py); 8.03 (2H, 1, J = 4.8, H Py); 8.51 (1H, ¢, H-7);
8.55 (IH, 0, J = 4.8, H Py); 8.74 (1H, ¢, H-3). Cnektp
SIMP 13C, 6, M. 1I.: 25.6; 33.7; 113.3; 117.2; 121.4; 133.0;
137.3; 139.8; 140.5; 142.8; 148.4; 153.8; 161.9. Macc-criexTp,
m/z (I, %): 223 [M+H]™ (100). Haiineno, %: C 70.52;
H 4.41; N 25.07. C;3HoN4. Beraucneno, %: C 70.26; H 4.54;
N 25.21.
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