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uxnokonaeHcanus 3,4-3aMeIIEHHBIX 5-aMHHONHPA30JI0B ¢ HECHMMETPHIHBIMHE 1,3-1nKkapOOHMIBHBIME COSIMHEHNSIMH, COJEPKAIINMH
TU(TOPMETHIBHYIO TPYIITy, B YKCYCHOM KHCIIOTE NMPUBOAWT K 7-mudropMmernnmupasono|l,5-a|nupumuanHam, Toraa Kak B TpUQTOp-
YKCYCHOI KUCIIOTE 00pa3yloTcs IPEUMYIECTBEHHO MTPOU3BOIHEIE S-TudTopMeTHIINPa3oio| 1,5-a|nupuMuinHOB.

KioueBble ciioBa: S-aMHHONUPA30Ibl, S-mudropmernimupazonoll,5-almupumunussl, 7-audTopMeTHanupaszono| 1,5-a|mupuMuaiHeL,
4,4-nudrop-1-pennn-1,3-0yrananon, 4,4-mudrop-1-unionponui-1,3-6yraHquoH, TpUPTOPYKCYCHAST KMCIIOTA, KOHACHCALUSL.

[IpousBonuble mHpa30io[1,5-a]MupUMUANHOB — CHHTE-
TUYECKH JIOCTYIHBIE COEAMHEHMS, KOTOpBIE AaKTHUBHO
M3YYalOTCS B CBSI3M C Pa3HOOOPa3HOW OMOJOTHYECKON
akTUBHOCTHIO.! Cpelll HUX HAMJICHBI COCIMHEHMs C aHTH-
GaKTepHANbHBIM,” IHTOTOKCHYECKHM,” TIPOTHBOIPUOKO-
BBIM' U IIPOTHBOOITYXONEBBIM JeiiCTBHEM.” AHKCHOIHTHKY
W CeJaTHUBHBIC TNpemapaTsl 3ajelyioH, HWHIWUIUIOH ¢
OIMHAIUIOH — JICKApCTBEHHBIE CPEICTBA, COJEpIKaIIHe
mupazouo| 1,5-a |nupuMuIHOBEIN TUKIT.

Mertonpl cuHTe3a nUpa3oiof1,5-a]mMpUMUINHOB OCHO-
BaHBl HA IUKJIOKOHICHCAIIMAX S-aMHHONHMPA30JIOB C
1,3-nuKxapOOHUITBLHBIMH coe;II/IHeHI/I;IMI/I.6’8 Ilpu wucnosnsb-
30BaHNM B PEAKINH HECHUMMETPHYHBIX 1,3-auKapOoHMIIE-
HBIX COEAMHEHHWH CYIIECTBYET MpoOiieMa BO3HHKHOBEHHS
HU30MEPHBIX coenmuennit.”'’ B srnx cily4asix Uil PerHo-
CEJNIEKTUBHOTO  BBEJCHHS  3aMECTHTENS  HCHOJB3YIOT
B-anxoxcunpou3BogHbIE 1,3-AMKETOHOB C TPEABAPUTEIb-
HBIM TIOTydeHHeM eHaMuHOB.'"'? OCOGEHHO HHTEpecHO
CeJIEKTUBHOE BBEJICHNE 5-TH(PTOPMETHIBHOTO U 7-Au(TOp-
METHJIPHOTO 3aMECTHTENsI B MOJIEKyny mnupaszono[l,5-a]-
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MUPUMUIMHOB. MHOTOYHCIICHHBIE HWCCIIEJOBaHUS TOKa-
3aJH, 4To aToM (TOpa WK GTOPATIKUIIBHBIE TPYIIIBI TIOBBI-
IIal0T OMOJIOTHYECKYIO aKTUBHOCTH MOJIEKYJIbI, METa0oH-
YEeCKyl0 CTaOMJIbHOCTb, JIMMOQHIBHOCTb, ad(HUHHOCTD
CBA3bIBAHMS C pelenTopamu.” ° Kpome Toro, B pesyib-
TaTe KOMIIBIOTEPHOTO CKPHHWHra 3 MJIH COCAMHEHHUH W3
6a3sl manHBIXx ZINC database ObUTIO BBIABICHO NOTEH-
IUATbHO AaKTHBHOE TPOTHBOBHPYCHOE COCOUHEHHE —
7-madpTopmeTiii-N-(3-kapoamoni-5,6-auruapo-4 H-1KII0-
nienTal b|troden-2-mn)-5-berunmmpazono[ 1,5-a|muprumuans-
3-kapGokcamu.'"'* B nmTepaType mpHBENEHO HECKOIBKO
MIPUMEPOB CHHTE3a COCIUWHEHUH, comepkamux 7-mudrop-
METHIILHYIO TPYTITY: 3THI-7-TA(HTOPMETHI-S-PEHIITPA30JI0-
[1,5-a]mupumuans-3-kapbokcumata' ' 2" i 1wn-7-1udTop-
METHJI-5-TIMKIIoTIponTmIupa3oo| 1,5-a jnupumuana-3-kapo-
OKCHHaTa,22’23 MOJIVICHHBIX ~ KOHJAeHcanued 1-dhenun-
4,4-mudpTopOyTtan-1,3-nmora u  4,4-nudTop-1-umkio-
nponminOyTan-1,3-qoHa ¢ 3THI-5-amuHO- 1 H-tMpaszon-4-
KapOOKCHJIATOM B YKCYCHOH kucinore. [IpuHSTO cUuTaTth,
YTO KOHJEHCAIMs MPOTEKaeT ¢ obpazoBaHuEM 7-TUPTOP-
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Cxema 1 F. _F
Method |
CH4COOH N N
RL%/K
A, 8h — —
R R? ANF 71-91% L N R®
>/—_§\ ‘s 3a-h
Nay” ~NH; R3
N R Method II
CF3;COOH -
1a—e 2a—c it R /N NI + 3a-cf-h
t,8h NP (10-15%)
59-66% 4
4a—f

1aR'=H, R?=H; bR"=H, R?= CO,Et; ¢ R'= CO,Me, R?=H; d R'= CO,Et, R?=H; e R'=H, R?=CN
2 a R®= cyclopropyl, b R®= Ph, ¢ R®= CHF,
3aR'=R?=H, R®= cyclopropyl; b R" = H, R? = CO,Et, R® = cyclopropyl; ¢ R' = CO,Me, R? = H, R® = cyclopropyl;
d R'=H, R?= CO,Et, R®= CHF,; e R' = CO,Me, R?>=H, R®= CHF,; fR" = H, R2= CO,Et, R®= Ph;
gR'=CO,Me, R?=H, R®=Ph; hR'"=H, R?=CN, R®=Ph
4aR'=R?=H, R3= cyclopropyl; b R' = H, R? = CO,Et, R® = cyclopropyl; ¢ R' = CO,Et, R? = H, R® = cyclopropyl;
d R'=H, R?=CO,Et, R®=Ph, e R'= CO,Me, R>=H, R®=Ph; fR'=H, R>=CN, R®= Ph

METWIBHBIX MPOM3BOAHBIX. CTPYKTYphl MPHHATHI, BEPOATHO,
MO aHajoruu ¢ 7-Tpudropmernimnupasonof 1,5-a|mupumunu-
HAMH, CTPOCHHE KOTOPHIX J0Ka3aHO ¢ momompbio PCA."
B paGore'’ mpuBeneHa BO3MOXKHas anbTePHATHBHAS CTPYK-
Typa S5-IuQTOpMETHINPOU3BOJIHOTO, OJHAKO 3TO COCIH-
HEHHE He OIHCAHO.

Lenr Hacrosimeld pabOTHI 3aKIIO4YaeTcs B TOUCKE
SKCHEPUMEHTAIBHBIX YCIOBUHM M PETHOCENEKTUBHOIO
CHUHTE32 U30MEPHBIX 7-AUPTOPMETHI- U S-IUPTOPMETHII-
nupazono[ 1,5-a|nupuMHuINHOB.

W3ydena nukiokoHAeHcauws 3,4-3aMeIIeHHBIX S5-aMHHO-
1 H-ttupasonos la—e ¢ 1-dennn-4,4-mudropOyran-1,3-mupoHom
(2a), 4,4-mudrop-1-uuknonponunoyran-1,3-nuoHom (2b)
u 1,1,5,5-retpadropnenran-2,4-1uoHoM (2¢) B yKCYCHOH 1
TpUPTOPYKCYCHOW KHCIOTaX. Peakiuio MpoBOIMIN KHUIIS-
YeHHEM B TeUeHHE 8 4 IKBHUMOJIIPHBIX KOJIMYECTB MCXOA-
HBIX coequHeHni 1a—e u 2a—c (cxema 1).

Peakuus B yYKCyCHOW KHCJIOTE€ MPUBOJUT HCKIIIOUU-
TEJILHO K 5-3aMEIIEHHBIM MPOM3BOAHBIM 7-IH()TOPMETHII-
nupazono[ 1,5-aJmupumununa 3a—h, Torna xak B Tpudrop-
YKCYCHOH KHCIIOTE 00pa3yroTCs IPEUMYIIECTBEHHO 7-3aMe-
mieHHble  S-gudropMerwnmupasono| 1,5-amupuvuauaer 4a—f
¢ HebompIoi mpumechio (10—15%) 7-audTopmeTranpons-
BoaHBIX 3a—c,f-h. M3omepsr 4 u 3 nerko oTAEISAIOTCA
KpHUCTaJIIN3aluen.

7-Hudropmernin- u  S5-TUPTOPMETHIIIPOU3BOIHEIE
mupazosof 1,5-a | nupuMuAHOB MOXHO MIEHTH(UITUPOBATH
no cnekrpam AMP 'H. Xumuaecknii casur 7-nudrop-
MeTmisHOH rpynnsl (B IMCO-ds) Habmomaercs B o0actu
7.60 M. 1. B BUjAE TpUILIETA C KOHCTAHTON paCIICTIIICHUS
52 T'm, 4YTO COOTBETCTBYET JHTEPATYPHBIM JAHHBIM.'
XUMHIYECKUI CABUT 5-TUPTOPMETHIBFHON TPYIIBI HabIr0-

Cxema 2 E
o%
CF3COOH
1d + 2a B0 NepyrX o
A, 10 h //
(0] N/ F
5 F
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Pucynok 1. Xumudeckne CIOBUTH aTOMOB a30Ta B CIIEKTPax
'H-"N HMBC 7-mudropmern-3-ruxionpormimipazono| 1,5-a]-
mupumMuarHa (3a) U S5-IudTOPMETHII-7-IUKIOPONHIIIAPA30II0-
[1,5-a]mmpumuinna (4a), 3anucanHbix B CDCl;.

nmaercs B obmactu 7.00 M. 1. 3HaUWTENbHBIC Pa3IU4dAs B
XMUMHYECKHX C/BUTAX HAOJIONAIOTCS TaKKe B CIIEKTpax
AMP “F: —-125.8+-1249 M. x. (7-CHF,) u —117.7+
—115.8 M. 1. (5-CHF).

CuHTE3 MOJETBHBIX COSOMHEHHH — ATUI-S,7-0nc(audrop-
MeTIn)pasonol 1,5-a|mupumunun-3-kapookcunata  (3d)
U MeTui-5,7-ouc(audropmerin)mupazono| 1,5-a | mupumuams-
2-kapOokcunaTta (3e), comepxamux IBe IU(GTOPMETHIB-
HBIE TPYHIBI B TIOJIOKEHUSX 5 ¥ 7, TOATBEPKIAIOT HAIIH
BEIBOJIBI O pa3nnumsx B crekTpax SIMP. Takum obpazom, ¢
nomoupo cnekrpos AMP '"H u “F moxno AACHTUDU-
IIMPOBaTh COOTBETCTBYIOMIMH pernonsomep. OKOHUATEINB-
HBI OTBET O CTPYKTypax coemuHeHuii 3a u 4a (puc. 1)
noydeH B skcrepumente 'H-'"N HMBC.

[lpn HarpeBaHHMH 3STHII-5-aMHUHONMpA30J-3-KapOoKcuaTa
(1d) u 4,4-mu¢rop-1-tmknonpomui-1,3-6yrananona (2a) B
TPUMTOPYKCYCHOM KHCIIOTE HPOHMCXOIHUT PACKPHITHE IIHKIIO-
MPONWIBHOTO LIMKJIA U 00pa30BaHKe ATUII-5-TU(TOPMETHII-
7-(3-runpoxcunponmn)nupaszono| 1,5-ammpumuana-2-kap6-
okcunata (4g) (cxema 2). Ilpomecc mpoTekaer uyepe3
POMEXYTOYHOE 00pa3oBaHUE LUKJIONPOIMIBHOTO TIPOU3-

OH
EtO N— CF3;COOH
J—— 74 N A ~«—— 4c
& = . = F A,10h

49 (61%) F
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BOJIHOTO 4¢ ¥ Tpu(TOpanerara 5, KOTOPbI THAPOIN3YETCS
B mpouecce oOpabotkn n0 coenuHenus: 4g. Kumsuenne
MUPa30JIONUPUMHUINHA 4¢ B TPUPTOPYKCYCHOM KuCIIOTE
TaKXke MPUBOJUT K THIPOKCUIIPONUIBHOMY IIPOU3BOJIHOMY
4g. TlosTomy cuHTE3Bl S-TU(TOPMETHI-7-IUKIONPOIINII-
nupasono[ 1,5-alnupuMuaHOB  4a—C TNPOBOAWIM  IIpH
KOMHATHOM TeMIeparype.

Hcnonp3oBaHue I KOHAGHCAIMM JAUKETOHOB 1 n
AMUHOIIMPA30JI0B 2 AKBUMOJLIPHBIX KOJIMYECTB CEPHOM WU
COJISIHOW KHCJIOT B YKCYCHOW KHCJIOTE MPHUBOJHUT K Ooiiee
3arpsA3HEHHBIM IIPOAYKTaM 4, 10 CPAaBHEHUIO C peaxuueil B
TpUPTOPYKCYCHOH KHUCIIOTE, M HE YJIYy4YIlaeT PEerHoceseK-
TUBHOCTH. lluKionponwibHas Tpynma B 3TUX YCIOBUSAX
paspymaercs.

B0O3MOXHO, CENEeKTUBHOCTb MOJIyUYEHHs] HM30MEpPHBIX
nupaszono| 1,5-a|nupuMuInHOB OOBSACHSAETCS TEM, 4YTO B
YKCYCHOH KHCIOTe B S5-aMMHONHUpasonax Oonee HyKIJIeo-
¢GuiIeH SHAOUMKIMYECKUII aToM a30Ta, MO3TOMY OH H
B3auMo/ieiicTByeT ¢ Oojee 3JeKTpOPUIbHON KapOOHMIIb-
HOW TPYIIIOH, PACHOJIOKEHHOU PSIOM C AU(TOPMETUIIb-
HOH (yHKUHMEW, C MOCIeAyIoeH IMKIOKOHACHCAUEH.
B TpudropykcycHoOl KHCIOTE B S-aMMHONHMpa30iax dHI0-
LHUKIMYECKHH aTOM a30Ta IPOTOHUPYETCS, UTO MIPUBOAUT K
CHWJIBHOW €ro MAe3aKTHUBAaIlM, MPUYEeM BTOPOrO MPOTOHH-
POBAHHS 110 AMUHOTPYIITIE He MPoucXoauT.”*** D10 mpuBo-
JIUT K TOMY, YTO TEHeph yxke SK30LUKINIECKHH aTOM a30Ta
B3auMo/ieiicTByeT ¢ Oojee 3JeKTpOPUIbHON KapOOHMIIb-
HOM TIpyNNOMH, BCIEACTBUE 4YE€ro U IPOUCXOJUT CMEHa
PETrHOCETIEKTUBHOCTH. JTHM MOXXHO OOBSICHUTH pe3yJib-
TaThl ABTOPOB PAbOTHI,” KOTOPIE MOTYUHIA CMECH 7-TPH-
¢dropmermii- u S-tpudTopmernnnupasosol1,5-a]nupumu-
JUHOB TPHM HCTONB30BaHHM B KadecTBE PEaKIMOHHOU
cpelbl CMECH YKCYCHOM U COJISHOW KUCJIOT.

eno4ynbiM ruaponuzoM 3¢upoB 3, 4 C BBICOKMMHU
BBIXOJIAMH U YHCTOTOM MOJIy4eHbI COOTBETCTBYIOLIME KapOo-
HOBBIE€ KUCJIOTHI 5, 6 (cxema 3), mpeacTaBIsIoNue HHTEpeC

JUId  TIocNenyromeld MoAM(UKAIMK  CHHTE3HPOBAaHHBIX
MOJIEKYIL.
Cxema 3
1. NaOH Fo F
MeOH
A,3h
3b,c.f.g NN N
HCI A Hooc—u
90-94% N R3
HOOC 53 ¢
1. NaOH R3
MeOH
A, 3h N~
dbe — > NS o HOOC—u\
2. HCl N E
83-93%
HOOC ¢ o F

5,6 a,b R® = cyclopropyl; ¢,d R®= Ph

Taxum 00pa3oM, Ha PETHOCEIEKTUBHOCTD TPOIIECcca IIHKII0-
KOHJICHCAIIMH S5-aMuHO- | H-upa3osioB (IUHYKICOPHIOB) C
1,3-nuxapbonunbHbiMu  coenuHeHUsMU  (1,3-nudnexTpo-
¢mramu) BiuseT OajmaHC SJIEKTPOHHBIX (P (PEKTOB, KOTO-
PHIi OIpenemsieTCs U peryaIupyeTcss KUCIOTHOCTHIO CPEbI.

582

3KC]IepHMeHTaJILHa$I JacTb

Cnektpst IMP 'H, *C u "F 3aperucrpupoanbl Ha
cnektpomerpax Bruker Avance DRX 400 (400, 100 u
376 MI'm cootBercTBeHHO) M Bruker Avance DRX 500
(500, 125 u 470 MI'1t COOTBETCTBEHHO), BHYTPEHHHH CTaH-
napt TMC. Dxcnepumentst 'H-'"N HMBC npoBesieHs! Ha
cnekrpometpe Varian 600. Dnementasrit anamus (C, H, N)
BeIMONHEH Ha mpuoope vario MICRO cube. Xpomato-macce-
CHEKTPHl 3alHCaHbl HA CHCTEME, BKIIOYAIOMIECH JKUII-
kocTHOU Xxpomarorpad Agilent 1100 Series um macc-
cnexrpometp Agilent Technologies LC/MSD VL (nonm3a-
mus anekrpopacmeuieaneM), ELSD Sedex 75. Temmepa-
TYPBI TUIABJICHHS OTIPEICTICHBI C MCTIONB30BaHNEM YCTPOICTBA
®umepa—/{xoHca.

Pearentsl u pacTBOpHUTENH, HCIOJB30BAaHHBIE B ITOU
pabote, moyuens! ot HITIO "Enamun".

Honyuyenue S5-3amerieHHbIX 7-1MGTOPMETHINIMPA30JI0-
[1,5-alnmpumungunoB 3a—h u 7-3amelieHHbIX S-1UpTOP-
MeTHInupa3ono[1,5-a|nupumuannos 4a—f (oOmas mMeto-
mika). Meton 1. Cmech 5 MMOJB COOTBETCTBYIOIIETO aMHHO-
mupazona la—c,e u 5 Mmmoub 1,3-aUKapOOHHIBHOTO COCTH-
HeHus 2a—c B 20 M AcOH kunsrtsar B teuenue 8 4. AcOH
YIapuBaIOT NPH NMOHWKEHHOM IABJICHHH, OCTATOK pa3daB-
nstoT 30 it 0.5 H. pactBopa NaHCO; u ocamok oThuibT-
poBBIBalOT. KpucTammmsyoT U3 HMOAXOSIIETO pPacTBOPH-
tens. [lonydaroT coeaunenus 3a—h.

Meton II. K pactBopy 5 MMOIb COOTBETCTBYIOLIETO
aMuHOTIHpa3ona la—e B 8 M TPUPTOPYKCYCHOUW KHCIOTHI
JOOABILFIOT pacTBOp 5 MMOIb 1,3-TMKapOOHIIIEHOTO COEIIH-
Herus 2a,b B 5 i CH,Cl,. PeakumoHHy0 cMech mepeme-
IIMBAOT NPH KOMHATHOW TemIleparype B TedeHHe 8§ d.
[Mocne sToro TpudTopykcycHyro kucnory u CH,Cl, ynapu-
BAIOT TP NOHW)XEHHOM JIaBJICHWH, OCTAaTOK pa30aBIISIOT
30 ma 0.5 H. pactBopa NaHCO; u ocamok oTQuibTpo-
BBIBAIOT. KpHCTAIIM3YIOT U3 MOJAXOISIIETO paCTBOPHUTEIIS.
[onyuarot coenunenus 3a—c,f~h u 4a—f.

7-AudTopMeTnia-S-uuKIonponuanupasonofl,s-al-
mupuMHuInH (3a) TONyYaT KOHACHcanued S-amMuHo-1H-
mupazona (la) u 4,4-mudrop-1-mmukmonponmwidyran-1,3-
qwoHa (2a). Bexon 0.8 T (77%, meton 1), 0.14 T (13%, meton 1I),
OecrBeTHBIE KPUCTAIUIBI (TeKcaH), T. 1. 51-53°C. Cnektp
SAMP 'H (400 MI'n, CDCls), 8, m. a. (J, Tm): 0.95-1.35
(4H, M, CH,CH,); 1.98-2.20 (1H, M, CH); 6.57 (1H, c,
H-2); 6.94 (1H, c, H-3); 7.30 (1H, T, J = 53.2, 7-CHF,);
8.08 (1H, ¢, H-6). Crextp IMP C (125 MI'u, CDCl;),
S, M. 1. (J, I'm): 11.5 (2C); 17.9; 96.1; 103.9; 108.3 (T,
J = 2413, 7-CHF,); 137.7 (1, J = 27.7); 145.3; 149.0;
163.8. Cnekrp SIMP "°F (376 MI'u, IMCO-dg), 8, m. A.:
~125.4 (c, 7-CHF,). Mac-cniextp, m/z (Iyy, %): 210 [M+H]"
(100). Haiineno, %: C 57.50; H 4.23; N 20.20. C,oHoF,Ns.
Brruucneno, %: C 57.41; H 4.34; N 20.09.

ITUI-7-1uPTOPMETHI-S-IIMKJIONPOonwInupasoo|1,5-al-
NMUPUMHIUH-3-KapookcuiaaT (3b) mosyyaroT KOHAEHca-
el aTwi-5-amMuHO- 1 H-tupason-4-kapookcunata (1b) u
4,4-mudTop-1 -umknonponmnoyTan-1,3-nquona (2a). Bexon
1.0 T (71%, meron 1), 0.15 r (11%, metox II), OecrBeTHBIC
kpucrawisl (EtOH), 1. mn 95-96°C. Cnexrp SMP 'H
(500 MI', IMCO-dp), 6, m. 1. (J, T'm): 1.12-1.25 (4H, m,



Chem. Heterocycl. Compd. 2023, 59(8), 580-586 [ Xumus cemepoyuxn. coeounenuii 2023, 59(8), 580-586]

CH,CH,); 1.31 (3H, 1, J = 7.0, COOCH,CHs); 2.39-2.47
(1H, m, CH); 4.27 (2H, k, J = 7.0, COOCH,CH3;); 7.55
(1H, ¢, H-6); 7.58 (1H, 1, J = 52.5, 7-CHF,); 8.57 (1H, c,
H-2). Crektp SIMP *C (100 MI'u, IMCO-dg), 8, m. 1.
(/, Tm): 12.9 (2C); 14.7; 18.3; 60.1; 101.7; 106.7; 109.5 (t,
J=239.8); 138.9 (T, J = 27.0); 147.6, 147.9; 162.0; 168.8.
Cnextp SIMP F (376 MI'u, IMCO-d,), 5, m. 1.1 —125.3
(¢, 7-CHF,). Macc-ciektp, m/z (Iyy, %): 282 [M+H]" (100).
Haﬁ,ﬂCHO, %: C 5564, H 460, N 14.87. C13H13F2N302.
Brruncineno, %: C 55.51; H4.66; N 14.94.
Metunia-7-gudgropMeTHiI-5-UMKJIONPONUINHPA30JI0-
[1,5-alnupumuanH-2-kapookeuaar (3¢) morydaroT KOH-
JeHcale MeTWI-5-aMuHO- 1 H-iipa3oi-3-kapOokcuiaTa
(1e) u 4,4-mudrop-1-ukmonpommidyran-1,3-muona (2a).
Bexon 1.1 T (79%, metox ), 0.16 1 (12%, metop II), Gecusert-
upie kpuctamsl (EtOH), T. mr. 102-103°C. Crnextp SIMP 'H
(400 MI'u, IMCO-dg), 6, m. 1. (J, I'm): 1.03—1.22 (4H, M,
CH,CH,); 2.30-2.43 (1H, M, CH); 3.89 (3H, ¢, COOCH3;);
7.08 (1H, ¢, H-6); 7.52 (1H, ¢, H-3); 7.59 (1H, T, J = 52.0,
7-CHF,). Cniextp SIMP *C (100 MTI'u, IMCO-d), 3, M. 1.
(/, Tm): 12.4 (2C); 17.9; 52.7; 98.4; 107.6; 107.7 (1, J = 238.0);
138.3 (1, J = 28.0); 147.1; 149.2; 162.5; 166.1. Cnextp
AMP “F (376 MI'n, IMCO-ds), 8, m. m.: —125.6 (c,
7-CHF,). Mac-cuektp, m/z (Iym, %): 268 [M+H]" (100).
Haiimeno, %: C 53.86; H 4.10; N 15.81. Ci,H;;F;N30,.
Brraucaeno, %: C 53.93; H4.15; N 15.72.
Itua-5,7-ouc(audropmeruna)nupaszoio|1,5-a|nupumu-
auH-3-kapookcuaar (3d) nomyyaroT KOHAEHCAIMEH 3THII-
5-amuHO- 1 H-mpazon-4-kapOokcmmara (1b) u 1,1,5,5-terpa-
¢roprerTan-2,4-muona (2¢). Bexon 1.2 T (83%, meton I),
OecIBEeTHBIC KPUCTAIIIHI (TeKcaH), T. 1. 85—-86°C. CnexTp
AMP 'H (500 MTI'ti, AIMCO-dg), 8, m. 1. (J, T): 1.33 (3H,
T, J 7.2, COOCH,CHs); 4.33 (2H, x, J 7.2,
COOCH,CH3;); 7.18 (1H, T, J = 54.0, 5-CHF,); 7.74 (1H, T,
J = 54.0, 7-CHF,); 7.79 (1H, c, H-6); 8.87 (1H, c, H-2).
Cnextp IMP °C (125 MI'u, IMCO-dq), 8, m. a. (J, Tu):
14.6; 60.5; 103.8; 104.4; 109.2 (1, J = 240.0 5-CHF,);
112.8 (1, J = 241.0, 7-CHF,); 141.7 (1, J = 28.0, C-5);
147.0; 148.8; 155.1 (1, J = 28.0, C-7); 161.4. Criekrp SIMP "°F
(470 MI', CDCl;), 6, M. a. (J, T'm): —117.2 (m, J = 56.4,
5-CHF,); —124.9 (», J = 56.4, 7-CHF,). Macc-cuektp, m/z
Loy %): 292 [M+H]" (100). Haitnero, %: C 45.29; H 3.16;
N 14.50. C;HoF4N;0,. Beruucneno, %: C 45.37; H 3.12;
N 14.43.
Metuna-5,7-6uc(aupropmerna)nupasosio[1,5-a]nupn-
MHIHH-2-KapOokcwiaaT (3e) Noay4aroT KOHAEHcaluen
MeTHII-5-amuHo- 1 H-nipason-3-kapbokcunara (1e) u 1,1,5,5-
terpadroprnenran-2,4-muona (2¢). Bexon 1.1 r (79%,
Metoj I), GecuBeTHBle KpHcTawibl (TekcaH), T. mi. 130—
131°C. Cnextp AMP 'H (500 MI'u, AMCO-dy), 6, m. .
(/, Tm): 3.94 (3H, ¢, COOCHj3); 7.14 (1H, T, J = 52.0,
5-CHF,); 7.59 (1H, ¢, H-6); 7.69 (1H, T, J = 52.0, 7-CHF,);
7.74 (1H, ¢, H-3). Criektp SIMP *C (125 MI'ii, IMCO-d),
o, m. m (J, Tm): 52.9; 101.6 (2C); 104.3; 109.2 (r,
J =240.0); 112.3 (1, J = 241.0); 141.0 (T, J = 28.0); 148.2;
153.1 (1, J = 28.0); 162.1. Cuexrp SIMP "F (470 MIw,
IMCO-ds), 8, m. n. (J, T'm): -117.7 (n, J =51.7,
5-CHF,); —-125.7 (n, J =56.4, 7-CHF,). Macc-cniextp, m/z
Loy %): 278 [M+H]" (100). Haitneno, %: C 43.39; H 2.51;
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N 15.22. C,(H7F4N50,. Boruucneno, %: C 43.33; H 2.55;
N 15.16.
Itua-7-mudropmerni-5-pennnanupasono|1,5-ajmupu-
MuauH-3-kapookcwaar (3f) nmomydaror KOHAEHCAEH TUI-
5-amuHo- 1 H-nupazon-4-kapooxcunata (1b) n 1-dpennn-4,4-
mdTopdyran-1,3-mrona (2b). Bexon 1.3 r (82%, meron 1),
0.24 r (15%, meton 1I), cBetno-xentsie kpuctamis! (EtOH),
1. 1. 130°C. Criexrp SIMP 'H (400 MI't, IMCO-d), 8, M. 1.
(/, T'm): 1.36 3H, 1, J = 7.2, COOCH,CHs); 4.31 (2H, x,
J=17.2, COOCH,CHs;); 7.55-7.65 (3H, m, H-3-5 Ph); 7.66
(1H, 1, J = 52.0, CHF,); 8.14 (1H, c, H-6); 8.30-8.36 (2H,
M, H-2,6 Ph); 8.72 (1H, ¢, H-2). Criextp SIMP °C (100 MI's,
JAMCO-dy), 6, m. 1. (J, I'm): 14.8; 60.3; 103.3; 104,4; 109.6
(1, J = 240.0); 128.2 (2C); 129.5 (2C); 132.2; 135.9; 140.2
(t, J = 27.0); 147.8; 148.2; 158.9; 162.0. Cuextp SIMP “F
(376 MI'y, AMCO-dg), 3, m. 1.: —125.0 (¢, 7-CHF,). Macc-
crextp, m/z (Iom, %): 318 [M+H]" (100). Haiineno, %:
C 6066, H 415, N 13.17. C16H13F2N302. BI)I‘II/ICJ'ICHO, %:
C60.57; H4.13; N 13.24.
Metna-7-qudropmerni-S-pennanupasoso|1,5-alnupu-
MUIUH-2-Kapookewiat (3g) MoMydaroT KOHICHCAIEH METHII-
S-amuHo- 1 H-upa3zon-3-kapookcunara (1¢) u u 1-penmn-4,4-
mudTopOyTan-1,3-nmuona (2b). Bexon 1.2 r (82%, meron 1),
0.15 r (10%, wmerom II), cBeTnoO-)KenTble KPUCTAIIIBI
(i-PrOH), 1. mn. 161-163°C. Cnextp SIMP 'H (400 MTI'w,
JIMCO-dg), 8, M. 1. (J, I'n): 3.92 (3H, ¢, COOCH;); 7.34 (1H,
¢, H-6); 7.50-7.60 (3H, m, H-3-5 Ph); 7.65 (1H, T, J = 52.0,
7-CHF,); 8.04 (1H, c, H-3); 8.20-8.30 (2H, m, H-2,6 Ph).
Crextp SIMP °C (100 MI'u, IMCO-dq), 8, m. 1. (J, T):
52.8; 100.3; 105.5; 109.6 (T, J = 240.0); 128.0 (2C); 129.6
(2C); 131.8; 136.0; 139.5 (1, J = 28.0); 147.6; 149.1; 156.9;
162.4. Crextp SIMP “F (376 MI'u, JIMCO-d), 8, M. A.:
—125.2 (¢, 7-CHF,). Macc-cnekrp, m/z (Ioy, %): 304
[M+H]" (100). Haiineno, %: C 59.66; H 3.72; N 13.75.
C15H1]F2N302. BBI‘-II/ICJ'ICHO, %: C 5941, H 366, N 13.86.
7-Anpropmerna-S-pennanupasono[1,5-alnupumuaun-
3-kapoouutpua (3h) momyyaroT KoHAEHCalMEH S-aMUHO-
1 H-nupazon-4-kapoonutpuna (1e) u 1-pennin-4,4-audrop-
Oyran-1,3-nmuona (2b). Bexon 1.23 1 (91%, meron 1), 0.2 r
(15%, metop II), GecuserHsle kpuctamuisl (AMDA), T. .
212-213°C. Cnextp SIMP 'H (500 MI'ti, IMCO-dg), 8, M. 1.
(/, T'w): 7.40-7.58 (3H, m, H-3-5 Ph); 7.62 (1H, 1, J=52.0,
7-CHF,); 8.15 (1H, ¢, H-6); 8.20-8.38 (2H, m, H-2,6 Ph);
8.86 (1H, ¢, H-2). Cniextp SIMP *C (125 MI', IMCO-d),
o, M. 1. (J, I'm): 82.7; 105.7; 109.4 (1, J = 240.0); 113.5;
128.3 (2C); 129.6 (2C); 132.5; 135.2; 140.7 (1, J = 27.7);
148.7; 150.5; 159.8. Criextp SIMP “F (376 MI', IMCO-d),
o, M. m.: —124.8 (¢, 7-CHF,). Mac-cnextp, m/z (Iom, %):
271 [M+H]" (100). Haitzero, %: C 62.59; H 3.03; N 20.61.
C14H8F2N4‘ BBI‘-II/ICHCHO, %: C 6222, H 298, N 20.73.
5-AudTopMeTni-7-nuKJaonponuanupasonofl,5-al-
NUPUMHUANH (4a) MONyJar0T KOHJICHCAIMEW S-aMHHO-
mupazona (1la) u 4,4-mudTop-1-uknonponundyran-1,3-
nuona (2a). Berxog 0.62 1 (59%), GecuiBeTHBIC KPUCTAIIIBI
(rexcan), T. . 86-87°C. Crextp SIMP 'H (500 MIm,
CDCly), 6, m. a. (J, I'm): 1.07-1.09 (2H, m, CH,); 1.29-1.33
(2H, M, CH,); 2.85-2.89 (1H, m, CH); 6.55 (1H, 1, J=55.5,
5-CHF,); 6.61 (1H, ¢, H-3); 6.79 (1H, c, H-2); 8.24 (1H, c,
H-6). Criextp SIMP °C (100 MI', CDCl3), 8, m. a. (J, Tn):
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9.9; 10.9; 96.7; 98.0; 113.8 (1, J = 240.0, CHF,); 145.4;
147.6; 1513 (t, J = 25.7); 154.1. Cnextp SIMP "“F
(376 MI'u, AMCO-d), 6, m. o: —115.8 (¢, 5-CHF;). Mac-
cnextp, m/z (Iym, %): 210 [M+H]" (100). Haiineno, %:
C 57.56; H 4.23; N 20.21. C,(HoF,N;. Brruncneno, %:
C 57.41; H 4.34; N 20.09.
ITUI-5-1dTopMeTHII-7-IMKJIONPONIINHMpa3oo|1,5-a]-
NUPUMHINH-3-KapOokcuaaTr (4b) momydaroT KOHJEHca-
el ATHII-5-aMuHONMpason-4-kapookcwnara (1b) ¢ 4,4-nu-
¢rop-1-tmxnonponundyran-1,3-moHom (2a). Bexon 0.87
(62%), 6ecupetHbie Kprctawibl (i-PrOH), T. mr. 133-134°C.
Cnextp IMP 'H (500 MI'u, IMCO-dy), 8, m. 1 (J, T'):
1.30-1.38 (5H, M, CH,, CH,CHs); 1.39-1.41 (2H, m, CH,);
2.01-2.02 (1H, M, CH); 4.29 (2H, k, J = 7.0, CH,CHj3);
6.99 (1H, T, J= 53.5, 5-CHF,); 7.12 (1H, ¢, H-6); 8.73 (1H,
¢, H-2). Criexrp SIMP “*C (100 MI', CDCl3), 8, m. 1. (J, T'no):
10.9 (3C); 14.4; 59.7; 99.8; 102.6; 113.0 (1, J = 240.1);
146.4; 147.7; 154.1 (1, J = 26.4); 155.9; 161.4. Cnektp
SAMP F (376 MI'ti, IMCO-dq), 8, m. 1 (J, T'y): =117.2 (m,
J = 60.2, 5-CHF,). Mac cnektp, m/z (Ior, %): 282 [M+H]"
(100) Haﬁ]leHO, %: C 5540, H 485, N 14.81. C|3H13F2N302.
Brruucaeno, %: C 55.51; H 4.66; N 14.94.
ITua-S-audropMeTnii-7-uuKIonponunupasoso|1,5-al-
NUPUMHINH-2-KapOokcuaaT (4¢) HOIydaroT KOHJEHca-
uueld  aTui-5-amuHOmupason-3-kapbokcuwnara  (1d) wu
4,4-nudrop-1-umkionponundyrad-1,3-auona (2a). Beixon
0.90 T (64%), 6ecuetnbie kpuctamwisl (EtOH), 1. . 132—
133°C. Cnektp IMP 'H (400 MI't, IMCO-dq), 8, M. 1.
(/, Tm): 1.25-1.38 (7H, M, CH,CH;, CH,CH,); 2.85-2.92
(1H, M, CH); 4.30 (3H, x, J = 7.2, CH,CHz;); 7.00 (1H, T,
J =52.0, 5-CHF;); 7.12 (1H, c, H-6); 8.73 (1H, c, H-2).
Criextp SIMP °C (100 MTI'n, IMCO-dy), 8, m. a. (J, T'n):
11.4 (3C); 14.6; 60.2; 100.3; 103.1; 113.5 (T, J = 239.0);
146.9; 148.2; 154.6 (1, J = 26.0); 156.4, 161.9. Cnextp
SMP “F (376 MI'u, JIMCO-dg), 8, m. 1. (J, T): =117.3 (z,
J = 64.0, 5-CHF,). Mac-cniektp, n/z (Iym, %): 282 [M+H]"
(100) Haﬁ}leHO, %: C 5531, H 470, N 14.76. C13H13F2N302.
Brruucaeno, %: C 55.51; H 4.66; N 14.94.
ITuia-5-mudpropmeru-7-pennanupaszono|1,5-ajnupu-
MuauH-3-kapookcuwiaar (4d) monydaroT KOHACHcanuen
STHII-5-amMuHONIHpa3on-3-kapbokcunata (1d) ¢ 1-benmnn-4,4-
augTopOyran-1,3-auonom (2b). Beixoxg 0.98 r (62%),
6ecrsetHpie  kpuctawisl (EtOH), T1. mm 101-102°C.
Crektp 'H SIMP (500 MT'u, JIMCO-dg), 8, m. 1. (J, T'n):
1.33 3H, 1, J = 7.2, CH,CHj); 432 (2H, x, J = 7.2,
CH,CHs3); 7.14 (1H, T, J = 54.0, 5-CHF,); 7.64-7.70 (3H,
M, H-3-5 Ph); 7.67 (1H, ¢, H-6); 8.11-8.21 (2H, m, H-2,6 Ph);
8.75 (1H, ¢, H-2). Criextp SIMP "*C (100 MI'ti, IMCO-d),
o, M. 1. (J, Tm): 14.9; 60.3; 103.4; 106.2; 113.3 (T,
J = 240.0); 129.0 (2C); 130.1; 130.4 (2C); 132.3; 147.9;
148.3; 149.3; 154.8 (1, J = 26.0); 161.8. Cniextp SIMP "“F
(376 MI', AMCO-dg), 6, m. o: —117.5 (¢, 5-CHF;). Mac-
cnextp, m/z (Iom, %): 318 [M+H]" (100). Haiinerno, %:
C 6063, H 417, N 13.21. C16H13F2N302. BBI‘H/ICJ'ICHO, %:
C60.57; H4.13; N 13.24.
MeTtuna-5-nudpropmerni-7-gpennanupasonoll,5-al-
NUPUMHANH-2-KapOokcujaaT (4e) HONMydaroT KOHJEHCA-
nued MeTwi-5-amMmuHo- 1 H-niupa3zon-3-kapookcmnata (1c) ¢
4,4-nudrop-1-hernnOyran-1,3-mmonom (2b). Bexoxg 0.96 T
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(64%), 6ecuBernbie kpuctaiwisl (MeOH), T. 1. 99—-100°C.
Crektp SIMP 'H (400 MTI'ti, IMCO-dy), 8, m. 1. (J, Tw):
3.89 (3H, ¢, COOCHj3;); 7.09 (1H, 1, J = 54.0, 5-CHF,);
7.44 (1H, c, H-6); 7.59 (1H, c, H-3); 7.59-7.65 (3H, M,
H-3-5 Ph); 8.10-8.12 (2H, m, H-2,6 Ph). Cnektp SIMP Bc
(125 MTI'u, AMCO-dg), 6, m. . (J, I'm): 52.8; 100.8; 106.3
(2C); 113.2 (1, J = 240.0); 129.0 (2C); 130.1 (2C); 132.1;
147.5; 148.4; 149.0; 152.8 (1, J = 25.1); 162.4. Cnektp
AMP "F (376 MI'u, IMCO-dy), &, m. 1: —117.5 (¢, 5-
CHF,). Mac-cniektp, m/z (Iym, %): 304 [M+H]" (100).
Haiineno, %: C 59.68; H 3.75; N 13.72. C;sH;F>N50,.
Brruucneno, %: C 59.41; H 3.66; N 13.86.
5-Tudpropmern-7-pennsmupasono[1,5-ajnupumuann-
3-kapOonutpui (4f) momydaroT KoHAeHcauuel S5-aMUHO-
1 H-nupazon-4-kapoonurpuna (le) ¢ 1-pennn-4,4-audrop-
oyrtan-1,3-muorom (2b). Bexox 0.89 1 (66%), OGeciBeTHBIC
kpuctamnsl (MeCN), 1. mr. 201-202°C. Cnextp SIMP 'H
(400 MI'u, AMCO-dy), 8, m. a. (J, Tn): 7.19 (1H, T, J = 54.0,
5-CHF,). 7.60-7.66 (3H, m, H-3-5 Ph); 7.78 (1H, c, H-6);
8.12 (2H, n, J = 8.0, H-2,6 Ph); 8.95 (1H, ¢, H-2). Cnextp
SAMP BC (125 MI'y, IMCO-dy), 8, m. 1. (J, I'm): 82.9;
107.2; 112.9 (1, J = 241.3); 113.4; 129.0 (2C); 129.5; 130.4
(2C); 132.5; 148.8; 150.0; 150.7; 1553 (1, J = 25.1).
Crektp SIMP "F (470 MI'u, IMCO-dg), 8, m. a. (J, T'w):
—117.7 (n, J = 51.7, 5-CHF,). Mac-cuextp, m/z (o, %):
271 [M+H]" (100). Haitneno, %: C 62.13; H 2.94; N 20.65.
C4HgF,Ny. Berancneno, %: C 62.22; H 2.98; N 20.73.

I1Ii1-7-(3-THAPOKCUITPONIAT)-S-TM(PTOPMETUINUPA30J10-
[1,5-alnupumugun-2-kap6okcuaar (4g). Cmecb 5 MMOJb
STHII-5-aMuHOMUpa3oi-3-kapookcwnara (1d) u 5 mmonb
4,4-nudTop-1-nuknonpormnodyran-1,3-quona  (2a) wam
nupasosionupuMuanaa 4¢ kumsatat B 10 mu tpudTop-
yKcycHOM Kucnotsl B TedeHue 10 4. Bexon 0.86 r (61%),
CBETJIO-cepble KpUcTauiel, T. WI. 98-99°C (EtOH). Criextp
SMP 'H (400 MI'n, IMCO-dy), 8, M. . (J, Tw): 1.31 (3H,
T, J = 6.8 COOCH,CHj;); 1.83-1.97 (2H, m, CHy); 3.26—
3.36 (2H, m, CHy); 3.40-3.52 (2H, M, CH»); 4.29 (2H, ,
J = 6.8, COOCH,CH; ); 4.61 (1H, T, J = 5.2, OH); 7.05
(1H, T, J=54.0, 5-CHF,); 7.44 (1H, ¢, H-6); 8.71 (1H, c, H-3).
Crextp SIMP °C (125 MI'u, IMCO-dq), 8, m. 1. (J, Tn):
14.8; 27.7; 29.1; 60.2; 60.4; 103.3; 105.2; 113.4 (1, J = 240.0);
146.9; 148.0; 153.9; 154.4 (1, J = 26.3); 161.8. Crnektp
AMP F (376 MI'n, JIMCO-dg), 8, M. x: —117.4 (c,
5-CHF,). Macc-cniektp, m/z (Iom, %): 282 [M-H,O+H]
(100). Haiineno, %: C 52.09; H 5.09; N 14.11. Cy3H;5F,N;05,
Brruucneno, %: C 52.17; H 5.05; N 14.04.

Hoayyenune 7-nupropmernnnupasosio|l,5-a|nupumuaus-
KapookcuiaToB Sa—d u S-mudropmermanupasono|l,5-aj-
NUPUMUAUHKAPOOKCHIATOB 6a—d (00mas MeTonuka).
K cycnensuu 5 mmons a¢upa 3b,c,f,g, 4b—e B 30 M1 MeOH
no6asistror 5 M (10 Mmmons) 2 H. BogHOTO pactBopa NaOH u
KuATAT B TedeHue 3 4. MeOH ynansior npu NOHMKEHHOM
nasneHun, nobdasinstor 10 Mt HO u moaxucsroT o pH 4,
ucnons3ys 2 H. HCL IIpoaykT ¢umbTpyioT, IpOMBIBAIOT
5 mn H,0, cymar. IloxydenHsie Kuciotsl 5, 6 a—d He
TpeOyloT o4HuCTKH. UMCTOTa, MO JaHHBIM XpOMaTO-Macc-
CHEKTPOMETpHH U criekTpockonuu AMP, >95%.

7-AudTopMeTni-S-nuKkIaonponuanupasonofl,5-al-
nupuMuAnH-3-kapéokcuaar (5a). Bexog 1.14 T (90%),
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6ecuserHple KpHcTawisl, T. w1 192°C. Crexrp SMP 'H
(500 MI'u, IMCO-dg), 6, M. 1. (J, Tm): 1.10-1.18 (4H, m,
CH,CH,); 2.41-2.50 (1H, m, CH); 7.50 (1H, ¢, H-6); 7.57
(1H, T, J = 53.0, 7-CHF,); 8.55 (1H, c, H-2); 12.40 (1H, c,
COOH). Crextp SIMP *C (125 MT', IMCO-dy), 8, m. 1.
(/, T'm): 12.7 (2C); 18.4; 102.5; 106.3 (1, J = 5.0); 109.5 (T,
J=238.8); 138.9 (1, J = 28.4); 147.9; 148.1; 163.5; 168.5.
Cnekrp SIMP "°F (376 MI'u, IMCO-dy), 8, M. 1: —125.3 (c,
7-CHF,). Macc-crektp, m/z (Iym, %): 254 [M+H]" (100).
HaﬁﬂeHO, %: C 5224, H 352, N 16.64. C11H9F2N302.
Brruucaeno, %: C 52.18; H 3.58; N 16.60.
7-AudpTopMeTni-S-uukaonponuianupasonol1,5-aj-
NUPUMUAUH-2-kapookcuaar (Sb). Breixox 1.16 r (92%),
6ecuBeTHpIe KpHcTawsl, T. w1 177°C. Crekrp SMP 'H
(500 MI'u, IMCO-dg), 6, m. 1. (J, I'm): 1.00-1.20 (4H, m,
CH,CH,); 2.30-2.40 (1H, M, CH); 7.06 (1H, c, H-6); 7.52
(1H, c, H-3); 7.60 (1H, 1, J = 52.0, 7-CHF,); 13.46 (1H, c,
COOH). Crextp SIMP *C (125 MI', IMCO-dy), 8, m. 1.
(J, T'm): 12.3 (2C); 17.8; 98.3; 107.2; 109.4 (T, J = 238.8);
138.2 (1, J = 26.4); 148.4; 149.2; 163.5; 165.7. Cnektp
SMP “F (376 MI'y, IMCO-dg), 8, M. 1: —125.5 (c, 7-CHE,).
Macc-ciextp, m/z (I, %): 254 [M+H]™ (100). Haiineno, %:
C 5222, H 354, N 16.53. C11H9F2N302_ BI:-I‘II/ICJ'ICHO, %:
C 52.18; H 3.58; N 16.60.
7-Aunpropmerni-S-pennanupasono[1,5-alnupumuans-
3-kap6okcunar (5c¢). Beixong 1.36 v (94%), GecueTHbIe
KpucTamnbl, T. w1 244°C. Cnexrp SIMP 'H (500 MI,
IMCO-dy), 8, M. 1. (J, T'm): 7.50-7.59 (3H, m, H-3-5 Ph);
7.66 (1H, 1, J = 52.0, 7-CHF,); 8.09 (1H, ¢, H-6); 8.30—
8.40 (2H, m, H-2,6 Ph); 8.68 (1H, c, H-2); 12.60 (1H, c,
COOH). Criextp SIMP *C (125 MTI'n, JIMCO-dy), 8, m. 1.
(/, Tm): 104.1; 104.4; 109.6 (1, J = 240.0); 128.2 (2C);
129.5 (2C); 132.1; 136.0; 140.2 (1, J = 27.7); 147.8; 148.7;
158.8; 163.5. Crnexktp IMP "“F (376 MI'n, JIMCO-d;),
S, m. m: —125.1 (¢, 7-CHF,). Macc-cnektp, m/z (I, %):
244 [M—-COOH-H] (100), 288 [M—-H] (25). Haitneno, %:
C 5820, H 311, N 14.50. C14H9F2N302' BI:-I‘II/ICJ'ICHO, %:
C58.14; H3.14; N 14.53.
7-Tndropmerna-S-pennanupasoo[l,5-a|mupumuamns-
2-kapookcunar (5d). Beixox 1.34 r (93%), GecueTHbIe
kpuctamnel, T. i 225°C. Cnextp AMP 'H (400 MI'w,
JAMCO-dy), 8, m. a. (J, I'n): 3.60 (1H, ymr. ¢, COOH, H,0);
7.31 (1H, ¢, H-6); 7.48-7.60 (3H, M, H-3-5 Ph); 7.67 (1H,
1, J = 52.0, 7-CHF,); 8.06 (1H, c, H-3); 8.18-8.40 (2H, M,
H-2,6 Ph). Criektp SIMP *C (125 MI'n, JIMCO-dg), 8, M.
a. (J, Tm): 99.8; 104.7; 109.1 (1, J = 240.1); 127.4 (20C);
129.0 (2C); 131.3; 135.6; 139.0 (1, J = 26.2); 148.5; 148.7;
156.2; 162.9. Crnextp SIMP “F (376 MI'n, JIMCO-d;),
o, M. m: —125.2 (c, 7-CHF,). Macc-cnektp, m/z (Iom, %0):
290 [M+H]" (100). Haitneno, %: C 58.18; H 3.10; N 14.51.
C4HoF,N30, Breruncnieno, %: C 58.14; H 3.14; N 14.53.
5-Iudropmern-7-uukjaonponuianupasoiol1,5-al-
nupuMUAUH-3-kapookcuaar (6a). Bexoa 1.06 T (84%),
GecupeTHbIe KpucTamisl, T. i 232°C. Cnextp SIMP 'H
(400 MI'u, AMCO-dg), 6, m. 1. (J, I'm): 1.23-1.42 (4H, m,
CH,CH,); 2.79-2.96 (1H, m, CH); 6.99 (1H, T, J = 54 .4,
5-CHF,); 7.08 (1H, c, H-2); 8.69 (1H, c, H-6); 12.15 (1H,
¢, COOH). Criextp SIMP C (125 MI'y, IMCO-dg), 8, m. 1.
(/, T'm): 10.9; 11.0; 99.6; 103.7; 113.1 (1, J = 239.0, 5-CHF,);

146.5; 148.2; 153.9 (1, J = 26.0); 155.9; 163.1. Macc-
cnextp, m/z (Lo, %): 254 [M+H]" (100). Crextp SIMP "°F
(376 MI'u, IMCO-ds), 6, m. 1. —117.0 (c, 5-CHF,).
Haiineno, %: C 52.26; H 3.52; N 16.73. C;HoF5N;50,.
Brruucneno, %: C 52.18; H 3.58; N 16.60.
5-IndpropmMeTnii-7-nuKIONpONMINKNPa30a0[1,5-a]-
NMUPUMHIUH-2-KapOokcuiaaTt (6b). Bexon 1.05 r (83%),
GeclBeTHBIE KpucTaIbL, T. . 230-232°C. Crextp SIMP 'H
(400 MI', AMCO-dg), 6, m. 1. (J, T'm): 1.32-1.38 (2H, M,
CH,); 1.39-1.40 (2H, M, CHy); 2.90-2.96 (1H, M, CH);
7.00 (1H, T, J = 52.0, 5-CHF,); 7.12 (1H, ¢, H-6); 8.73 (1H,
¢, H-3); 12.47 (1H, ¢, COOH). Criextp SIMP “C (100 MI'n,
JAMCO-dy), 6, m. n. (J, I'm): 11.24; 11.36; 100.0; 103.9;
113.5 (1, J = 239); 146.9; 148.6; 154.3 (1, J = 26.0); 156.3;
163.4. Crextp SIMP “F (376 MI'u, JIMCO-dq), 8, M. 1.:
—117.1 (¢, 5-CHF,). Macc-cnektp, m/z (o, %): 254
[M+H]" (100). Haiineno, %: C 52.22; H 3.54; N 16.63.
C1HoF,N30,. Beruancneno, %: C 52.18; H 3.58; N 16.60.
5-Indpropmerna-7-gpennsmupasono|1,5-a|mupumuaus-
3-kapookcmiar (6¢). Beixon 1.30 r (90%), GecuBeTHbie
kpucTamnel, T. w1 242°C. Cnekrp SIMP 'H (500 M,
JAMCO-dy), 6, m. a. (J, Tw): 7.14 (1H, T, J = 53.5, 5-CHF,);
7.63-7.68 (4H, m, H-3-5 Ph, H-6); 8.12 (2H, x, J = 7.6,
H-2,6 Ph); 8.73 (1H, c, H-2); 12.65 (1H, c, COOH).
Crextp SIMP °C (125 MI'u, IMCO-dq), 8, m. 1. (J, T):
104.2; 105.9; 113.3 (1, J =240.0); 128.9 (2C); 130.1; 130.3
(20C); 132.1; 147.8; 148.7; 149.2; 154.5 (1, J=26.4); 163.3.
Crnextp SIMP “F (376 MI'nu, IMCO-dq), 5, M. 1: —117.5 (c,
5-CHF,). Macc-cniektp, m/z (Lo, %): 290 [M+H]" (100).
HaﬁueHo, %: C 5818, H 310, N 14.51. C14H9F2N3024
Brruucaeno, %: C 58.14; H 3.14; N 14.53.
5-Iudpropmerna-7-pennsmupasono|1,5-a|mupumuaus-
2-kapookcunar (6d). Berxon 1.34 1 (93%), GecriBeTHbIe
kpuctamis, T. i 238°C. Cmextp SIMP 'H (400 MI,
JAMCO-dy), 6, m. a. (J, T'm): 4.50 (1H, ymr. ¢, COOH, H,0);
7.09 (1H, T, J = 54.4, 5-CHF,); 7.37 (1H, ¢, H-6); 7.56 (1H,
¢, H-3); 7.59-7.71 (3H, m, H-3-5 Ph, H-6); 8.15 (2H, #,
J=17.6, H-2,6 Ph). Cniextp IMP "°C (125 MI'ti, IMCO-d),
S, M. a. (J, T'm): 105.3; 110.6; 118.0 (1, J = 240.1); 133.8
(2C); 134.8 (2C); 135.0; 136.8; 153.1; 153.7; 154.3; 157.2
(T, J = 26.0); 168.4. Criexrp "F SIMP (376 MI', IMCO-d),
8, m. m: —117.4 (¢, 5-CHF,). Macc-ciektp, m/z (I, %):
290 [M+H]" (100). Haitneno, %: C 58.16; H 3.12; N 14.49.
C14H9F2N302. BI:I‘II/ICJ'IeHO, %: C 5814, H 314, N 14.53.

@aisl CONPOBOAUTENBHBIX MAaTEPHUAJIOB, COIEpPIKAIIMM
crektpsl IMP 1H, 13C, F Bcex CHHTE3UPOBAHHBIX COE-
JIMHEHHUM, a TakXKe CIEKTPbI '"H-!>N HMBC COEIMHEHU I
3a, 4a, nocTyreH Ha caiite )xypHaina http://hgs.osi.lv.
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