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Fﬁ\ CH(OMe), COR2 _DMAP _ ={  PuC H,
N\N CHO A TR \ N T tBuOH ‘
Y C?: EtiH3|:20 A4h 4 100° g 24 h 1 CO,t-Bu
) pyzo Bh RSOZC R? ox o79 HOC  R? golgag tBUOLC  R2 oo th R
24-86% 52-92%

R'= Me, Et, t-Bu, Ph; R?= H, Me, CHF,, CF3; R®= Me, Et

N-Boc-5-hopmunnupason-4-aMUHBI B3aHMOACHCTBYIOT ¢ METHII-3,3-TMMETOKCUTIPOIIAHOATOM WK ¢ B-KeTO3(hHpaMu B KHISAIICH YKCYC-
HOM KHCJIOTe ¢ 00pa3oBaHMEM MeTWI(3THI)IHpa3oio[4,3-b]nupuanH-6-kapOoKCHIaTOB, KOTOPBIE Yepe3 MPOMEKYTOUHbIe KapOOHOBEIE
KUCJIOTHI OBUTH TIPEBPALICHBl B COOTBETCTBYIOIINE mpem-0yTHiaKkapOoKkcuiaaTel. X mocnenyromuM rHAPUPOBaHHEM Ha KaTalu3aTtope
10% Pd/C npu 100°C u 25 at™ cuHTe3UpOBaHEl mpem-0yTnin-4,5,6,7-rerparnaponnpazono[4,3-b ] mupuinH-6-kapOOKCHIATEL.

KioueBsle ciaoBa: ankummupasono|4,3-b|nupuans-6-kapOoKCHIaTel, 3,3-IMMETOKCHITPOIIPONTNOHAT, B-keTo3¢upsl, N-Boc-5-hopmmi-
MUpa3oi-4-aMUHEBL, TeTparugponupasono4,3-b|nupunun-6-kapookcunarsl, Pd/C katamutrnaeckoe THAPUPOBAHHUE.

HunexoruHoBas (mmnepuauH-3-kapOoHOBas) KHCIOTa
(I) u ee pa3sHoOOpa3Hble N-3aMELICHHBIE ITPOU3BOIHBIC
MIPECTABILIIOT CO00i A PeKTHBHBIE MHIHOUTOPHI TpPaHC-
noprepa y-amuHOMaclsHoW kucioTel (GABA) moarmma
GAT-1.""* Pe3ynpTatoM nx BBIPaXEHOTO (DapMAKOIOTHIE-
CKOTO JICWCTBUSA CTAJIN pa3pabOTKa W BBEJCHHUE B TeparieB-
THYECKYI0 TPAKTHUKy aHTHIIMICHTHYECKOr0 MpenapaTa
tnaraGuna (I1)° (puc. 1).
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Pucynok 1. Ctpykrypsl nunepuaus-3-kapbonoBoit kucnots (I)
n tnarabuna (II).

© 2021 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

B nocnensee BpeMsl BHUMaHHE CIHEIMATIIICTOB B 00nacTH
Jr3aifHa OMOAKTUBHBIX COSAMHEHUI CTaJH IPUBIICKATH TIPOH3-
BOJIHBIC HHIIEKOTHHOBOH KHCJIOTHI, B KOTOPBIX MHIIEPH-
JVHOBBIH IMKJI aHHEIMPOBAH C ApOMATHYECKHMH'® '~ 1
rerepoapomariueckumu' "' mpmavu.  Pesymbrathl aTHX
HCCIIeIOBAaHUN MIPUBETH K BBIABICHHIO B PAAY 3-KapOoOKCH-
3aMemIeHHbIX 1,2,3,4-TeTparnApoXMHOINHOB HHTHOUTOPOB
MHUEIOUTHON KJIETOYHOMN neﬁKeMI/H/I,12 a cpead aMuaoB
4,5,6,7-Tetparuaponupasoio[4,3-b JnupuauH-6-kapOOHOBBIX
KHCJIOT — IOTEHIHAIBHBIX CPEACTB JUIS JICUCHUSI ayTOUMMYH-
HbIX 3a60eBanmii. "' TIpu 5TOM ciielyeT OTMETHTb, 4TO B
MOCJIEAHEM CIlydae METOJ IOJIY4eHHs KIHOYEBBIX COEIUHE-
HU#l — mmpa3zono[4,3-b]mupuanH-6-KapOOHOBBIX KUCIOT —
BKIIFOYAET 9 cTajmii 1 OCHOBaH Ha aHHEITMPOBAHUH IHPA30JIb-
HOTO IMKJIA K TIOJIM3aMEIIEHHOMY MMHPUINHOBOMY OCTOBY.

Hamu npensio>xeH HOBBI NOAXOXN K CHUHTE3Y IPOU3-

BOAHBIX THPa3oio[4,3-b]mupuanH-6-kapOOHOBBIX KHCIIOT,
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0a3upyONMMICS Ha aHHEJINPOBAHUH MUPHIMHOBOTO IIMKIA
K THpa3osisHOMY. MeTtos cuHTe3a (yHKIHOHATH3UPOBAH-
HBIX THPa3070[4,3-b|MUpUANHOB TIPEenroIaracT HCHOIb-
30BaHUE B KA4eCTBE CyOCTPATOB paHEe CHHTE3MPOBAHHBIX
Hamu N-Boc-4-amuaonmpa3zon-5-kap6amsaerunos  la—d,
MTOKA3aBIINX CBOIO 3((EeKTUBHOCTH B KaueCTBE OMIIEHTPO-
BBIX COCTABJIAIONINX B IUKIOKOHICHCAIHAX C KETOHAMH, '’
B-mukeToHamu,” a TakKe ¢ MPOM3BOIHBIME MAIOHOBOMH™' 1
LMAHYKCYCHOI KHCJIOT.

VYcTaHOBIIEHO, YTO, KPOME YIOMSHYTBIX BBIIIC METHICH-
AKTHUBHBIX COEIMHEHUH, aMuHoanpaeruasl la—d B npucyr-
CTBHHM 3KBHMOJISIPHOTO KOJIMYECBA NMHUPPOIHMANHA B KHILAIIEH
YKCYCHOW KHCJIOTE€ B3aUMOJIEHCTBYIOT € MeTwi-3,3-au-
METOKCHIIPOIIaHOATOM 2a ¢ o00pa3oBaHHEM S-HezaMe-
IICHHBIX MHpa3ono[4,3-b|nupunuH-6-kapookcmmatos 3a—d
i ke ¢ B-kerorpupamu 2b—d c obOpazoBanmeMm S5-3ame-
IIEHHBIX, B TOM 4YHCIE€ U (TOPMETWIBHBIMH TpYyNIaMHu,
mmpazono[4,3-bmpuarH-6-kapookcmmatoB 3e-k (cxema 1).
OcoOeHHOCTBIO TPOTEKaHUS peakuuu 1-mpem-OyTun-
3aMENIEHHOTO aMHHoanpAernga lc sBasercs TO, dHTO,
Hapany ¢ kapookcumatoMm 3f (Bexon 24%), ObIT BBIICICH

Cxema 1
CH(OMe),
COzMe N\
2a N/ |
33-62% N7 NFcoMe
{ \ R 3a-d
NHBoc N
N. _R?
N/ \ H 7 N
WO CHO “acon | corz Nl
L A, 8h I CO,Et
1a—d CO,Et R 3ek
2bd (24-86%)
— +
N\ Me
N |
\ Pz
/
t-Bu 4
(42%)

1,3aR'=Me, bR'"=Et, cR'=tBu, dR'=Ph
2b R?=Me, ¢ R?= CHF,, d R?=CF4
3eR'=R?=Me; fR' = t-Bu, R?= Me; g R' = Me, R?= CHF;
h R"=Et, R2= CHF,; i R' = t-Bu, R?= CHF,; j R' = Me, R? = CF3;
k R'=Et, R>=CF4

NPOJIYKT €ro THAPOIM3a M IOCIEAYIOIEero aekapOoKcu-
JTUpOBaHUs — coequHeHue 4 ¢ BeixoaoM 42% (cxema 1).

B UK cnexrpax coeavHeHuil 3a—k uMmeroTcs mHOIOCHI
MOTJIOMICHHST CJIOKHOA(UPHBIX KapOOHWIBHBIX TPYHI B
muarasone 17061713 cm'. B cmextpax SIMP 'H coemu-
HeHuit 3a—d mpotonsl H-5 mposBisioTcs cuHrieramu B
nuanazone 8.98-9.12 m. n., a mportonsl H-7 Bcex coenu-
HeHuit 3a—Kk — cunrneramu B quanasose 8.55-8.81 m. 1.

OOBIYHO /I TUIPUPOBAHUS TIOJ JABJICHUEM ITHUPHUIU-
HOBOTO IIMKJIa MHpa3oio[4,3-b]nupruaArHOBEIX CTPYKTYp, B
3aBUCHMOCTH OT HAJIWYHSA W TIOJIOXKEHHUS 3aMECTHTENCH, B
KadgecTBE KaTaln3aTopoB ucnoib3yioT Pd/C (mis mHedyHK-
LMOHATH3UPOBAHHBIX TPOM3BOAHBIX), . 20% Pd(OH),/C
(w1 5-kapOoKCH(IMAHO)IPOM3BOAHEIX) > U PtO, (mwmsa
6-aMHHOKapOOHWIIPON3BOIHEIX). C y4eTOM TOCTYITHOCTH
W JemeBH3HBI KaTanm3atopoB Pd/C mam mperncraBisiioch
1enecoo0pa3HbIM UCCIIEIOBAaTh MX MPUMEHEHHE I BOCCTa-
HOBJICHHSI THPHIMHOBOTO (parMeHra alKHIKapOOKCH-
natoB 3a-k. Ha mpumepax MomenbHBIX COeAMHEHHH 3a.j
METOJIOM XpOMaTO-Macc-CIEKTPOMETPUH TTOKa3aHo, YTO UX
rugpupoBanue Ha 10% Pd/C (mpu 60°C B pactBope MeOH
g coequnenus 3a, wnu npu 80°C B pactBope EtOH nms
coequHeHUs 3j) mox maBIeHWM 25 aT™M B TedeHHe 24 d
MPUBOANT K 0Opa30BaHMIO TETPArMAPONPOU3BOIHEIX Sa,b
(cxema 2, METOZ aHAJOTUYEH MCTIOJIB30BAHHOMY TIPH MOJY-
YEHUH COEANHEHUH 9a—K) ¢ MPOICHTHBIM COAEpKaHUEM B
pPEaKIMOHHON CMeCH COOTBETCTBEHHO 12 m 15%, KoTOpBIE
opumn 3adukcupoBansl MeTogoM JKX/MC, HO B nanbHei-
IIeM MX HE YAaloCh BBIJICIUTh B MHIUBHIYyaJbHOM BHIIE.
He wncximodeHo, 4T0 TakoM pe3ysbTar SIBISIETCS CIIEICTBUEM
MOOOYHBIX KOHJCHCAIMH C yJacTHEM alKOKCHKAapOOHMIIb-
HOI IpyNIbl BOCCTAHOBJIEHHBIX NPONYKTOB Sa,b. MoxHO
OBUIO TIPEATIONOXKNUTh, YTO TOHIDKEHHE 3NIEKTPOPHILHOCTH
YKa3aHHBIX TPYIHII ITyTE€M 3aMeIeHus] Ha Oosiee 0ObEMHYIO
mpem-0yTUIbHYI0, OyAeT MpPEensITCTBOBaTh INPOTEKAHHUIO
MOOOYBIX MPOLECCOB M MO3BOJHUT IOJYYHTh IIEJIEBBIC
MPOJIYKTHI BOCCTAHOBJIEHHS C PENapaTHBHBIMH BHIXOJaMH.

B 3TOM KOHTEKCTE Ha INEpBOW CTaqUU ANKWIKapOOKCH-
nmatel 3a—K KWIIf4eHHEM B BOJHO-CIIMPTOBOM pPacTBOpE
KOH 6pumn mpeBpamieHsl B KapOOHOBBIE KHCIOTHI 6a—k
(cxema 2). CnenuanbHO BBITIOJHEHHBIH 3KCHEPUMEHT TI0
KaTaINTHYECKOMY THAPHPOBAHUIO KUCIIOTHI 6] B OmMCaH-
HBIX Bble Juisi 3¢upa 3j ycIOBUSX IOKa3al, 4YTO B
IpoIiecce BOCCTAHOBJICHUS MUPHUIMHOBOIO HHKJIA TAKKe

Cxema 2
H 2_ — . 2 _ — £+ H HCI
N, R2 N_ _CF, 5aR?=H, Alk = Me: b R?= CFs, Al = Et, N LCHF,
N N 6,8, 9aR'=Me, R2=H; bR"= Et, R2= H; N
\ " cR'=tBu, R?=H; d R'=Ph, RZ=H; N
vl COAk eR'=R%=Me; fR' = t-Bu, R? = Me; e COH
€ sab e 7 g R'=Me, R?= CHF,; h R' = Et, R? = CHF; t 10
i R' = t-Bu, R?= CHF,; j R' = Me, R? = CF3;
From 3a 10% PA/C 10% Pd/C, k R'= Et, R2= CF,4 HCI
MeOH, 60°C H °25 atm Erom 6i | H2: 25 atm From 9h | CHCl3
From 3] e )| EtOH, 80°C, 24 h i, 2 h
EtOH, 80°C 88% 80%
N R2 BOCZO N R2 H R2
sak _ KOH N//I;\[ DMAP N//Ij[ PAC.H, 7 |
> \ > \ = \
EtOH, H,O /N Z CO,H THF /N Z CO,t-Bu t-BuOH /N CO,t-Bu
A3h R gk A 4h R'"  gak 25atm, 100°C,24h g1 .
84-97% 69-83% 52-92%



Chem. Heterocycl. Compd. 2021, 57(11), 1137-1145 [ Xumus cemepoyuxn. coeounenuii 2021, 57(11), 1137-1145]

MIPOUCXOJUT  JIeKapOOKCHIMpOBaHWE W oOpa3oBaHuUE
nupasosonunepuarsHa 7. IlomydeHHBIN pe3ynbTaT CBHIE-
TEJILCTBYET O TOM, YTO KHUCIOTHI 6a—K He Moryr ObITh
UCIIONIb30BaHbl KakK CyOCTpaThl MJisl TUIPHUPOBAHUS C
coxpaHeHHeM kapOokcuinbHOH QyHkuun. 1o 310t mpuunHe
WX ANKWINPOBAaHUEM AH-mpem-0OyTuiakapoonatoMm (Boc,O)
B mpucyrcTBuU 4-muMerwiamuHonupuanHa (DMAP) B
kursiieM TI'® ¢ BBICOKUME BBIXOJAMH OBLTH CHHTC3H-
POBaHBl  mpem-OyTHINHPa30iio[4,3-bmupuauH-6-KapOOKCH-
nmatel 8a-k (cxema 2). OHM OKa3aqUCh MOAXOJSIIUMHU
peareHTaMu A KaTaJUTUYECKOTO BOCCTAaHOBJICHUS WU
MOJy4eHUs KEJTAaeMOTo TeTParuJpONUPHINHOBOTO LHUKIIA.
HaiineHo, 4T0 OHHM B JOBOJBHO JKECTKUX YCIOBHUAX B
pactBope ~BuOH mpu 100°C u paBnenun H, 25 atm
IpeBpamaTcs ¢ BeIxogaMu 52-92% B ruapupoBaHHEIE
npou3BojHbIE 9a—Kk C coXpaHeHHEM CIOXHOI(HUPHOI
¢byHkIMHK (cxema 2).

CrexTpanbHOe HccIeI0BaHne coequHeHn 9a—k, BKiIio-
yatoree MK cnekrpockomnuto, crnekrpockomnuto SIMP IH,
BC ¥ Macc-CreKTpOMETpHIO, MOATBEPIKIACT HATMUHE B
CTPYKTYpax 3THX COCIUHEHHUI TeTparuApOoNUpHUIHHOBOIO
LUKJIa, OJHAKO HE TII03BOJIAET OJHO3HAYHO OMNpEAETHThH
CTEPEOXHMHUIO 3aMeCTUTeNeH R’ u COyt-Bu y aromos C-5
n C-6 coemuuenuit 9e—k. Drta 3amada ObUIa yCHENIHO
pemiena wmetogoMm PCA Ha mpumepe TUAPOXIOpHUAA
kucaotsl 10 (puc. 2), modXyd4eHHOH MITKUM KHCIOTHBIM
THIPOJIA30M CiiokHOTO 3¢upa 9h. VYcraHoBiaeHo, UTO
IudTopMeTUIIbHas U mpem-0yTOKCUKapOOHMIIBHASL TPYIIIIBI
HaXoJATCS B AaKCHAJIbHO-3KBATOPHAIBHOM IIOJOXKEHUH,
CIeOBaTeNIbHO Ui Bced cepuu coenuHeHuit 9e—k
mpuemiieMa Takasg e KOHQUrypaius 3aMecTHTelIed B
TETParuApOIUPHINHOBOM LIUKJIE.

B coequnennn 10 mupa3onbHBIN UK TUIAHAPEH, CPETHEe-
KBaJPaTUYHOE OTKJIIOHEHHE aTOMOB OT IIOCKOCTH COCTaB-
astet 0.004 A. IllecTnuusieHHbI MK HMeET KOH(OPMAIHIO
"tBuct" ¢ aromamu N(3)-C(2)-C(3)-C(4), nexamumu B
IUTIOCKOCTH (CPEIHEKBAIPaTUYHOE OTKIOHEHHE aTOMOB OT
miockocty coctapiser 0.0067 A), a atomsr C(5) u C(6)
BBIXOJIT U3 3TOW IUIOCKOCTH B IPOTHUBOIIOJIOKHBIE CTOPO-
Hel Ha 0.506 u —0.232 A. Pacnpenenenue IIMH cB3el u

Pucynox 2. O6umii Bun Monekyns! coequaennst 10 (atoms! mpen-
CTaBJICHBI JUTUIICOMIaMU TEIUIOBBIX Kosebanuit ¢ 50% BeposT-
HOCTBIO) M €€ OCHOBHBIC T€OMETPHUYECCKHE IapaMeTphl: JUIMHEI
ces3ei N(1)-N(2) 1.346(3), N(1)-C(3) 1.350(3), N(2)-C(1) 1.335(3),
C(1)-C(2) 1.388(3), C(2)C(3) 1.393(3) A; yrmer N(2)-N(1)-C(3)
108.6(2), C(1)-N(2)-N(1) 109.5(2), N(2)-C(1)-C(2) 108.0(2),
C(1)-C(2)-C(3) 106.2(2), N(1)-C(3)-C(2) 107.7(2), C(3)-C(2)-N(3)
122.6(2), C(2)-N(3)-C(6) 114.5(2)°.

Tab6uauua 1. [Tapamerpsl BOIOPOIHBIX CBS3EH
B KpucTajuie coequnenus 10

Caa3b D-H,A DA A DHA, rpax cif;f;‘;‘f;
NQ@)-HQN)--CI(1)  1.03@4) 3.0172)  1753)
O(1)-H(10) -~-CI(1)  0.89(3) 3.004(2)  1603) x+1,pz+1
NG)-HGN) --0(2) 091(3) 3.032(3)  148(2) x—1,z

BAICHTHBIX YIJIOB B IHPa30JbHOM IHMKIE OOBIYHOE WU
CBHUJICTEIBCTBYET O JEJOKAIN3AlMK JJIEKTPOHHOH IUIOT-
HOCTH, YTO NPHUBOAUT K IPOMEKYTOUYHBIM 3HAYCHUSIM
MEXAY JJIMHAMU OJUHAPHBIX M JIBOWHBIX CBsizeil. Csi3u
N(3)-C(2) u N(3)-C(6) (1.403(3) u 1.458(3) A cootser-
CTBEHHO) HEIKBUBAJICHTHBI, TIEPBOE 3HAUYEHHE COKPAIEHO
[0 CPAaBHEHHUIO CO CTaHAApPTHOM JUIMHHOM OJMHApHOU
ez N-C (1.45-1.47 A) uz-3a conpszkenns HIII atoma
N(3) ¢ n-cucteMoii mUpa3oILHOrO LUKIIA, B TO BpeMs Kak
BTOpas CBSI3b TOYHO Tak ke, kKak u cBsa3b N(1)-C(7)
1.465(3) A, HaXOQMTCS B TUNHMYHOM AMATA30HE A OJIHU-
HapHBIX cBs3eit C-N.

Mortekyisl B KpUCTaIIE COSUHSIOTCS TIOCPEACTBOM BOJIO-
poansix ceszert O(1)-H(10)---Cl(1), N(2)-H(2N)---CI(1) u
N(3)-H(3N)---O(2) (tabmn. 1).

Takum 00pa3oM, IMKIOKOHAeHCaIwel N-Boc-5-hopmint-
MUpa3oy-4-aMUHOB C METHII-3,3-AMMETOKCUIIPOIIaHOATOM
wi ¢ PB-keroadpupamu pazpadortaH 3pQeKTHBHBIN MOAXOM
K CHHTE3y METWI(3TUI)THPa30i0[4,3-b|nupumuH-6-kapOoKcy-
JaToB — 0A30BBIX CTPYKTYp IS CHHTE3a UX mpem-0yTHIIb-
HBIX aHAJIOTOB Yepe3 MPOMEXYTOUHbIE KapOOHOBBIE KUCIIOTHL.
Hogeiii Bapuant katamuruueckoro (Pd/C) rumpupoBanus
mpem-0yTunnupaszono[4,3-bnupuauH-6-kapOoKCUIaATOB
WCIIOJIb30BaH ISl OJIYYSHHs] aHHEJIMPOBAHBIX C TTHPA30Jib-
HBIM LIUKJIOM TIPOU3BOHBIX HUTIEKOTHHOBOW KHCIIOTBHI.

JKcIepUMMEeHTaIbHAS YacTh

UK cnekrtpbl 3apeructpupoBanbl Ha mpubope Bruker
Vertex 70 B Ta6nerkax KBr. Cnmekrper IMP 'H u "C
3amucaHbl Ha crekrpomerpe Bruker Avance 500 (500 u
126 MI'1{ COOTBETCTBEHHO) B HMITYJILCHOM (hyphe-pesKuMe
B JIMCO-d, BHyTpennuii cranzapt TMC. Crextpst SIMP '°F
3anucaHbl Ha npubope Varian Mercury-400 (377 MI'n) B
JIMCO-ds, Buytpennuii crangapt CF;Cl. DnemeHTHbII
ananm3 BbinosHeH Ha npubope PerkinElmer CHN-Analyzer
cepun 2400. Macc-crieKTphl (MOHU3AIUS JIEKTPOPACTIbLIES-
HHUEM TIpH aTMOC(EpPHOM JaBJICHNN) 3alMCaHbl Ha Tpudope
Agilent LC/MSD 1100; xomonka Zorbax SB-C18, 4.6 X 15 mm,
1.8 mxMm moxBmxHas daza H,O-MeCN. XpomaTorpaduye-
ckoe pazzaenenue coequHenuii 3f u 4 mpoBeaeHO Ha mpemna-
patuBHOM xpomartorpade Teledyn Isco Combiflash
Companion (amoent CHCl;-EtOAc, 4:1). Temneparyps
IUIaBJIEHHsT ompeneneHsl Ha crojuke Koduepa u He
HCIPABJICHBI.

Hcnone3yemsle B pabote
1a,c,d” u 1b*! onucanst panee.

Cunre3 aakuanupasonol4,3-blnupuanH-6-kapooxcu-
aaroB 3a—k (obmas meronuka). K pactBopy 0.05 monb
N-Boc-3amienHoro  5-popmuin-1H-mupazon-4-amuna 1a—d
B 150 mu nemgaaoit AcOH mocnemoBarebHO H0OABISIOT

HUCXOOHBIC COCIWHCHUA
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8.88 r (0.06 momp) 3,3-AMMETOKCHUIIpOIIaHOATa 2a WU
0.06 wmomp fB-xeroadupa 2b-d, 5 wma (0.06 wmomb)
MUPPOIUINHA U KHIATAT TPH IIePEMEIINBaHUN B TCUCHHE
8 4. PacTBOpHUTENH OTTOHSIOT NPH IIOHIKCHHOM JIaBJICHUH,
K 00pa30BaBIIEMYCs MacI000pa3sHOMY OCTaTKy OOABISIOT
200 mx H,O, skcrparupyror EtOAc (3 x 150 mi), opra-
HUYECKUH cioit cymar Han Oe3BomHeiM Na,SO,, ymapu-
BalOT IPHU MOHIDKEHHOM JaBJICHUU M B CIy4ae MOIYICHUS
mpoxayktoB 3f m 4 pa3mensioT XpomatorpauyecKi.
B ocTanpHBIX ciydasx K IMOJY4EHHOMY MacilooOpa3sHOMY
npoaykry pnob6asmstor 150 mm MeCN, HarpeBaroT [0
pacTBOpEHUs, OXJIAXKIAIOT 10 KOMHATHONH TeMIIepaTyphl U
ocTaBJSIIOT Ha HOUb Tpu —18°C. Obpa3oBaBmuiics ocagok
OT(UIBTPOBEIBAIOT U CYIIAT Ha BO3IYXE.
Metui-1-mernia-1H-nupasono(4,3-blnupuanH-6-kapo-
okcuaatr (3a). Brixom 5.92 r (62%), cBETIO-KENTHIN
nopomok, T. mwi. 144-145°C. UK cnektp, v, em 1712
(C=0). Criextp SAMP H, 8, M. 1.: 3.92 (3H, ¢, OCH;); 4.14
(3H, ¢, CH;); 8.37 (1H, ¢, H-3); 8.74 (1H, ¢, H-7); 8.98
(1H, ¢, H-5). Crextp SIMP "°C, &, m. 1.: 36.7; 53.0; 121.2;
121.4; 122.5; 132.2; 133.0; 145.2; 165.8. Macc-cuiektp, m/z
(Zoms, %): 192 [M+H]" (100). Haitnero, %: C 56.71; H 4.80;
N 21.91. CoHoN30O,. Brraucneno, %: C 56.54; H 4.74;
N 21.98.
Metua-1-3tua-1H-nupa3zono(4,3-b|nupuaun-6-kapo-
okcmaar (3b). Bexon 6.15 r (60%), skenTeIif TOPOIIOK,
1. i 138-139°C. UK cmektp, v, cM : 1707 (C=0).
Coextp SAMP 'H, 8, m. 1. (J, Tm): 142 BH, T, J = 7.2,
CHj3); 3.95 (3H, ¢, OCHj;); 4.58 (2H, k, J = 7.2, CH,); 8.42
(1H, ¢, H-3); 8.80 (1H, ¢, H-7); 9.02 (1H, c, H-5). Cnextp
SIMP C, 8, m. 1. 15.4; 44.3; 52.9; 120.3; 122.4; 131.1;
133.6; 143.5; 145.6; 166.0. Macc-cuiextp, m/z (Lo, %0):
206 [M+H]" (100). Haitneno, %: C 58.34; H 5.49; N 20.66.
C1oH[1N3O,. Breraucneno, %: C 58.53; H 5.40; N 20.48.
Metua-1-mpem-oyrui-1H-nupa3zonol4,3-blnupugun-
6-xap6oxcmaar (3c). Bexon 7.10 T (61%), cBeTiio-KOpHd-
HeBbI nopowok, T. wi. 99-100°C. UK cnektp, v, oM
1709 (C=0). Cnextp AMP 'H, 8, m. 1.: 1.74 (9H, c, 3CH3);
3.94 (3H, ¢, OCHy); 8.39 (1H, ¢, H-3); 8.71 (1H, ¢, H-7);
8.99 (1H, ¢, H-5). Cniextp AMP °C, §, m. 1.: 29.8; 53.0;
61.5; 121.9; 122.0; 129.9; 132.6; 144.8; 145.2; 166.0. Macc-
ciextp, m/z (Lo, %): 234 [M+H]" (100). Haiineno, %:
C 61.96; H 6.43; N 18.11. C|,H5sN30,. Breraucneno, %:
C61.79; H 6.48; N 18.01.
Metui-1-gennn-1H-nupasono(4,3-b| nupuann-6-kap6-
okcmaar (3d). Bexox 4.17 1 (33%), KOPHUIHEBBIH MOPOIIIOK,
1. wi. 175-177°C. UK cnextp, v, et 1706 (C=0).
Crnekrtp SAMP 'H, 8, m. 1. (/, T'm): 3.92 (3H, ¢, OCHj3); 7.50
(1H, 7, >J = 6.8, H Ph); 7.66 (2H, T, °J = 8.0, H Ph); 7.81
(2H, 1, °J = 8.0, H Ph); 8.64 (1H, ¢, H-3); 8.76 (1H, ¢, H-7);
9.12 (1H, ¢, H-5). Crextp IMP °C, 8, m. 1.: 53.1; 120.7;
122.8; 123.5; 128.1; 130.4; 130.7; 136.3; 139.1; 144.8;
146.5; 165.7. Macc-cniektp, m/z (Iym, %): 254 [M+H]"
(100). Haiineno, %: C 66.21; H 4.45; N 16.42. C4H;N30,.
Brraucneno, %: C 66.40; H 4.38; N 16.59.
dtua-1,5-gumerun-1H-nupasono[4,3-b|nupuaun-
6-kapookcumaar (3e). Bexox 6.82 r (62%), csetio-
JKENTHIHA MOPOIIOK, T. 1. 136-137°C. UK crextp, v, cM ':
1711 (C=0). Criextp SIMP 'H, &, m. 1. (J, T): 1.37 (3H, T,

3J = 6.8, CH,CHs); 2.76 (3H, ¢, CHs); 4.12 (3H, ¢, CH;);
436 (2H, k, °J = 7.2, CH,CH;); 8.22 (1H, ¢, H-3); 8.55
(1H, ¢, H-7). Crextp SIMP “C, §, m. 1.: 14.5; 25.1; 36.6;
61.7; 121.2; 123.4; 130.9; 132.5; 141.9; 153.1; 167.0. Macc-
cnektp, m/z Iy, %): 220 [M+H]" (100). Haiineno, %:
C 60.09; H 5.83; N 19.02. C;;H3N50,. Brruucneno, %:
C 60.26; H 5.98; N 19.17.
Itua-1-mpem-oyrun-S-merni-1H-nupaszono[4,3-b]-
nupuauH-6-kapooxcuaar (3f). Boxoxg 3.13 r (24%),
6ypsiii mopomok, T. . 132-133°C. UK cmextp, v, cM
1707 (C=0). Cunextp SAMP 'H, 5, M. 1. /, Tm): 1.36 3H, T,
3J = 7.0, CH,CHs); 1.72 (9H, ¢, 3CH3); 2.75 (3H, ¢, CH;);
436 (2H, x, *J = 7.2, CH,CH;); 8.22 (1H, ¢, H-3); 8.59
(1H, ¢, H-7). Criextp SIMP “C, §, m. 1.: 14.5; 24.9; 29.8;
61.1; 61.7; 122.8; 123.0; 129.0; 131.8; 143.2; 152.6; 167.1.
Macc-cniextp, m/z (I, %): 262 [M+H]" (100). Haiineno, %:
C 6413, H 739, N 16.16. C14H19N302. BI)ILII/ICJ'IeHO, %:
C 64.35; H 7.33; N 16.08.
ITua-5-(mupropmernn)-1-merun-1H-nupasool4,3-b)-
nupuauH-6-kapookcuiaar (3g). Bexox 9.81 r (77%), opan-
JKEBBIM MOpoIIoK, T. . 151-153°C. UK cnektp, v, em b
1709 (C=0). Cnektp SIMP 'H, &, m. 1. (J, ['m): 1.40 (3H, T,
3J = 6.4, CH,CHs); 4.20 (3H, ¢, CHs); 4.44 (2H, k, J = 7.6,
CH,CHs); 7.47 (1H, 1, *Jir = 54.4, CHF,); 8.50 (1H, ¢, H-3);
8.74 (1H, ¢, H-7). Crextp SIMP “C, 8, m. 1. (J, T'n): 14.4;
36.9; 62.4; 112.0 (1, 'Jop = 237.3); 122.2; 123.1; 131.9;
134.2; 141.3; 145.9 (1, Jor = 22.6); 165.6. Cuexrp SIMP F,
8, M. 1. (J, T): —115.15 (1, “Jpy = 51.8, CHF,). Macc-
crextp, m/z (Iom, %): 256 [M+H]" (100). Haiineno, %:
C 5193, H 418, N 14.68. C11H11F2N302. BI)ILII/ICJ'ICHO, %:
C 51.77; H 4.34; N 14.89.
Ituia-5-(audropmernin)-1-3tuia-1H-nupasono[4,3-b]-
nupuauH-6-kapooxcuaatr (3h). Beixon 11.57 1t (86%),
CBETJIO-KOPHYHEBBIN MOpOIoK, T. . 130-131°C. UK crextp,
v, eM 'z 1713 (C=0). Cnextp SIMP 'H, &, m. 1. (J, 'm): 1.35—
1.46 (6H, M, 2CH,CHs); 4.40 (2H, x, °J = 7.2, CH,CH3);
4.61 (2H, x, °J = 7.2, CH,CH3); 7.49 (1H, 1, “Jyr =54.1,
CHF,); 8.55 (1H, ¢, H-3); 8.81 (1H, ¢, H-7). Criektp SIMP “C,
5, M. 1. (J, T): 14.3; 15.2; 44.5; 62.4; 112.0 (1, 'Jor = 238.2);
121.9; 123.0; 131.1; 134.3; 141.3; 146.0 (1, *Jor = 25.0);
165.6. Cnexktp SIMP “F, &, m. n. (J, T'm): —115.09 (x,
*Jen = 51.7, CHF,). Macc-criektp, m/z (Iom, %): 270
[M+H]" (100). Haiineno, %: C 53.66; H 4.91; N 15.68.
C12H13F2N302. BBI‘II/ICJ'ICHO, %: C 5353, H 487, N 15.61.
Itua-1-mpem-6yrun-5-(nudropmerui)-1H-nupa3olio-
[4,3-b|nupunuH-6-kapookcuaar (3i). Berxon 11.88 1 (80%),
KOpPUYHEBBIH mopomok, T. mi. 161-163°C. UK cnektp,
v, eM ' 1709 (C=0). Criextp SIMP 'H, &, m. 1. (J, T'm): 1.35
(3H, 1,°J = 7.0, CH,CH5); 1.74 (9H, ¢, 3CH;); 4.39 (2H, K,
3J = 7.2, CH,CH3); 7.44 (1H, 1, *Juyr = 54.5, CHF,); 8.52
(1H, ¢, H-3); 8.75 (1H, ¢, H-7). Crextp SIMP “°C, §, m. 1.
(J, Tm): 14.3; 28.3; 29.8; 62.4; 112.1 (1, 'Jop = 240.0);
122.8; 123.5; 129.9; 133.4; 142.4; 145.5 (1, *Jor = 25.4);
165.7. Cmextp SIMP “F, &, m. n. (J, Tm): —115.21 (x,
ZJin = 51.8, CHF,). Macc-criektp, m/z (Iom, %): 298
[M+H]" (100). Haiineno, %: C 56.63; H 5.80; N 14.20.
C4H7F,N;30,. Beruancneno, %: C 56.56; H 5.76; N 14.13.
Ituia-1-merna-S-(rpudpropmernin)-1H-nupaszono[4,3-b]-
nupuauH-6-kapooxcuaar (3j). Bexon 11.05 r (81%),
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OpAHKEBBI MIOPOLIOK, T. 1. 146-148°C. UK criektp, v, oM ':
1708 (C=0). Criextp SIMP 'H, &, m. 1. (J, T'): 1.35 (3H, T,
3J=17.2, CH,CHs); 4.19 (3H, ¢, CH;); 4.41 2H, x,*J=7.2,
CH,CHs;); 8.60 (1H, ¢, H-3); 8.77 (1H, c, H-7). Cnektp
AMP C, 8, m. 1. (J, T): 13.7; 36.4; 62.7; 121.3; 121.9 (x,
Jep = 273.7); 123.8; 131.7; 134.1; 138.6 (x, “Jor = 33.8);
139.9; 165.4. Criextp SIMP '°F, 8, M. . (J, I'np): —62.56 (c,
CF;). Macc-cuextp, m/z (Iym, %): 274 [M+H]" (100).
Haiineno, %: C 48.27; H 3.74; N 15.31. C;H(F5N;0,.
Brruucaeno, %: C 48.36; H 3.69; N 15.38.
Itna-5-(rpudropmerni)-1-3tui-1H-nupasono(4,3-b]-
nupuauH-6-kapookcuaar (3k). Beixog 11.48 1 (80%),
JKENTBIN mopomok, T. 1. 118—-119°C. UK cnektp, v, oM
1710 (C=0). Cnextp SIMP 'H, §, m. 1. (J, T'm): 1.33-1.45
(6H, M, 2CH,CHs); 4.41 (2H, K, *J = 7.2, CH,CH3); 4.59
(2H, x, °J = 7.0, CH,CHj3); 8.62 (1H, ¢, H-3); 8.81 (1H, c,
H-7). Cnektp SIMP 13C, S, M. 1. (J, I'm): 14.1; 15.2; 44.7,
62.7; 120.5 (x, 'Jor = 273.8); 121.5; 124.3; 131.4; 134.7,
139.1 (k, 2Jer = 33.7); 140.3; 165.9. Criextp SIMP °F, 8, M. 11.:
—61.48 (c, CF3). Macc-cniextp, m/z (Iyy, %): 288 [M+H]"
(100) HaﬁneHo, %: C 5025, H 417, N 14.69. C|2H12F3N302.
Brruucaeno, %: C 50.18; H4.21; N 14.63.
1-mpem-byTuia-5-merua-1H-nupazono[4,3-b|nupuaun
(4). Boixox 3.97 r (42%), 6ypas xuaxocts. Criektp SIMP 'H,
S, M. 1. (J, T'm): 1.68 (9H, ¢, 3CH3;); 2.56 (3H, ¢, CH3); 7.20
(1H, x,°J = 8.8, H Ar); 8.07 (1H, ¢, H-3); 821 (1H, °J = 8.8,
H Ar). Cnextp IMP 13C, o, M. m.: 24.3; 29.7; 60.3; 120.8;
120.9; 129.8; 131.4; 142.4; 153.3. Macc-cnektp, m/z (Iyy, %0):
190 [M+H]" (100). Haitneno, %: C 69.97; H 8.06; N 22.12.
C11H5Ns. Beraucaeno, %: C 69.81; H 7.99; N 22.20.
CuHre3 N-3aMeLleHHBIX MNHPa30.0[4,3-b|nupuann-
6-xapOoHOBBIX KUCJIOT 62—k (0bmras metoauka). K pactsopy
0.025 momnp nupazono[4,3-bnupunuH-6-kapbokcunara 3a—k
B 50 mn EtOH npu nepememuBanuu no6asastior 100 M
2 M Bognoro pacteopa KOH u kumarat B TeueHue 3 4.
PaCTBOpI/ITeHB OTrOHAIOT MPHU NMOHMKCHHOM JaBJICHHUU, K
octarky gob6asmsiror 100 M H,O u mogkucnsitor 1 M HCl
1o pH 3. O6pa3oBaBmuiicss 0caoOK IepEeMEIINBAIOT B TeUe-
Hue 10—15 MuH, OTOMIBTPOBBIBAIOT, CyIIAaT HA BO3AYXE U
MepeKpuCcTaIn30BbIBatoT 13 MeOH.
1-Metua-1H-nupa3o10[4,3-b|nupuanH-6-kapdoHoBas
kucjaora (6a). Bexox 4.29 1 (97%), Genblii MOPOMIOK, T. TIL.
206-208°C. UK crektp, v, cM : 1704 (C=0), 2408-2613
(mamep COOH). Crextp SIMP 'H, &, m. x.: 4.16 (3H, c,
CH,); 8.36 (1H, c, H-3); 8.69 (1H, c, H-7); 9.01 (1H, c, H-5);
13.62 (1H, ym. ¢, CO,H). Criektp IMP °C, 8, m. 1.: 36.6;
120.5; 123.5; 132.1; 133.3; 143.4; 146.0; 167.0. Macc-
cniextp, m/z (Iom, %): 178 [M+H]" (100). Haiinero, %:
C 54.08; H 4.04; N 23.56. CgH;N30,. Brruucneno, %:
C 54.24; H 3.98; N 23.72.
1-9Tun-1H-nupa3onol4,3-b|nupuann-6-kapooHoBas
kuciaora (6b). Beixox 4.01 r (84%), GexxeBbIil TOPOIIIOK,
T. n. 215-217°C. VK crextp, v, cM ' 1709 (C=0), 2388
2603 (aumep COOH). Cnextp AMP 'H, §, m. . (J, T'u):
141 3H, 1, °J = 7.2, CH,CHs); 4.58 (2H, k, °J = 7.2,
CH,CHj;); 8.40 (1H, c, H-3); 8.74 (1H, ¢, H-7); 9.00 (1H, c,
H-5); 13.36 (1H, ym. ¢, CO,H). Crextp SIMP °C, 8, m. x.:
15.4; 44.3; 120.3; 123.5; 131.3; 133.5; 143.4; 146.0; 167.1.
Macc-criextp, m/z (Iym, %): 192 [M+H]" (100). Haiineno, %:
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C 56.32; H 4.80; N 21.83. CoHoN;0,. Brruucieno, %:
C 56.54; H4.74; N 21.98.
1-mpem-Byrun-1H-nupa3oo[4,3-blnupuaun-6-kapoo-
HOBasi kucjora (6¢). Beixon 4.60 1 (84%), KOpU4HEBbIi
nopoiok, 1. mwi. 203-205°C. UK cnmektp, v, em ' 1703
(C=0), 23992614 (mumep COOH). Criextp SIMP 'H, 8, M. 11.:
1.72 (9H, c, 3CH;); 8.36 (1H, c, H-3); 8.68 (1H, ¢, H-7);
8.98 (1H, ¢, H-5); 13.91 (1H, yur. ¢, CO,H). Criextp SIMP “C,
6, M. 1.: 29.8; 61.5; 122.0; 123.0; 130.1; 132.6; 144.6;
145.6; 167.0. Macc-cniextp, m/z (Iym, %): 220 [M+H]
(100). Haitneno, %: C 60.47; H 6.13; N 19.28. C;;H3N;0,.
Brruucaeno, %: C 60.26; H 5.98; N 19.17.
1-®ennn-1H-nupa3zosno[4,3-b|nupuanH-6-kapooHoBas
kuciaora (6d). Beixox 5.38 r (90%), OekeBbIi MOPOIIIOK,
T. 1. 233-235°C. UK crektp, v, cM ' 1709 (C=0), 2418
2607 (mumep COOH). Cnextp AMP 'H, §, m. 1. (J, Tu):
7.48 (1H, 1, °J = 7.2, H Ph); 7.65 (2H, 1, °J = 7.6, H Ph);
7.83 (2H, n, *J = 8.0; H Ph); 8.62 (1H, ¢, H-3); 8.73 (1H, c,
H-7); 9.10 (1H, c, H-5); 14.06 (1H, ym1. ¢, CO,H). Cnextp
AMP °C, §, m. m.: 120.7; 122.8; 124.7; 128.9; 130.4;
130.9; 136.3; 139.2; 144.9; 147.0; 165.5. Macc-cekTp, m/z
(Iors %0): 240 [M+H]" (100). Haitneno, %: C 65.05; H 3.91;
N 17.72. C3HoN30O,. Brruncneno, %: C 65.27; H 3.85;
N 17.56.
1,5-Aumernn-1H-nupa30.10[4,3-b|nupuanH-6-kapoono-
Basi kucjaora (6e). Beixon 4.44 1 (93%), Genblii MOPOIIOK,
1. . 242-244°C. UK cnextp, v, cM ': 1705 (C=0), 2425
2594 (qumep COOH). Criextp SIMP 'H, §, M. 1. 2.80 (3H,
¢, CHj); 4.11 (3H, ¢, CH3); 8.22 (1H, ¢, H-3); 8.59 (1H, c,
H-7); 13.25 (1H, yur. ¢, CO,H). Criextp SIMP °C, &, m. x.:
25.3;36.5; 121.3; 124.1; 131.1; 132.4; 141.8; 153.5; 168.6.
Macc-ciektp, m/z (Iym, %): 192 [M+H]™ (100). Haiineno, %:
C 56.71; H 4.85; N 21.91. CoHgN;0,. Brruncieno, %:
C 56.54; H4.79; N 21.98.
1-mpem-ByTun-5-meruin-1H-nupa3zosio[4,3-b|nupuaun-
6-kapoonoBasi kuciaora (6f). Beixon 5.07 1 (87%), >xenTbrii
nopomok, T. mwi. 195-197°C. UK cnektp, v, em ;1708
(C=0), 24152599 (mumep COOH). Cnextp SAMP 'H, 8, m. 11.:
1.72 (9H, ¢, 3CHj3); 2.81 (3H, ¢, CH3); 8.25 (1H, c, H-3);
8.69 (1H, ¢, H-7); 13.69 (1H, yu. ¢, CO,H). Cniextp SIMP °C,
S, M. 1.: 24.5;29.8; 61.4; 123.8; 124.1; 129.6; 131.0; 143.5;
153.0; 168.1. Macc-cniektp, m/z (Iom, %): 234 [M+H]
(100). Haitneno, %: C 61.63; H 6.55; N 18.18. C1,H;sN;0,.
Brruucaeno, %: C 61.79; H 6.48; N 18.01.
5-(Anpropmerni)-1-merni-1H-nupasono[4,3-b]-
NUPUINH-6-kKapOoHoBasi kucjaora (6g). Beixox 539 r
(95%), cBermo-xkenteiii mopomiok, T. ™I 205-207°C.
UK crmextp, v, cM 't 1710 (C=0), 2418-2603 (mmmep
COOH). Crextp SIMP 'H, 8, m. 1. (J, Tw): 4.19 (3H, c,
CHs); 7.60 (1H, 1, “Jur = 54.8, CHF,); 8.51 (1H, ¢, H-3);
8.79 (1H, ¢, H-7); 13.54 (1H, yur. ¢, CO,H). Cniextp SIMP °C,
o, M. 1. (J, T'm): 36.4; 111.3 (T, Yer = 237.1); 121.9; 123.4;
131.7; 133.7; 140.9; 145.8 (1, *Jor = 25.0); 166.7. Criextp
AMP “F, 8, m. a. (J, T): —115.37 (1, *Jey = 56.5, CHF,).
Macc-ciektp, m/z (Iym, %): 228 [M+H]™ (100). Haiinero, %:
C 47.36; H 3.26; N 18.42. CoH;F,N30,. Brramcneno, %:
C47.58; H3.11; N 18.50.
5-(Audropmernin)-1-atun-1H-nupa3zonol4,3-b|nupuaus-
6-kap6oHoBass kuciaora (6h). Bexxon 5.72 r (95%),
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0exeBbIN TOPOMIOK, T. L. 210-212°C. UK cnekTp, v, em
1707 (C=0), 2410-2593 (mumep COOH). Crextp SIMP 'H,
S, m. 1. (J, T'm): 1.41 (3H, T, 3 = 7.0, CH,CHs;); 4.58 (2H,
K, °J = 7.4, CH,CH3); 7.59 (1H, 1,> Jur = 54.8, CHF,); 8.50
(1H, ¢, H-3); 8.80 (1H, ¢, H-7); 13.75 (1H, yu ¢, COH).
Conektp SIMP ”C, S, M. 1. (J, I'm): 15.4; 44.6; 111.7 (T,
cr = 234.0); 122.1; 123.8; 131.3; 134.3; 141.4; 146.5 (T,
2Jer = 25.6); 167.2. Crextp SIMP F, 8, m. n. (J, T):
~115.40 (n, “Jry = 56.4, CHF,). Macc-criektp, m/z (I, %):
242 [M+H]" (100). Haiineno, %: C 49.92; H 3.81; N 15.68.
C1oHoF,N;0,. Beruncneno, %: C 49.80; H 3.76; N 15.75.
1-mpem-Byrun-5-(nudpropmernn)-1H-nupaszoso[4,3-b]-
NUPUAUH-6-KapOoHoBas kuciaora (6i). Beixog 6.12 r
(91%), cBeTJIO-KOPUYHEBBIH MOPOMIOK, T. Il 222-224°C.
UK criektp, v, eM ' : 1708 (C=0), 2417-2598 (mumep COOH).
Cnextp IMP 'H, 8, M. 1. (J, T'm): 1.73 (9H, ¢, 3CH3); 7.55
(1H, 1, 2Jur = 54.0, CHF,); 8.51 (1H, ¢, H-3); 8.75 (1H, c,
H-7); 13.51 (1H, ym. ¢, CO,H). Criextp SIMP C, 8, m. 1.
(J, Tu): 29.7; 61.8; 111.6 (t, 'Jor = 237.5); 123.3; 123.7;
130.1; 133.4; 142.5; 146.0 (1, “Jcr = 23.0); 167.1. Cnextp
SAMP “F, 8, M. 1. (J, T): —115.68 (1, *Jry = 56.4, CHF,).
Macc-ciextp, m/z (Iym, %): 270 [M+H]™ (100). Haiineno, %:
C 5345, H 481, N 15.84. C12H13F2N302. BI)I‘II/ICJ'IeHO, %:
C53.53; H4.87; N 15.61.
1-Metna-5-(tpudropmerun)-1H-nupasono[4,3-b]-
NUPUINH-6-kapooHoBasi kuciaora (6j). Borxon 5.69 r (93%),
Oypblit mopommok, T. 1. 199-201°C. UK cnektp, v, cM
1704 (C=0), 2412-2608 (mumep COOH). Cnextp SIMP 'H,
5, M. 1. (J, T'm): 4.18 (3H, c, CH3); 8.56 (1H, ¢, H-3); 8.73
(1H, ¢, H-7); 13.70 (1H, yur. ¢, CO,H). Cnextp SIMP C,
8, M. . (J, T): 36.4; 121.0; 121.7 (x, 'Jep = 272.5); 125.2;
131.9; 134.0; 138.7 (x, “Jer = 33.8); 139.6; 166.9. Crektp
SAMP F, 8, m. 1. (J, T'n): —61.37 (¢, CF3). Macc-criektp, m/z
(Ior, %): 246 [M+H]'(100). Haiineno, %: C 44.27; H 2.58;
N 17.01. CoHgF;N30,. Brruncneno, %: C 44.09; H 2.47;
N 17.14.
5-(Tpudropmernin)-1-3tun-1H-nupa3zono[4,3-b|nupuaus-
6-xapooHoBasi kucyora (6k). Beixon 6.02 r (93%), cBemio-
JKENTHIN MmopomIok, T. 1. 236-238°C. UK cnektp, v, em b
1707 (C=0), 24092601 (umep COOH). Cnexrp SIMP 'H,
8, M. 1. (J, Tm): 1.42 (3H, t, °J = 7.2, CH,CH;); 4.58 (2H,
K, ) =72, CH,CHs;); 8.58 (1H, ¢, H-3); 8.77 (1H, ¢, H-7);
13.89 (1H, ym. ¢, CO,H). Criektp IMP °C, §, m. 1.: 14.8;
44.2; 120.5 (x, 'Jop = 272.5); 120.6; 125.4; 131.1; 134.0;
138.8 (x, “Jor = 33.7); 139.7; 165.8. Criextp SIMP “F, &, m. .:
—61.38 (c, CF3). Macc-cniektp, m/z (Iyy, %): 260 [M+H]"
(100). Haiineno, %: C 46.16; H 3.04; N 16.38. C;oHgF;N;0,.
Brruucaeno, %: C 46.34; H3.11; N 16.21.
1-MeTua-5-(rpudropmernin)-4,5,6,7-rerparuapo-1H-
nupa3o.i0[4,3-blnupuaun (7). B aBTokmaB eMkocThio 250 Mt
momentarot 100 mur EtOH, 2.45 r (10 MMoinb) KHUCIOTHI 6],
0.2 T (0.188 mmonb) karanuzatopa 10% Pd/C u mHarpeBaroT
MoJ JaBJICHWEM BoJOpoAa 25 aTM B TedeHue 24 4 mpu
temnepatype 80°C. PeaknmoHHYI0 CMeCh OXIJIaXIaloOT,
OT(GUIBTPOBBIBAIOT KAaTAIH3aTOpP, (UIBTPAT YIapHBAIOT
[PU TOHMXCHHOM JIaBJIEHHH, OCTaTOK IEPEeKPHUCTAITH30-
BeiBatoT m3 MTBD. Beixon 1.81 1 (88%), Gemnblit mopomiok,
1. r. 82-83°C. UK crektp, v, cm : 3305 (NH). Crextp
SAMP 'H, §, M. 1.0 1.91-2.15 (2H, M, CH,); 2.63-2.88 (2H,

M, CH,); 3.79 (3H, ¢, CH;); 3.85-3.97 (1H, m, CH); 4.41
(1H, ym. ¢, NH); 7.37 (1H, ¢, H-3). Criextp SIMP °C, &, M. 1.
, Tm): 17.1; 20.3; 35.7; 52.1 (x, 2JCF = 30.0); 121.6;
125.5; 126.4 (x, 'Jor = 280.4); 129.2. Cnekrp SIMP F,
S, M. .. =75.0 (c, CF3). Macc-cniektp, m/z (Iym, %): 206
[M+H]" (100). Haiineno, %: C 46.90; H 4.86; N 20.41.
CgHoF3N3. Beruncneno, %: C 46.83; H 4.91; N 20.48.
CuHre3 mpem-oyrninupasono(4,3-blnupuanH-6-kapo-
okcmiaatoB 8a-k (oOmas wmeromuka). K pactBOpy
0.018 monp kuciotrel 6a-k B 150 ma TI'® mocienmosa-
tenpHO nobaBisiror 1.1 1 (0.009 moms) DMAP u 55 1
(0.025 monb) au-mpem-OyTunaAnKapOOHaTa ¥ KUIATAT IPH
nepeMeIInBaHuy B TeueHue 4 4. PacTBopHTENb OTTOHSIOT
NIPY TIOHWKEHHOM JIaBJICHHH, K 00pa30oBaBLIEMYCsl Macio-
o0OpazHomy ocratky nobasistor 200 ma 1 M NaHSO,,
skctparupyroT EtOAc (3 x 150 mu), opraHuueckuil cioi
cymar HaJ 0e3BoaHbIM Na,SO, M ynapuBaroT IpHU IOHH-
KEHHOM JiaBiieHHU. OCTaTOK MEpEeKPUCTaNIM30BBIBAIOT M3
MTBED.
mpem-ByTun-1-merni-1H-nupa3sonol4,3-b|nupuann-
6-kapookcusnar (8a). Brixog 3.43 1 (82%), xenThii
nopomok, T. mi. 82-83°C. UK cmektp, v, cm : 1712
(C=0). Cnektp SIMP 'H, 5, m. 1.: 1.60 (9H, ¢, 3CH;); 4.16
(3H, ¢, CHy); 8.36 (1H, c, H-3); 8.69 (1H, ¢, H-7); 9.01
(1H, ¢, H-5). Crextp SIMP “C, §, m. 1.: 28.3; 39.9; 80.6;
120.1; 124.0; 131.9; 133.2; 143.3; 145.5; 164.6. Macc-
crextp, m/z (Iom, %): 234 [M+H]" (100). Haiineno, %:
C 6160, H 656, N 17.92. C12H15N302. BI)I'-II/ICJ'ICHO, %:
C61.79; H 6.48; N 18.01.
mpem-ByTni-1-3rua-1H-nupa3zonol4,3-blnupuaun-
6-kapookcusnar (8b). Beixon 3.15 r (71%), GexeBbiit
noporok, T. wr. 113-114°C. UK crektp, v, cM ': 1714 (C=0).
Cnektp SIMP 'H, &, m. 1. (J, T'm): 1.42 3H, 1, °J = 7.2,
CH,CHs); 1.60 (9H, ¢, 3CH;); 4.60 (2H, x, °J = 7.2,
CH,CHj;); 8.40 (1H, ¢, H-3); 8.67 (1H, ¢, H-7); 8.97 (1H, c,
H-5). Crextp SIMP °C, &, m. 1. 15.4; 28.2; 44.2; 82.2;
120.0; 124.1; 131.2; 133.5; 143.4; 145.7; 164.7. Macc-
crextp, m/z (Iom, %): 248 [M+H]" (100). Haiineno, %:
C 6331, H 679, N 17.14. C13H17N302. BI:ILII/ICJ'IeHO, %:
C 63.14; H 6.93; N 16.99.
mpem-ByTui-1-mpem-oyrun-1H-nupa3ono(4,3-b]-
nmupuanH-6-kapooxcuaar (8c). Brixox 3.81 r (77%),
KOpHYHEBBIM mopomok, T. mi. 103-104°C. UK cnektp,
v, eM 1 1709 (C=0). Cnextp SIMP 'H, §, m. 1.: 1.60 (9H,
¢, 3CHj3); 1.72 (9H, ¢, 3CHj3); 8.39 (1H, c, H-3); 8.65 (1H,
¢, H-7); 8.97 (1H, ¢, H-5). Ciextp SIMP °C, §, m. 1.: 27.8;
29.8; 61.5; 81.9; 121.4; 123.1; 129.4; 132.2; 144.2; 144.9;
164.3. Macc-cniextp, m/z (Iym, %): 276 [M+H]" (100).
HaﬁlleHO, %: C 6527, H 763, N 15.35. C]5H21N302.
Brruucneno, %: C 65.43; H 7.69; N 15.26.
mpem-byTuia-1-¢penuns-1H-nupa3zonol4,3-blnupugun-
6-kapooxcunar (8d). Beixog 4.40 r (83%), Oypsiii
nopomok, T. mr. 163-165°C. UK cmektp, v, cm @ 1714
(C=0). Cnextp SIMP 'H, 5, m. a. (J, T'm): 1.59 (9H, c,
3CH3); 7.50 (1H, T, °J = 7.6, H Ph); 7.66 (2H, T, °J = 7.6,
H Ph); 7.83 (2H, x, °J = 8.0, H Ph); 8.58 (1H, c, H-3); 8.74
(1H, ¢, H-7); 9.08 (1H, ¢, H-5). Cniextp SIMP “°C, §, m. x.:
28.2; 82.6; 120.5; 122.9; 125.1; 128.0; 130.4; 130.9; 136.4;
139.2; 144.9; 146.6; 165.4. Macc-cnektp, m/z (Iom, %):
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296 [M+H]" (100). Haiineno, %: C 69.28; H 5.74; N 14.07.
C7H7N30,. Brraucneno, %: C 69.14; H 5.80; N 14.23.
mpem-byruni-1,5-gnumerni-1H-nupa3zono[4,3-b]-
nupuInH-6-kapookcunar (8e). Boxon 3.29 r (74%), xenThlit
nopomok, T. wi. 206-208°C. UK cmektp, v, em s 1713
(C=0). Cnextp SIMP 'H, &, m. 1. 1.59 (9H, ¢, 3CH3); 2.73
(3H, ¢, CH;); 4.11 (3H, c, CH3); 8.20 (1H, ¢, H-3); 8.45
(1H, ¢, H-7). Crextp SIMP °C, 8, m. 1. 24.6; 27.8; 36.1;
81.9; 120.2; 124.8; 130.6; 132.1; 141.2; 152.1; 166.2. Macc-
cnextp, m/z (Iom, %): 248 [M+H]" (100). Haiineno, %:
C 63.29; H 6.89; N 16.82. C3H7;N30,. Brruucneno, %:
C 63.14; H 6.93; N 16.99.
mpem-ByTui-1-mpem-6yTui-5-merni-1H-nupa3soJo-
[4,3-blmupuaun-6-kapookcuaar (8f). Beixox 3.69 r (71%),
JKENTHIN mopomok, T. 1. 139-140°C. UK cnektp, v, em b
1711 (C=0). Cnextp SIMP 'H, §, m. 11.: 1.59 (9H, ¢, 3CH;);
1.72 (9H, c, 3CHj3); 2.74 (3H, c, CH3); 8.23 (1H, c, H-3);
8.55 (1H, ¢, H-7). Crextp SIMP °C, §, m. x.: 28.1; 29.8;
61.3; 62.4; 82.5; 123.2; 124.8; 129.3; 131.3; 142.0; 152.2;
166.2. Macc-cniektp, m/z (Iym, %): 290 [M+H]" (100).
Haﬁ}leHO, %: C 6658, H 796, N 14.35. C16H23N302.
Brruucaeno, %: C 66.41; H 8.01; N 14.52.
mpem-ByTni-5-(nugropmerni)-1-merui-1H-nupasoJio-
[4,3-blmupuaun-6-kapookcuaar (8g). Boxoa 3.77 r (75%),
JKENTHIN MOpomIokK, T. 1. 122—-123°C. UK cnektp, v, em b
1714 (C=0). Cnextp SIMP 'H, &, m. 1. (J, I'm): 1.60 (9H, c,
3CHs); 4.19 (3H, ¢, CH3); 7.11 (1H, 1, “Jyyr = 54.6, CHF,);
8.51 (1H, ¢, H-3); 8.69 (1H, ¢, H-7). Cnextp SIMP °C,
3, M. 1. (J, Tm): 27.9; 36.6; 83.3; 112.6 (1, 'Jep = 228.7);
121.6; 124.8; 131.9; 134.0; 141.0; 145.6 (1, *Jcr = 21.4);
165.0. Crexktp SIMP “F, &, m. n. (J, I'm): —114.77 (x,
*Jin = 55.1, CHF,). Macc-criektp, m/z (Iom, %): 284
[M+H]" (100). Haiineno, %: C 55.33; H 5.30; N 14.72.
C3H5F,N50,. Beruucneno, %: C 55.12; H 5.34; N 14.83.
mpem-ByTui-5-(amupropmerni)-1-3rui-1H-nupasono-
[4,3-blmupuaun-6-kapookcuaar (8h). Bexon 3.69 T (69%),
KOPHYHEBBIi TIOPOWIOK, T. 1. 131-132°C. UK criektp, v, cM :
1714 (C=0). Cnextp SAMP 'H, §, . 1. (J,Tm): 1.44 3H, T,
3J =17.2, CH,CHs); 1.60 (9H, ¢, 3CHs); 4.60 2H, k, °J = 7.2,
CH,CH:); 7.40 (1H, 1, *Jur = 54.4, CHF,); 8.53 (1H, ¢, H-3);
8.72 (1H, ¢, H-7). Cnektp SIMP °C, 5, m. 1. (J, Tm): 15.3;
28.0; 44.5; 83.5; 112.4 (1, 'Jop = 229.0); 121.6; 124.8;
131.2; 134.3; 141.0; 145.7 (1, “Jcr = 23.2); 165.0. Criextp
SAMP "F, &, m. 1. (J, T): —114.76 (1, “Jpy = 52.7, CHE,).
Macc-ciextp, m/z (Iym, %): 298 [M+H]™ (100). Haiinero, %:
C 5673, H 581, N 14.20. C14H17F2N302. BBI‘H/ICJ'ICHO, %:
C 56.56; H5.76; N 14.13.
mpem-ByTui-1-mpem-6yrua-5-(nudpropmerun)-1H-
nupa3osno[4,3-blnupuaun-6-kapéoxcunar (8i). Brxon
4.09 r (70%), xopuaHEBBI TIOPOMIOK, T. TWI. 88—89°C. MK
crexTp, v, oM : 1713 (C=0). Criextp SIMP 'H, §, m. 1. (J, T'nr):
1.60 (9H, ¢, 3CH3); 1.73 (9H, ¢, 3CHs); 7.40 (1H, 1, *Jyp = 54.4,
CHF,); 8.52 (1H, ¢, H-3); 8.69 (1H, ¢, H-7). Criextp SIMP °C,
3, M. 1. (J, T'm): 28.0; 29.8; 61.8; 83.6; 112.5 (1, 'Jer = 232.0);
123.5; 124.3; 130.1; 133.4; 142.3; 145.3 (1, *Jor = 23.0);
164.9. Criextp SIMP “F, 8, m. 1. (J, Tn): —115.11 (1, “Jir = 56.4,
CHF,). Macc-criektp, m/z (Iym, %): 326 [M+H]™ (100).
Haﬁ}ICHO, %: C 5925, H 655, N 12.79. C16H2]F2N302.
Beruncineno, %: C 59.07; H 6.51; N 12.92.

mpem-Byrui-1-mernn-5-(rpudgropmernn)-1H-nupasono-
[4,3-b|nupunun-6-kapookcuaar (8j). Beixox 3.84 r (71%),
OpamKeBHIil mopomok, T. wi. 82-83°C. UK cnektp, v, cM '
1710 (C=0). Cniextp SIMP 'H, §, m. 11.: 1.57 (9H, ¢, 3CH;);
4.18 (3H, ¢, CH3); 8.56 (1H, c, H-3); 8.68 (1H, c, H-7).
Cnextp SAMP 13C, S, M. 1. (J, T'm): 27.8; 36.9; 83.8; 120.9
(x, Jor = 273.7); 121.2; 125.4; 131.8; 134.0; 138.4 (x,
2Jer = 33.6); 139.7; 164.8. Criextp SIMP °F, &, m. 1.0 —61.12
(c, CF3). Macc-crextp, m/z (Iym, %): 302 [M+H]" (100).
Haiineno, %: C 51.62; H 4.73; N 13.78. C3H 4F5N50,.
Brruucaeno, %: C 51.83; H 4.68; N 13.95.

mpem-ByTui-5-(rpudropmerni)-1-3run-1H-nmupasosno-
[4,3-b]mupummnn-6-kap6okcuiar (8k). Bexox 4.36 r (77%),
KOPHYHEBHIH Topomok, T. mwr. 70-71°C. YK crektp, v, cM ':
1708 (C=0). Criextp SIMP 'H, &, m. 1. (J, T'y): 1.42 3H, T,
3] =172, CH,CH,); 1.56 (9H, ¢, 3CHj); 4.58 H, k, °J = 7.2,
CH,CHj;); 8.59 (1H, ¢, H-3); 8.74 (1H, ¢, H-7). Cnektp
SIMP 13C, S, m. 1. (J, T): 15.2; 27.7; 44.6; 83.7; 120.7 (k,
Jer = 273.9); 121.1; 125.9; 131.5; 134.6; 1389 (x,
2Jor = 33.7); 140.0; 165.2. Cnextp SIMP F, §, M. m.:
—61.17 (c, CF3). Macc-criextp, m/z (Iym, %): 316 [M+H]
(100). Haiineno, %: C 53.22; H 5.23; N 13.41. C4H;6F5N;0..
Brruucaeno, %: C 53.33; HS5.11; N 13.33.

Cunre3s 4,5,6,7-rerparunpo-1H-nupazono[4,3-b| nupuauu-
6-kapookcuiaaToB 9a-k (obOmas mMetonuka). B aBrokias
emkocthio 250 mi momemaroT 100 mia ~-BuOH, 10 mmois
a¢upa 8a—k, 0.2 v ( 0.188 mmonb) katanmuszaropa 10% Pd/C u
HarpeBaroT NOJ JaBJICHUEM BOJOpoja 25 aTM B TCYCHHUE
24 4 mpu temmeparype 100°C, a B ciyuae sdupa 8j —
B TeyeHre 72 4. PeakMOHHYIO CMeCh OXJIXKIAIOT, OT(IIBT-
POBBIBAIOT KaTalIMU3aTop, (PUIBTPAT yMapHBAIOT IIPU MOHHU-
KEHHOM JaBJICHUH, OCTATOK NEPEKPHCTAIUIN30BBIBAIOT M3
cmecu rentadi—MTBD, 1:9.

mpem-byruii-1-merun-4,5,6,7-rerparuapo-1H-nupazosno-
[4,3-b|nupunuH-6-kapookcuaar (9a). Bexog 2.08 r (88%),
Genbrit mopourok, T. 1. 112-113°C. UK cmextp, v, cM
1722 (C=0), 3385 (N-H). Cniextp SIMP 'H, §, m. 1.: 1.41
(9H, c, 3CH3;); 2.55-2.96 (4H, m, 2CH,); 3.20-3.38 (2H, M,
NH, CH); 3.61 (3H, c, CHj3); 6.84 (1H, c, H-3). Cnektp
SIMP BC, 8, m. 1.: 22.5: 28.2; 31.9; 36.1; 45.7; 80.5; 125.2;
126.7; 128.6; 172.9. Macc-cuektp, m/z (Iym, %): 238
[M+H]" (100). Haitneno, %: C 60.95; H 8.00; N 17.56.
C12H19N302. BI:-I‘II/ICJ'IGHO, %: C 6074, H 807, N 17.71.

mpem-ByTui-1-31ui-4,5,6,7-terparuapo- 1 H-nupa3zosno-
[4,3-b|nupuauH-6-kapdokcuaar (9b). Bexon 2.15 T (86%),
CBeTNIO-0ekeBBId Mopommok, T. mr. 8§9-90°C. UK cmektp,
v, eM 1 1724 (C=0), 3381 (N-H). Cniextp SIMP 'H, §, m. 1.
(J, Tu): 124 (3H, 1, °J = 6.8, CH,CH;); 1.41 (9H, c,
3CH;); 2.59-2.87 (SH, m, NH, 2CH,); 3.18-3.26 (1H, M,
CH); 3.92 (2H, k, °J = 6.8, CH,CH3); 6.85 (1H, ¢, H-3).
Crextp SIMP °C, &, m. m.: 15.3; 22.0; 27.7; 31.2; 43.2;
45.3; 80.1; 123.9; 126.4; 128.2; 172.6. Macc-criektp, m/z
Ism, %): 252 [M+H]" (100). Haitneno, %: C 62.31; H 8.36;
N 16.56. C13H2]N302. BBI‘II/ICJ'IGHO, %: C 62]3, H 842,
N 16.72.

mpem-byTuia-1-mpem-6yrun-4,5,6,7-trerparuapo-1H-
nupa3zono|4,3-blnupuauH-6-kapookcuaar (9¢). Brixox
2.48 1 (89%), Oexesblii mopomok, T. mi. 125-126°C.
UK crektp, v, cM : 1720 (C=0), 3388 (N-H). Criextp
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AMP 'H, §, m. a. (J, Tw): 1.38 (9H, ¢, 3CH;); 1.47 (9H, c,
3CHy); 2.61-2.68 (1H, m, CH); 2.90-3.01 (4H, m, 2CHy,);
3.16-3.19 (1H, m, CH); 6.81 (1H, ¢, H-3). Criextp SIMP °C,
6, M. a.: 25.2; 28.1; 29.8; 38.6; 43.9; 60.6; 81.6; 120.6;
124.8; 128.5; 170.4. Macc-cuiektp, m/z (Iom, %): 280
[M+H]" (100). Haiineno, %: C 64.68; H 9.09; N 14.88.
C15H,5N30,. Breraucaeno, %: C 64.49; H 9.02; N 15.04.
mpem-Byrni-1-pennn-4,5,6,7-rerparuapo-1H-nupasoJo-
[4,3-blmupuaun-6-kapookcuaar (9d). Boexon 2.12 1 (71%),
JKENTBIN mopomiok, T. 1. 148—-150°C. UK cnektp, v, oM
1719 (C=0), 3385 (N-H). Criextp SIMP 'H, &, m. . (J, T'w):
1.39 (9H, c, 3CHj3); 2.88-3.08 (4H, m, 2CH,); 3.33-3.38
(1H, m, CH); 4.54 (1H, ym. ¢, NH); 7.21 (1H, ¢, H-3); 7.32
(1H, T, °J = 7.2, H Ph); 7.44-7.56 (4H, m, H Ph). Criextp
SIMP 13C, 6, M. a.: 24.9; 27.9; 45.1; 57.0; 80.6; 121.6;
123.6; 126.3; 129.5; 130.0; 131.0; 140.3; 172.7. Macc-
cnextp, m/z (Iom, %): 300 [M+H]" (100). Haiineno, %:
C 6839, H 712, N 13.88. C17H21N302. BI)I‘II/ICHGHO, %:
C 68.20; H 7.07; N 14.04.
mpem-bytun-1,5-numerni-4,5,6,7-rerparuapo-1H-
nupasoo[4,3-blnupuaun-6-kapéokcunar (9e). Brixon
2.00 r (80%), 6esxeBbIi MOPOIIOK, T. 1. 72—73°C. UK cnekTp,
v, eM 't 1721 (C=0), 3388 (NH). Cniextp SIMP 'H, §, m. 1.
(J, Tw): 0.92 (3H, 1, °J = 6.0, CH;) 1.42 (9H, ¢, 3CH;);
2.65-2.78 (3H, m, CH, CH,); 3.42 (1H, ym. ¢, NH); 3.51—
3.62 (4H, M, CH, CH3); 6.83 (1H, ¢, H-3). Criextp SIMP °C,
6, M. a.: 15.9; 19.1; 28.2; 36.1; 43.5; 48.8; 80.5; 124.4;
127.1; 132.7; 172.4. Macc-cuiektp, m/z (o, %): 252
[M+H]" (100). Haiineno, %: C 62.29; H 8.48; N 16.61.
C]3H21N302. BI)ILII/ICJ'IeHO, %: C 6213, H 842, N 16.72.
mpem-byTui-1-mpem-6yrui-5-merun-4,5,6,7-rerpa-
rupo-1H-nupa3oJio[4,3-blnupuaun-6-kapooxcuaar (9f).
Bexon 2.22 r (76%), Gensrii mopomiok, T. mwi. 81-82°C.
UK cmextp, v, cM ': 1724 (C=0), 3391 (NH), Crextp
SMP 'H, §, m. 1. (J, T'): 0.95 (3H, 1, °J = 6.0, CHs) 1.41
(9H, ¢, 3CHj3;); 1.50 (9H, ¢, 3CH3); 2.68 (1H, ym1. ¢, NH);
2.80-3.01 (3H, m, CH, CHy); 3.48-3.55 (1H, m, CH); 6.84
(1H, ¢, H-3). Cnextp SIMP “C, &, m. 1.: 15.6; 22.4; 27.7;
29.5; 43.4; 48.0; 58.7; 80.0; 122.4; 125.8; 127.8; 171.8.
Macc-ciextp, m/z (Iym, %): 294 [M+H]™ (100). Haiineno, %:
C 6622, H 796, N 14.35. C|6H27N302. BI)I‘II/ICHGHO, %:
C66.41; H8.01; N 14.52.
mpem-byrun-5-(mudpropmermin)-1-mernn-4,5,6,7-rerpa-
rupo-1H-nupa3ono[4,3-b|nupuann-6-kapookcunar  (9g).
Bexox 2.10 r (73%), cepwiii mopomok, T. mi. 96-97°C.
UK cmextp, v, cM 't 3393 (NH), 1718 (C=0). Crextp
SAMP 'H, §, m. a. (J, Tu): 1.42 (9H, ¢, 3CHs); 2.72-2.91
(3H, M, NH, CH,); 3.62 (3H, ¢, CHj); 3.67-3.73 (1H, Mm,
CH); 4.90-4.94 (1H, m, CH); 5.88 (1H, 1. a1, “Jyr = 60.0,
*Jur = 6.4, CHF,); 6.88 (1H, ¢, H-3). Crextp SIMP °C,
3, M. 1. (J, T): 19.4; 27.6; 35.7; 40.5; 55.1 (n. 1, “Jep = 21.6,
2Jer = 20.1); 80.6; 115.5 (1, 'Jor = 252.5); 124.4; 126.0;
126.1; 1702 Criextp SIMP “F, §, m. 1. (J, Tn): —123.05 (1. 1. 1,
Jen = 282.0, *Jey = 51.7, *Jpy = 14.1, CHF,). Macc-
cniextp, m/z (Iom, %): 288 [M+H]" (100). Haiinero, %:
C 5417, H 673, N 14.76. C13H19F2N302. BBI‘H/ICJ'ICHO, %:
C 54.35; H 6.67; N 14.63.
mpem-ByTui-5-(nupropmeruni)-1-3tuin-4,5,6,7-rerpa-
ruapo-1H-nupa3zono[4,3-b|nupuanH-6-kapooxcuaar (9h).

Beixon 4.98 1 (92%), 6enbliit mopomiok, T. wr. 118—119°C.
UK cnextp, v, em 't 1722 (C=0), 3384 (NH). Cnextp
AMP 'H, 8, m. a. (J, T): 1.26 (3H, T, °J = 6.8, CH,CHs)
1.41 (9H, c, 3CH;); 2.73-2.94 (3H, m, NH, CH,); 3.66—
3.75 (1H, m, CH); 3.91 (2H, K, *J = 7.2, CH,CH;); 4.90—
4.94 (1H, m, CH); 5.90 (1H, 1. 1, *Jur = 56.0, *Jyyr = 6.4,
CHF,); 6.90 (1H, ¢, H-3). Cnextp SIMP °C, &, m. &
(/, Tw): 15.6; 19.4; 28.0; 40.3; 43.7; 55.6 (n. n, Yer =21.0,
2Jor = 20.4); 81.0; 116.0 (1, 'Jor = 241.5); 123.9; 126.4;
126.6; 170.6. Cnextp SIMP F, , m. 1. (J, I'm): —123.12
(1 1, i = 286.8, *Jpy = 56.4, “Jmyy = 14.1, CHF,). Macc-
ciextp, m/z Iy, %): 302 [M+H]" (100). Haiineno, %:
C 5597, H 687, N 14.09. C14H21F2N302. BLI‘II/ICJ'ICHO, %:
C 55.80; H 7.02; N 13.94.
mpem-Byrun-1-mpem-6yrun-5-(nugropmernn)-4,5,6,7-
Terparuapo-1H-nupa3zoio[4,3-b|nupnann-6-kapooxkcuiaT
(9i). Bexox 1.71 r (52%), 6enbiii mopomiok, T. mwi. 107—
108°C. MK cmektp, v, cM 1 1725 (C=0), 3390 (NH).
Crextp SIMP 'H, &, m. a. (J, T'm): 1.46-1.52 (18H, M,
6CHj3); 2.79-2.87 (2H, M, CH,); 3.64-3.70 (1H, m, CH);
4.88-4.93 (1H, m, CH); 5.86 (1H, 1. 1, *Jiyr = 58.0, 2Jr = 6.2,
CHF,); 7.06 (1H, ¢, H-3). Criextp SIMP "°C, &, m. . (J, T'nr):
22.6;27.3;29.5; 42.0; 49.2; 60.6 (1. 1, Jer = 21.1, Yep =20.2);
72.1; 115.6 (1, 'Jop = 241.5); 122.4; 124.3; 131.1; 173.1.
Crnektp SIMP “F, 8, m. n. (J, I'm): —121.52 (n. a. n,
ey = 291.4, *Jpy = 56.4, “Jpy = 14.1, CHF,). Macc-
crextp, m/z (Iom, %): 330 [M+H]" (100). Haiineno, %:
C 5567, H 697, N 13.79. C16H25F2N302. BI)I‘II/ICJ'ICHO, %:
C 55.80; H 7.02; N 13.94.
mpem-ByTuin-1-mernn-5-(rpudropmermnin)-4,5,6,7-rerpa-
ruapo-1H-nupa3oio[4,3-blnupuaun-6-kapooxcuiaar (9j).
Bexon 2.13 t (70%), cepsrit mopomiok, T. . 147-148°C.
UK cmextp, v, cM ': 1727 (C=0), 3386 (NH). Crextp
SMP 'H, §, m. 1.: 1.44 (9H, ¢, 3CHs); 2.59-2.67 (1H, M,
NH); 2.89-2.99 (2H, m, CHy); 3.63 (3H, ¢, CH;); 4.17-4.22
(1H, m, CH); 5.16-5.21 (1H, m, CH); 6.92 (1H, ¢, H-3).
Cnektp AMP °C, 8, m. 1. (J, Tm): 19.2; 27.9; 36.0; 40.4;
542 (x, “Jop = 27.5); 81.4; 124.5; 126.5; 126.6 (x,
Jer = 287.5); 127.0; 170.1. Criextp SIMP F, §, m. 1.: —70.00
(c, CF3). Macc-cniextp, m/z (Iym, %): 306 [M+H]™ (100).
Haﬁ,lleHO, %: C 5102, H 589, N 13.80. C13H13F3N302.
Brruucaeno, %: C 51.14; H 5.94; N 13.76.
mpem-byrun-5-(tpudpropmerni)-1-3rui-4,5,6,7-rerpa-
ruapo-1H-nupa3zono[4,3-b|nupuann-6-kapookcuiaar (9k).
Bexon 2.87 r (90%), 6emnslit mopomiok, T. wr. 129-130°C.
UK criektp, v, e : 1725 (C=0) 3384 (NH). Criextp SIMP 'H,
5, m. 1. (J, Tm): 1.51 (3H, t, °J = 7.2, CH,CHs); 1.68 (9H,
¢, 3CH3); 2.74-3.08 (3H, M, CH,, NH); 4.32 (2H, , J = 7.2,
CH,CHj3); 4.47-4.52 (1H, m, CH); 4.62-4.69 (1H, m, CH);
6.94 (1H, c, H-3). Cnextp SIMP “C, §, m. 1. (J, Tm): 15.2;
18.8; 27.5; 43.3; 53.7 (x, “Jop = 27.8); 81.0; 123.2; 125.5;
126.0 (x, 'Jor = 283.7); 126.2; 126.3; 169.6. Criextp SIMP “F,
6, M. a.: =70.51 (c, CF3). Macc-cnextp, m/z (1o, %): 320
[M+H]" (100). Haiineno, %: C 52.83; H 6.35; N 13.02.
C4H,0F3N30,. Berancieno, %: C 52.66; H 6.31; N 13.16.
T'uapoxiopua  S-(nudropmermi)-1-3Tuin-4,5,6,7-Terpa-
ruapo-1H-nupa3ono[4,3-b|nupuanHuyM-6-kapooHOBO
kuciaothl (10). K pactopy 0.9 1 (0.003 moinb) coequHeHns
9h B 40 st CHCI; no6asmnstot 20 M 20% pactopa HCI B
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JMOKCaHe M INepeMelinBaroT B TeyeHue 4 4. OOpa3zoBas-
IIMHACSA 0CaJ0K OT(QHIBTPOBBIBAIOT, MPOMBIBAIOT 25 MII
MTBED u cymar npu NOHWXKEHHOM napieHuu. Beixon 0.67 r
(80%), 6enbie kpuctamwel, T. . 182-183°C. UK cmektp,
v, cM ;3408 (NH), 2495-2602 (COOH), 1697 (C=0).
Cnextp SIMP 'H, &, M. a. (J, T): 1.30 (3H, T, °J = 7.2,
CH,CHs;); 2.84-3.23 (3H, m, CH,, CH); 3.87-3.90 (1H, M,
CH); 4.10 (2H, x, °J = 7.2, CH,CH3); 6.09 (1H, 1. x,
2 = 52.0, *Jyy = 6.0, CHF,); 7.31 (1H, ¢, H-3). CrexTp
AMP C, 8, m. 1. (J, Tn): 15.2; 27.2; 37.9; 43.9; 54.6 (. 1,
Uer = 21.1, % = 20.4); 115.0 (1, Ucr = 241.5); 120.1;
129.8; 133.8; 172.0. Cuektp SIMP YF 5, M. 1. (/, T'm):
~123.61 (n. a. 1, Jey = 286.6, *Jpy = 56.4, ey = 14.1,
CHF,). Macc-cextp, m/z Iy, %): 246 [M—HCI]" (100).
Haiineno, %: C 49.17; H 5.40; Cl 12.63; N 17.78.
CioH4CIF,N30,. Brrumcneno, %: C 48.99; H 5.35;
Cl12.54; N 17.86.

PeHTreHOCTPYKTYpHOEe HcCiIe0BaHHE MOHOKpHC-
Tamia coeguHenuss 10 ¢ nuHEHHBIMEH pa3MepaMu
0.05 x 0.14 x 0.43 mm nposeneno npu 173K Ha audpakro-
Mmetpe Bruker Smart Apex II (MoKa-u3ny4enue, rpaguro-
BBIif MOHOXpOMATOp, Om.x 25.7°). O6pazen mis PCA
nosiydeH kpuctamimsanueit uz cmecu MeCN-AcOH, 1:2.
Kpucramisr coenunenus 10 (CioH4CIFN;O,, M 281.69)
TPUKIIMHHBIE, TPOCTPAHCTBeHHas rpymmna Pl; a 7.6005(5),
b 9.3743(6), ¢ 9.5781(6) A; a 71.557(4), B 87.842(4),
y 70.630(4)°; V 609.01(7) A% Z 2; dee 1.536 r/em’;
p 0.338 mm'; F(000) 292. Beero cobpano 9284 orpaske-
HUSL, U3 KOTOPBIX 2314 sBistrorcst He3aBHUCHMbIME (R-akTop
yepennenus 0.0521). Crpykrypa pacumppoBaHa NpsSMbIM
MeronoM u yrouyHeHa MHK B mosHOMaTpudHOM aHM30-
TPOIMHOM NPHUOJIMKEHUH C MCIOJIb30BAaHUEM KOMILIEKCa
nporpamm Bruker SHELXTL.** TTonoxenns Bcex aToMoB
Bozopona (CH) paccumTaHbl TeOMETPUYECKH M YTOYHEHBI
o Mojenu "Hae3qHHWK'", a MOJOXEHHs aTOMOB BOJ0pOJia
IIPU TeTepoaToMax BBISBJIEHBl W3 Pa3HOCTHOrO (ypbe-
CHHTE3a 3JIEKTPOHHOM IJIOTHOCTH M YTOYHEHBI H30TPOITHO.
OxoHuaTesbHBIE 3HaueHHs (aKTOPOB  PACXOJUMOCTH
R(F) 0.0504, wR,(F*) 0.1085 1o 1761 otpaenuo ¢ I > 20(]),
R\(F) 0.0724, wR,(F?) 0.1183, GOF 1.056 110 Bcem He3aBH-
CHMBIM OTPaKEHHUAM, 175 yTOYHSEMBIX MapaMeTpoB, UCIIONb-
30BaHa BecoBas cxema ® = 1/(c*(Fo’) + (0.0546P) +
+ 0.1359P), rae P = (Fo® + 2Fc%)/3, OTHOIICHHE MAKCH-
MaJbHOTO(CPEIHEr0) CABUra K MOTPEIIHOCTH B TIOCIETHEM
nukie 0.000(0.000). OcraTrouHast AIEKTPOHHAS TUIOTHOCTH
U3 pa3HOCTHOro psja Dypbe MOche MOCISTHEro IHKIa
yrounenus 0.35 u —0.22 e/A’. TlonHble peHTreHOCTPYKTYP-
Hble JlaHHBIC JEeTIOHHPOBaHBI B KeMOpumKckoM OaHke
cTpyKTypHBIX AaHHBIX (HemoHeHT CCDC 2090694).

@Daill cONpOBOAUTENBHBIX MAaTEPUAIOB, COACPKALLUN
crextpst SIMP 'H, °C n "F coenmnnenuii 3a—k, 4, 6a-k, 7,
8a—k, 9a-k u 10, nocrynen Ha caiite xypHanma http://
hgs.osi.lv.
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