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Ar = Ph, 4-FCgHy, 4-CICgH,, 4-MeCgHg; X = O, NNH,, NOH

Bsaumopeiicteue 4-apun-6-tpudtopMeTnia-2H-nupan-2-0HOB € THAPOKCHAOM HATPUS C TOCICAYIOMIMM MOJKUCICHHEM JaeT
COOTBETCTBYIOIIUE O-THIPOKCH-S,6-IUTHIPOTIPON3BOIHBIE, a peakuu 4-apui-6-TpudTopMeTnin-2H-upaH-2-0HOB C THAPA3HHOM U

TUAPOKCUIIAaMHUHOM COIIPOBOXKAAIOTCA neperpynanOBKoﬁ B N-SaMeH_[eHHLIe 6-FI/IZ[pOKCI/I-5,6-Z[I/IFPI)1]C)0-2-1'II/IpI/IZ[OHLI.

Ki1oueBsble cj10Ba: 2-IMPOHEL, 5,6-AUTHAPO-2-THUPHUIOHEL, 5,6-TUTUAPO-2-TIHPOHHI, ieperpynmupoBka ANRORC.

YacTHUHO WM TIONHOCTBIO  THUAPOKCHIMPOBAHHBIE
5,6-aUruApo-2-NUPOHEL U 5,6-AUTHAPO-2-IMPUIOHBI TIPE-
CTaBJIAIOT UHTEPEC KaK MPOM3BOIHBIE YIIIEBOMIOB, 1€30KCH-
YIJIEBOJIOB U UX a3aaHanoroB. /laHHbIe GparMeHThl BXOISIT
B COCTaB MPHUPOIHBIX M OHOJOTHYECKH AaKTUBHBIX COEIHU-
HEHUH, HallpuMep HEKOTOPBIX MPEJCTABUTENIECH KaBauHO-
BOro psiaa’ M BUTAHONHIOB,” a TAKKe ANKANOMIA AKAIH-
duna.’

6-I'uppokcu3amMenieHHsIe S,6-IUruApo-2-IUPOHEl OOBIYHO
TIOTy9al0T B pe3yibTaTe CHHTE3a O-HEHACHIIEHHBIX O-OKCO-
KapOOHOBBIX KHCJIOT KaK MX LIUKIMYECKYIO MOJyareTajb-
Hyi0 (GopMy (J1aKTOT), SABISIOILYIOCS Gojee yCTOiunBOiL.”
[ToroOHBIE OKCOKHUCIOTH! OBIIH TOXYYEHBI IPH OKUCICHUN
LMKIIOTeKCAAMEHOHOB, B TOM JHCIIE CTEPOHMIHOTO psima, ™ "
oe(MHUPOBAaHHEM MO BUTTHTY 3aMEmIeHHOTO AaIeTHiI-
aleToHa,’® TpH B3aMMOJEHCTBHM mpem-OyTHIMMUHA H30-
MACIITHOTO aNbJerHa ¢ METHIIIPONHONATOM, " B pesyib-
Tare IUKJIoNpucoeanHeHus 1,3,4-0kcaquasuHOHOB C H30-
Oy TEHIIITMPPOITHANHOM, a TAK)KE TTyTeM B3aHMOISHCTBIS
HUKEJIbOPTaHWYECKUX KOMIUIEKCOB C  O-OpoMIponwo-
deronamn.” ITH croco6b B GONBIIMHCTBE CIIy4aes JTHGO
BKJIIOYAIOT EJMHUYHBIE TPUMEPbl C (UKCUPOBAHHBIM
HaboOpoOM 3amMecTUTeNeH, TMO0 COMPOBOXKIAIOTCS HU3KIMU
BBIXOaMH.

© 2017 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

OO0pa3zoBaHue JIAKTOJIOB TaKXe BO3MOXKHO TIPH T'HIpa-
Tallu¥ O-IIMPOHOB. DTOT TOAXOJ MPEACTABIsIETCS Oosee
yIOOHBIM, TaK KaK JaHHBIH KJIACC T'eTEePOLMKINYECKUX
COEIMHEHUH OYeHb PACHPOCTPAHEH W HMEET MHOXKECTBO
myTeld cuHTe3a. Peakims damie BCEro OCYIIECTBISETCS B
IIETOYHON cpele 4epe3 NPOMEXYTOUHOEe 0OpazoBaHUe
5-0KCOKapBOKCHIATOB,® OJHAKO JAHHBIA MPOIECC MOYXKET
COIIPOBOXKIATHCS PETPOKOHICHCAMEH M, KaK CIIEICTBHE,
HHU3KHM BBIXOJIOM.

AxrtuBamust  2-nupoHa  (QTOPAIKWIBHBIMH — 3aMECTH-
TENSIMH  JIeNlaeT ero 0OoJjiee YYBCTBHTENBHBIM K arake
HYKJI€O(QHIOB M TeM caMbiM OOJIEr4aeT NpHUCOEANHEHHUE
BOJBl WJIM THIPOKCHA-aHMOHAa. B nureparype wumeercs
HECKOJIKO TIPUMEpPOB  IOJ00HOTO TpEBpalIeHUs s
(TOPUPOBAHHEIX M30KYMapHHOB, KOTOPOE IIPOTEKAET INPH
o0pabotke pactBopom HCI wimn mop nevicTBueM K,COs,” a
Taoke A 3-OeHzamuno-6-tpudropmerun-2-miupona (1)
(puc. 1) B pactBope 1 1. NaOH.*

Ph Ar
/(INHBZ | N CO,Et | X
FsC~ "O” ~O FsC~ 0" ~O F;C~ "O" ~O
1 2 3

Pucynok 1. 6-(Tpudropmernn)-2H-nupan-2-onsr 1-3.
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Cxema 1 Ph Ph Ph

CO,Et cox COSH

N NaxH X HCl X

I — ox | ——= I
F,c” 07 Yo —EOH | F.c”™N0 X=S e s7 0
2 A 7% 6
- Cozl X=0
Ar Ph
From 4a
AN NaOH AN HCI N HO Me X
| i, 9h 0; HO CF4CO,H O,H
FsC o Fs¢” Yo 772 Fy o T ¥2 5 2
3a-d B 4a—d

Ha npumepe nmupona 1 6bu1 Takxke OOHapYXKEH penkuit
ciy4aii 00pazoBaHUst 6-THIPOKCH-S,6-TUTHAPO-2-TTUPUIIO-
HOB MPH B3aUMOACHUCTBHM C aMMHAKOM M IEPBUYHBIMU
amuHaMu." DTOT THI peaKUMM MPEACTABIACT OCOOBIL
WHTEpEC, TaK KaK BBICOKAas CTaOWIBHOCTH 2-TIMPHUAOHOB
MPEMATCTBYET HX HEMOCPEICTBEHHON THApaTallié Jaxe
IIpY HAJIMYUM aKLUENTOPHBIX 3aMectuTesed. B mureparype
co00IIaeTcst UMb 0 MUKPOOHOIOTHYECKOM THIPOKCHIIN-
poBannu mo cemsu C(5)—C(6) N-mermn-2-mupujaoHa,’ a
TaKXKe O CONPSHKCHHOM aJIKOKCHIMPOBAHUM IO TIOJIOXKE-
Hmio C-6 2-nupuioHa npu 06paboTke Br, B MeOH. '

Panee Hamu OBUTH MOJYYCHBI  O-TpU(TOPMETHII-
2-nupoHs! 2 u 3 (puc. 1) U IpoaeMOCTPUPOBAH HX BBHICO-
KUH CHUHTETHUYECKUI MOTEHLMAJ M YHUKAJIbHbIE CBOMCTBA,
o6ycnosnennsie HamuuueM rpynmel CFs,'! Hanpumep Bo3-
MOJKHOCTh B3aMMOJICHCTBOBATh C TaKHM CJIA0BIM HYKIIEO-
¢dmtom, Kak NaN3.llc B xozme nHacrosimel pabOThI MbI
HCCIIEIOBAIM PEaKIUd MUPOHOB 2 W 3 C BOAOPOI-
COJIepXKAIMMU HYKJICO(QHIaMH B MSTKUX YCIOBHSAX C
LIEJIBIO TTOJYYECHUS YACTUYHO HACBHIIEHHBIX T€TEPOIHUKIIOB.

O06paboTka mupona 2 u3obiTkoM (15 3kxB.) NaOH B
BogHoM EtOH compoBoknanachk jaerpaganueii ¥ MPHBO-
QA TI0CiIe TOAKUCICHUS K 00pa3oBaHUIO psija MPOIYyK-
TOB, OCHOBHBIMHU M3 KOTOPBIX OBLIM JaKkToN 4a M 3-MeTHJ-
KOpHUYHAs KUCJIOTA 5. DTH COeTUHEHUS OBIIN BBIIEIEHBI B
BHJE CMECH C CYMMAapHBIM BbIXOAOM 46% ¥ COOTHO-
meHreM 2.8:1, a HCMOJIB30BaHUE MEHBIIET0 H30BITKA
LIEJIOYHN HE IMOBBIIIAT0 CEJIEKTUBHOCTH peakiuu. B3anmo-
neiicteue mupoHa 2 ¢ NaHS Takxke mpUBOIMIO K CIIOXKHOK
cMecH, W3 KOTOPOIl yZajock BBIIEIUTH C BBIXOAOM 7%
KapOOTHOHOBYIO KHACTIOTY 6 (cxema 1).

B cnextpe SIMP 'H TtuommpoHa 6, 3amMCaHHOTO B
CDCl;, ormedaeTcs YIIMPEHHBI CHUTHAI THOJIBHON TPYIIIBI
mpu 2.8-4.0 M. a., a TaKXKe CHTHaJl BHHWJIBHOTO IPOTOHA
5-CH mpu 7.35 M. 1., Haxonsmuiics B 6onee cmabom mose
1o cpaBHeHuIo ¢ curuanom H-5 mupona 2 (6.80 m. x.),'™®
BCJIECTBHE OOJIBIICH CTENEHW apOMATHYHOCTH THOIHUPO-
HOBOTO ITHKJIA.

OO0pasoBanue mNpOayKTOB 4a u 6, BEpOSATHO, MpO-
HCXOJUT Yepe3 UHTepMeanaT A, 00pa3yroIuics B pe3yib-
TaTe HyKJICO(UIBHOW aTaky 10 SHAO- M IK30IUKINIECKUM
cnoxHO3(UpHBIM TpynmnaM. OH SBISETCS OTHOCHUTEIBHO
cTaOMUIBbHBIM IPH X = S ¥ TIPH MOJKHUCICHUH ITUKIA3YeTCS
B THOIIMPOH, HO JIETKO JieKapOoKcuupyercs B cirydae X = O,

Ta6auna 1. Berxos! nakrosnos 4a—d

JlakTon Ar Beixon, %
4a Ph 67
4b 4-FC¢Hy4 76
4c 4-CIC¢H,4 56
4d 4-MeC¢Hy 73

nepexozs B uHtepmenuar B. Ilocnenuuii mpu obpaboTke
pactBopom HCI nepexoaut B nakTo 4.

CKJIOHHOCTh cyOcTpaTa 2 K JeKapOOKCHIMPOBAHUIO M
HaJIMYMe JONOJIHUTENBHOTO JJIEKTPO(QUIBHOTO LEHTpa B
BUAEC KapOAITOKCUTPYHIBI B IEJIOM OCIOXHSIOT €ro
B3aUMOJICHiCTBUE C HYyKJIeo(pHUIaMu, MO3TOMY B JaJbHEW-
[eM Hallle BHUMaHHe ObLIO COCpEIOTOUYEHO Ha 3-Hesa-
MEIIIEHHBIX TPOM3BOIHBIX 3.

Ilox getictBueM 3KkBHBajIeHTHOro konmdectsa NaOH B
BogHoM EtOH muponst 3a—d o6pa3oBbIBanu mocie MOA-
KHCIIEHUSI OKuJaemble JakTonbl 4a—d c BeIxogamMu 56—
76% (cxema 1, Tabm. 1). bomee riamkoe mpoTeKaHHe
peakuuu B 5TOM ciydae obecreunBaeTcs MpsiMbIM 00pa3o-
BaHHEM WHHTepMeauata B, a wucmoms3oBaHMEe M30BITKA
IIETIOYH BeIET K CHIDKEHHMIO BBIXOJIA BCIIEACTBHE OTIIEI-
neHusa TpudropaneTunbHOM rpynmel. [Ipm HarpeBaHUH
pactBopoB coenunenuit 4 B JIMCO Taxxe Habmogancs ux
YaCTUYHBIA pacmag [0 COOTBETCTBYIOIIMX  3-apwi-
3-MeTHIIaKPUIIOBBIX KUCIIOT.

B cnekrpax AMP 'H coennnennii 4a—d, 3anucaHHbIX B
CDCl;, KOHCTaHTBI CIIMH-CIIMHOBOTO B3aMMOICHCTBUS
ABX cucTeMBl METHJIEHOBBIX M BHHIJIBHOTO IPOTOHOB
JTUTHAPOIIMPOHOBOTO ITMKJIAa HE BCETJa MpPOSBIAIOTCS, B
pe3yabpTaTe 4ero BHEIIHUI Bl CUTHAJIOB BapbUPyeTCsS OT
JIByX CHHIJIETOB JI0 TIOJHOIIEHHOW CHJIbHO CBSI3aHHOU
cucteMsl. Xummdeckue casuru rpymnmsl CH, HaxomsTes B
nuanazoHe 3.12-3.19 m. 1., a nporona =CH — B uHTEpBase
6.41-6.45 m. 1. B cmextpax SIMP "“F wuaGmomaercs
CHHIJIET TPUPTOPMETIIIEHON TpynIs! Ipu 75.7-75.9 m. 1.

W3BecTHO, YTO 2-IMPOHBI XOPOIIO B3aUMOICHUCTBYIOT C
aMMHaKoM ¢ oOpa3oBaHHEM 2-TIMPHAOHOB. B wactHOCTH,
Juta cyOocTpaToB 2 U 3a Takoe mpeBpalieHne IPOTEKaeT MPH
KAIITYeHHH B BOAHOM pactBope JM®PA c ameratom
ammonus.'™'? TlomeITKM HpPOBECTH peakumio B Ooiee
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Cxema 2 Ar
X
5 FsC
N
Ar (l) | ©
H-----X
| X HoN—X 7a-h
FsC 0O 0 EtOH, rt Ar
3ad 0.5-5h
—X—> F,;C
x-N~ ©0" "0
H 8

Tab6auna 2. Berxonas! coequnenuii 7a—h

Coenunenve Ar X Beixon, %
Ta Ph NH, 74
b 4-FC¢Hy NH, 70
Tc 4-CIC¢H,4 NH, 72
7d 4-MeC¢H, NH, 68
Te Ph OH 46
7t 4-FCgHy OH 37
7g 4-CIC¢H,4 OH 62
7h 4-MeC¢H, OH 46

MSTKAX YCIIOBHSIX C TMOJyYeHHEM aJJYyKTOB, IMOJOOHBIX
JUTHAPONUPOHAM 4, HE YBCHUAINUCh YCIIEXOM: peaKIus
mb0 JaBana CIOXHYK CMeCh MpPOJIYKTOB, JIMOO He
IIpoTeKasa BooOIe.

Mbl Hanwii, 4to Oojiee CHIIbHBIE HYKICO(QHIIBI, TaKUe
kxak NoH, u NH,OH, pearupyror ¢ nmupoHamMu 3 B cOupTe
yXKe€ I[pu KOMHaTHoW Temmeparype. Ilpu sTOM
B3aMMOJICHICTBHE  CONPOBOXAACTCS  MEPerpynImupOBKON
ANRORC B mpou3BoHBIE AUTHAPONHUPHIOHA 7 (cxema 2,
TaomI. 2).

CtpyKkTypa HpPOAYKTOB JAaHHOW pEaKIMH 3aciTy’KUBAeT
oTHesbHOr0 00CYXIeHHsl. B omnmcaHHBIX paHee MO0OHBIX
NPEBpAILEHUSIX MOCTYIMPOBAJIOCH 00pa3oBaHie O-TUIPOKCH-
5,6-MUTUIPOTIUPUIOHOB THUIA 7,58 onmmako, mcxoms w3
oOuieif  peakUHOHHOW CIIOCOOHOCTH  2-IMPOHOB  TI0
oTHOmeHuO K N-Hykmeodumam,'* MOxKHO GbUIO OKHAATH
NIEPBOHAYAIIBHYIO aTaKy IO TOJNIOKEHWI0 6 U, Kak
CJIEJICTBHE, BO3MOXKHOE 00Opa3oBaHHE TUTHAPONHPOHOB 8.
OTH [Ba aJbTEpHATHBHBIX BapuWaHTa OYEHb CJIOXKHO
OTJIMYUTH IpYr OT JIpyra juilb Ha ocHoBaHuu MK u SIMP
CIIEKTPOB.

Crtporoe 10Ka3aTeNbCTBO CTPYKTYPHI 7 y MOIYYEHHBIX
HaMH{ TPOIYKTOB OBLJIO CAENaHO Ha OCHOBE NaHHBIX PCA
coenmuHeHust 7a (puc. 2), a AN OCTAIBHOTO Psija COENU-
HeHuil moxTBepxaeHO crekTpamu SMP °C. HauGonee
XapakTepHOH OCOOEHHOCTBIO, OTIMYAMONIEH IUTHAPO-
MTUPOHBI U JUTHAPOIUPUIOHEI, SIBISETCSA Pa3HHUIA XUMHUUe-
ckux casuroB atoMoB C-3 u C-4, a Takxke C-5 u C-6. Tak,
B criekTpax coeauHeHuit 4, 3ammucandHeix U B CDCl;, u B
JAMCO-ds, >tn 3Hauenus cocrtapisioT 38.0-39.3 u 66.8—
67.6 M. . COOTBETCTBEHHO, B TO BpeMS KaK y MPOAYKTOB 7
oHn paBHbl 26.7-28.8 m 50.3-51.8 M. 1., 9TO MOXHO

Pucynok 2. CtpykTypa coeauHeHus 7a B IPeICTaBICHUN aTOMOB
9JUIUIICOUIAMH TEIUIOBBIX KostebaHui ¢ 50% BeposITHOCTBIO.

OOBSICHUTh MEHBIICH MOJIpU3aIlel TBOWHBIX CBA3EH MOJ
JIEUCTBUEM MEHEE aKLECNTOPHOM aMUJHOW  IPYIIIBL.
3aMeTHBIM SIBIII€TCSI TakXKe pas3ifuie B XUMHUYECKHX
caurax rpynn CF; u CO (tabn. 3). B UK cnekrpax
coequHeHu 4 1 7 NPOSABISETCA CABUT MOJIOCHI BaIEHTHBIX
xonebannit C=0 ot 1693-1704 cM ' nns nakronoB 4 K
1654-1658 cm ' mns mpoxyktoB 7a—d u 1679-1689 cm '
s coenuHeHui 7e—h, yTo Take MOATBEP)KJAET JaKTaM-
HyI0 CTpyKTypy. B cmektpax SIMP 'H coenuuenuii 7
OTMEYAIOTCSA  XapaKTepHble  CHUTHAJIBl  METHJIEHOBBIX
npotoHoB mpu 3.10-3.21 u 3.30-3.44 M. 1. B Buzae
AB ny6netos ¢ J = 18.0—18.4 I'1;, 01uH U3 KOTOPBIX MOXKET
JIOTIONTHUTEIBHO pacuierisiThes Ha atome H-3 (mposBiser-
csl B BUJIE CUHIJIeTa Win ayonera pu 6.30-6.47 m. 11.).
IIpu momBITKE OCYIIECTBUTH NETHAPATAINIO NMPOIYKTa
7b xumstuerneM B AcOH ¢ no6aBneHneM KaTaTuTHYECKOTO
konmuectBa HCl oOpaszoBanacs cMech, CoepKaIias cpeau
mpodero kak mupoH 3b, Tak u xemaeMmbli nmupumoH 9b,
XOTS U3 JUTEPaTypsl U3BECTHO, YTO JAETHApaTanus momoo-
HBIX CYyOCTpaTOB INPOTEKAaeT C BHICOKUMH BBIXOJAMHU B

KHUCJIBIX YCJIOBUSAX WM NPU HE3HAYUTEIHLHOM HaneBe.8’9’13
Ta6auna 3. Xumnueckne cBura B crekrpax SMP °C
coenuHeHuit 4a,b u 7a—c,e,g, 5, M. 1. (J, ')

Coenn- CF;* C-6* Cc5 C4 C3 CO

HCHHUC

4a** 121.6 (J=2855) 97.5(J=34.2) 299 1522 1129 162.1
4b** 1216 (J=2854) 97.4(J=342) 299 150.8 112.8 161.6
4b*** 121.9 (J=286.1) 96.9 (J=33.3) 30.1 1505 112.3 160.9
Ta** 124.1 (J=291.8) 84.1(J=30.4) 33.8 1458 117.0 164.4
Tb** 124.1 (J=291.8) 84.2(J=30.4) 339 144.6 117.1 164.2
Te**  124.0 (J=291.8) 84.0(J=30.5) 33.7 1444 1175 164.1
Te*** 1234 (J=288.9) 86.9(J=29.5) 351 1453 116.8 164.4
Tg*** 1233 (J=288.6) 86.8(J=29.8) 350 144.0 117.3 1642

* CurHaji B BUJe KBapTeTa.
** Cniextp 3anmcan 8 CDCls.
*#% Cnexrp 3armcan B JJMCO-ds.
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Cxema 3
Ar
N,H4-2HCI, AcONa A NEts, EtOH
3a¢c —MMMMM - 7b
DMF, H,O FsC N o) A 1h
i |
A, 40 min NH,
9a-c
Ta6auua 4. Beixoas! nupuaoHoB 9a—c
Coenunenue Ar Beixon*, %
9a Ph 68
9b 4-FCeH, 60 (66*%)
9¢ 4-CIC¢H, 52

* U3 nupoHa 3.
** U3 puruaponupunona 7h.

Kunsiuenune coegunenus 9b B Tex e YCIOBUSX He
MIPUBOAMIO K KaKMM-IHOO XUMHYECKHUM u3MeHeHusM. Ilo
BCEH BUJUMOCTH, OTHOCHUTEJIbHASl YCTOMYUBOCTB COCIHU-
HeHuit 7a—d B KUCIIOW cpejie 00yCIIOBIICHA CTa0MIH3aIeh
MOJlyaMHUHAJIBHON CTPYKTYpHl 3a CYeT BHYTPUMOJEKY-
JIIPHOM BOJOPOJHOW CBSI3U W HAJIWYUEM JIOCTATOYHO
OCHOBHOM aMHUHOTPYTIIIBI.

Coenunenve 9b ynanoch moayduTh ¢ BEIXOAOM 66% u3
COOTBETCTBYIOLIErO ruapara 7b Npu KUIISTYEHUU B CIUPTE
¢ no006aBleHHEM TPUATUIAMUHA. AMUHOIMUPUIOHE 9a—c
ObUTM TakXKe IOJIyYeHbl HANpsMYyH M3 THPOHOB 3 TpH
KUISTYeHUU uX B BoAHOM JIM®A c ameraTtoM rujapasvHa
(cxema 3, Tabm. 4).

B3anmopaeiictBue nupoHa 3¢ ¢ YKCYCHOKHCIBIM (heHHUII-
THIPAa3MHOM TPH KOMHATHOM TeMIeparype HPHUBOIWIO K
oOpazoBanuio cMmecu auruaponupona 10 (poxykt ataku
[0 TOJOXEHUIo 6) u auruapornmpuaoHa 11 (mpomykT
neperpymmupoBkd ANRORC) B cootHomeHnn 4:6 (cxema 4).
B cnekrpax AMP 'H >tux coemuHeHuil, 3aMHCaHHBIX B
JIAMCO-ds, oTMedatoTcsi XapaKTepHbIE CUTHANBI MPOTOHOB
METHJICHOBOW TpyMNIBl B BUAE cucTeMbl AB ¢ KoHCTaHTOH
18.0-18.4 I'm. CooTHeceHHE H30MEPOB IPOBOIWIOCH W3

Cxema 4 Cl Cl
3.67 3.58
PhNHNHz'HC| 319 H 6.54 340 H 6.45
AcONa Hl Hl
3c — F3C + F3C
EtOH
: 05 NHPh
7.63 10 11 7.85
Cl
3. 09 6. 47 3 13'43 6.41
H . H :
41
HO A
F3C
HO N (e}
742 777 bn
883 4c 7c 79

IPEINON0XKEHUs, YTO XUMHUYECKUH CHBUI BUHHIBHOTO
nportoHa coeauHeHusi 11 1ODKeH HaxoauTbes B Ooiee
CHWJIBHOM TI0JIe, TI0 CPAaBHEHMIO C aHAJIOTMYHBIM CUIHAJIOM
coequHeHuss 10, a NOPOTOH TUAPOKCUIBHON TIPYIIBI
MOJyaMHUHAJBHOTO ()parMeHTa — B caMOM ciiaboM Toiie
(cM. curHanel coeuHeHu# 4¢, 7¢ u 7g, cxema 4).

C TOUKHM 3peHUs] MeXaHU3Ma MOXHO IPEIONI0XKUTh JBa
myTH 00pa3zoBaHMs O-THAPOKCU-5,6-AUTHIPONUPUIOHOB 7
U NoAo0HbBIX UM cucteM. IlepBhlii myTh (yTh g, cxema 5)
peanu3yeTcss IpU IEPBUYHOM aTake aMHHOTPYIHI IO
KapOOHHMJIBHOMY aTOMY yriiepoja ¢ IojrydeHueM amuza 12,
KOTODBIIl 3aTeM PEHMKIN3YeTCS B KOHEUHBIH MPOAYKT 7.
AnbrepHaTHBHOE HamnpasiieHHe (myTh b, cxema S5) Hauu-
HaeTcs ¢ IpUCOoeAuHeHHs no Muxasmo mo atomy C-6,
IpUBOAALIEro k nHTepMmenuary 8. Ilocneguuit HaxoquTcs B
PaBHOBECHH C IIETTHBIM TayToMepoM 8', KOTOpHIil criocoOeH
JIETKO T'M/IPaTHPOBAThCs, ONarojapsi MOBBIICHHOW AJIEKTPO-
¢unbHOCTH Pparmenta CF;—C=N, ¢ oOpa3oBaHueM moiy-
amMuHaIbHOI Gopmel 8''. Ha mocienHeM sTame mpouCXOIuT
LUKJIU3a0Ms 32 CUeT HYKJICO(QHIbHOW aTakd aToMa a3ora
0 KapOOKCHIILHOM TpyTIIIe.

Cxema 5
HoN—X
Ar Ar Ar
b a
X b X X
| FaC ‘ CO,H
Heglhogh o) X—N"">o0" o FsC \ITI 2
3 X8
al - Hzo Tl Hzo
Ar Ar
X X
—= FsC - o HO CoH
O HN C,) '}l O F3C ITIH
H----X X
12 7 8"

Otnate SIBHOE IIPEIIOYTEHHE OIHOMY M3 YKa3aHHBIX
MEXaHHM3MOB, pacHoiaras HWMEIOMNUMHICS JKCIEPUMEH-
TalbHBIMUA JaHHBIMH, CJIOXHO, OJHAKO o0Omas mpea-
PacIoI0XeHHOCTh 2-ITUPOHOB pearupoBaTh IO MOJIOXKe-
muio 6," obmapyxenne mpoxykta 10 mpu peakuum c
(eHWITHIPa3UHOM, a TaKXXe BO3MOXKHOCTH 00pa3oBaHUS
6-TUAPOKCH-S5,6-AUTUAPOIIMPUIOHOB  TOJIBKO ISt CyO-
CTPaToB, COJEPXAIMX TPUPTOPMETHIIBHYIO TIpyIIYy,
CBHJIETEJILCTBYIOT B I10JIb3y HalpaBJiIeHUs b.

Takum o0Opa3om, akTHBaLMsl 2-TUPOHOB TPUPTOP-
METHJILHOM TPYNIONW B MOJO0XKEHUH 6 NENaeT BO3MOXKHBIM
HYKJICO(QUIbHOE IPHUCOEANHEHNE B MSTKHUX YCIOBHIX
THUIPOKCU/A-UOHA, TUAPA3UHOB M TUAPOKCUIAMUHA C
00pa3oBaHHEM THAPATUPOBAHHBIX MHUPOHOB W IMHPHIOHOB,
TPYHOAOCTYITHBIX APYTUMH CIIOCOOAMH.

3KC]’ICpHMeHTaJ’ILHaﬂ HacTb

UK crekTpsl 3aperncTpUpoBaHbl Ha CIIEKTPOMETpe
Bruker Alpha c npucraskoir HIIBO (xpucramn ZnSe).
Crnekrpsl SIMP 'H, F u "°C zanucaus na CIIEKTpPOMETpE
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Bruker DRX-400 (400, 376 n 100 MI'; cOOTBETCTBEHHO) U
Bruker Avance 500 (500, 471 u 126 MI'i COOTBETCTBEHHO)
B CDCl; nmmun JIMCO-dg, BHyTpeHHHe ctanmaptel: TMC
(mis spep 'H), curman pacteoputens (mis sgep °C,
77.0 m. 1. — CDCl;, 39.5 m. n. — IMCO-dg) u CgF¢ (s
sanep 'F). DneMeHTHbIH aHATN3 BBIIOTHEH HA ABTOMATHYC-
ckom aHanuzatope PE 2400. TemnepaTypbl NiaBIeHUS
ompeneneHbl Ha mnpudope Stuart SMP30. Toukocnoiinas
xpomarorpadust npoBeaeHa Ha rutactuHax Merck (silica
gel 60 F254) B cucreme EtOAc—rekcan, 1:3.

Ucxomnble  atmn-2-okco-6-(tpudropmernin)-4-pennn-2H-
npan-3-kapookcunar (2) u 4-apun-6-(rpudropmern)-2H-
nupaH-2-oHbl 3a—d CHHTE3HPOBAHBI MO HU3BECTHBIM METO-
muxam. '

Cunre3 coenqunenuii 4a—d (oOmas meronuka). PactBo-
psatotr 0.4 Mmonp mupoHa 3a-d B 2.5 ma EtOH un
nobasistot 2.4 mi (0.48 mmorb, 1.2 3kB.) 0.2 M pactBopa
NaOH. PeaknuoHHYI0 cMech NEpEeMEIIMBAIOT B TCUEHHUE
9 4, nodasmsitor 4.8 mu 0.1 M pacrBopa HCl u Bbeimapu-
BAIOT CHUPT IIPM KOMHATHOM Temmeparype. Brimasinmii
ocafoK OT(GUIBTPOBBIBAIOT, mpombiBaloT H,O, oumiaror
nepeocaXkieHneM 4 MJI ropsidero nerpoiieiiHoro 3dupa us3
pactBopa B 0.5 mn Et,O. IIpomykThl mosyyaroT B BHJIE
OeNbIX MENKUX KPUCTAJLIIOB.

6-I'mapoxcu-6-(Tpudropmernin)-4-gpeHnn-S,6-muruapo-
nupad-2-on (4a). Beixon 67%, 1. mn. 141-142 °C.
UK crmextp, v, cM : 3205 (OH), 1698 (CO), 1617, 1576.
Crextp SIMP 'H (500 MI', CDCls), 8, m. 1. 3.19 (2H, c,
5-CH,); 5.38 (1H, ¢, OH); 6.45 (1H, ¢, 3-CH); 7.42-7.54
(3H, M, H Ph); 7.54-7.62 (2H, M, H Ph). Cnextp SIMP "°F
(471 MI'n, CDCly), 8, m. 1.: 75.9 (c, CF3). Criektp SIMP °C
(126 MI'u, CDCl), 3, m. n. (J, I'm): 29.9 (C-5); 97.5 (x,
2Jor = 34.2, C-6); 112.9 (C-3); 121.6 (x, 'Jcr = 285.5, CF3);
126.2 (C-2,6' Ar); 129.2 (C-3'5" Ar); 131.4 (C-4' Ar); 1353
(C-1" Ar); 152.2 (C-4); 162.1 (CO). Haitneno, %: C 55.83;
H 3.55. C,HgF50s. Breruucneno, %: C 55.82; H 3.51.

6-I'mppoxcu-6-(Tpudropmerni)-4-(4-propdennn)-
5,6-nuruaponupan-2-on (4b). Beixon 76%, T. mn. 141-
142 °C. VIK cnektp, v, cM : 3226 (OH), 1704 (CO), 1623,
1601, 1512. Cnextp SIMP 'H (500 MI'n, CDCLy), 8, m. 1.
(J, T'm): 3.15 (1H, n, J = 17.8) u 3.17 (1H, n, J = 17.8,
5-CH,); 5.03 (1H, ¢, OH); 6.41 (1H, ¢, 3-CH); 7.17 (2H, T,
J=28.6,Jur =8.6, H Ar); 7.58 2H, n. n, J=8.9, Jyr = 5.1,
H Ar). Crnektp SIMP F (471 MIu, CDCL), 8, m. x.
(/, Tm): 54.0 (1. 1, Jur = 8.2, Jyr = 5.1, F); 75.8 (c, CF3).
Criextp SIMP °C (126 MI'n, CDCl3), 8, m. a. (J, T'mm): 29.9
(C-5); 97.4 (x, *Jer = 34.2, C-6); 112.8 (1, Jor = 1.0, C-3);
116.4 (n, *Jor = 22.0, C-3.,5" Ar); 121.6 (x, 'Jor = 285.4,
CF;); 128.3 (1, *Jep = 8.7, C-2',6" Ar); 131.5 (1, *Jor = 3.4,
C-1' Ar); 150.8 (C-4); 161.6 (CO); 164.6 (1, 'Jep = 253.5,
C-4' Ar). Criextp SIMP *C (101 MI't, IMCO-dg), 8, m. 1.
(J, T): 30.1 (C-5); 96.9 (x, “Jep = 33.3, C-6); 112.3 (C-3);
115.7 (m, *Jor = 21.8, C-3',5" Ar); 121.9 (x, 'Jor = 286.1,
CF3); 129.1 (x, *Jop = 8.8, C-2',6" Ar); 131.7 (1, *Jop = 2.5,
C-1' Ar); 150.5 (C-4); 160.9 (CO); 163.6 (1, 'Jep = 249.6,
c-4 Ar) HaﬁneHo, %: C 5188, H 2.091. C12H8F403.
Brruucneno, %: C 52.19; H 2.92.

6-I'mapoxcu-6-(tpudropmerni)-4-(4-xaopdenunn)-
5,6-auruaponupan-2-on (4¢). Bexon 56%, T. mi. 134—

135 °C. UK crektp, v, em ': 3207 (OH), 1693 (CO), 1619,
1592. Criextp SIMP 'H (400 MI', CDCl3), 8, m. . (J, T'n):
312 (1H, o, J=18.1) u 3.18 (1H, x. n, J=18.1, J = 1.7,
5-CH,); 4.71 (1H, ¢, OH); 6.44 (1H, n, J = 1.0, 3-CH); 7.45
(2H, n, J=8.7, H Ar); 7.51 (2H, 1, J = 8.7, H Ar). Cnextp
SAMP 'H (400 MTI'ti, IMCO-dq), 8, m. . (J, T): 3.13 (1H,
n,J=179)n3.41 (1H, x. n, J=17.9,J= 1.7, 5-CH,); 6.66
(1H, o, J=2.2,3-CH); 7.55 (2H, n, J= 8.6, H Ar); 7.83 (2H, &,
J=8.6, H Ar); 8.83 (1H, ¢, OH). Cniextp SIMP “F (376 MI'n,
CDCl), o, M. a.: 75.7 (¢, CF3). Haiineno, %: C 49.22;
H 2.70. C,HgCIF;05. Beruucneno, %: C 49.25; H 2.76.
6-I'uapoxcu-4-(4-merunpennn)-6-(rpudpropmernni)-
5,6-nuruaponupan-2-on (4d). Breixon 73%, T. . 143—
144 °C. UK cnektp, v, em : 3416, 3194 (OH), 1702 (CO),
1606, 1566. Cnextp SIMP 'H (400 MI'u, CDCl3), 8, m. 1.
(/, T): 2.41 (3H, ¢, CH;), 3.16 (2H, ¢, 5-CH,); 4.91 (1H,
¢, OH); 6.43 (1H, 1, J = 1.3, 3-CH); 7.27 (2H, 1, J = 8.3,
H Ar); 747 2H, 1, J = 8.3, H Ar). Crextp SIMP "F
(376 MI'u, CDCly), 8, M. a.: 75.9 (c, CF;). Haiineno, %:
C 5611, H 4.24. C13H11F303'0.33H20. BI)ILII/ICJ'IeHO, %:
C 56.13; H4.23.
2-Oxco-6-(TpudTopmernn)-4-gpennn-2 H-tuonupan-
3-kap6oTuoHoBas kucJjaora (6). B oxnaxnennsiit 1o 0 °C
pactBop 5.0 r (16 mmonb) mupoHa 2 B 25 ma EtOH
no6assior 2.91 r (35 Mmonb, 2.2 3kB.) nomuruapara NaHS
(conmepxxanue OezBogHoro NaHS 68%). Peakunonnyro
CMeCh TepPEeMEIUBAIOT IPU OXJAXKIECHUU B TedeHue 1 d,
nociie yero pobasisitoT 50 M 1 M pacreopa HCI. ITponykr
sxctparupytoT CHCI; (3 X 15 M), 9KCTPaKT HMEPErOHSIOT
Ipy TOHWKEHHOM naBineHuu (1 MM pr. cT.), cobupas
¢bpaxuuio B uHTepBaie 140-165 °C. Huctumnar pazbas-
JSIOT 5 M meTposiciiHoro 3(upa, BBINABIIHE 0CaTOK
OT(UIBTPOBBIBAIOT, MPOMBIBAIOT IMETPONECHHBIM 3(UPOM.
Bexon 0.33 r (7%), OecuBeTHBIE KpUCTAJUIBL, T. T 171—
172 °C. VIK cnekTp, v, cM '@ 1687 (CO), 1642 (CO), 1540.
Crextp SIMP 'H (400 MI'u, CDCL3), 8, M. 1. (J, 'm): 2.8—
4.0 (1H, ym. ¢, SH); 7.35 (1H, x, Jyr = 1.1, 5-CH); 7.41—
7.45 (2H, m, H Ph); 7.48-7.52 (3H, m, H Ph). Criextp SIMP "°F
(376 MI'y, CDCly), 8, m. a. (J, I'm): 98.5 (1, Jur = 1.1,
CF;). Cnextp SIMP °C (126 MI'n, CDCls), 8, m. 1. (J, T'm):
120.4 (x, 'Jop = 274.6, CF3); 122.6 (x, *Jor = 5.1, C-5);
127.3 (2C Ph); 128.9, 129.3 (2C Ph); 130.6; 137.0; 139.2 (x,
2Jor = 35.5, C-6); 152.3; 167.4; 179.9. Haiineno, %: C 49.16;
H 2.20. C3H;F50,S,. Beruucieno, %: C 49.36; H 2.23.
CunTte3 coennnenuii 7a—d (oOmas metoauka). PactBop
50 mr (1 mmos, 2.5 3xB.) NoHyH,O n 0.4 Mmons mupona 3
B 2 mn EtOH nepememmBaroT mpH KOMHATHOW TeMIe-
parype B Teuenue 30 muH (KOHTpoiab MmeTomoM TCX).
Peakimmonnyto cmech 3arem paszbasmaror 10 mur 0.05 M
pactBopa HCI, BeImapuBaioT ciupT pyu KOMHATHON TeMIIe-
parype, BBINABIINI OCANOK OT(QHUIBTPOBBIBAIOT, MPOMBI-
BalOT BOJOM M TIEPEKPHUCTAIUIM30BBIBAIOT M3 TOIYOJA.
[MponykTel MONY4alOT B BHIAEC OECIBETHBIX MEJKUX
KPHCTAJIIOB, 3aMETHO BO3TOHSIOIIMXCS [TPU HAIPEBAHUH.
1-AMHHO-6-TuApOKCH-6-(TPUdTOpMeTHT)-4-PeHn-
5,6-nuruaponupuau-2(1H)-ou (7a). Bexon 74%, T. L.
163-164 °C. UK crektp, v, cM ': 3281 (OH), 1655 (CO),
1614. Cnextp SIMP 'H (400 MI'u, JIMCO-dy), 8, m. 1.
(/, Tm): 3.12 (1H, x, J=18.1) m 3.34 (1H, . o, J = 18.1,
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J = 1.3, 5-CH,); 4.59 (2H, ¢, NH,); 6.43 (1H, c, 3-CH);
7.40 (1H, c, OH); 7.42-7.48 (3H, m, H Ph); 7.64—7.71 (2H,
M, H Ph). Crextp SIMP 'H (500 MI', CDCls), 8, M. 1.
(J/, Tm): 3.21 (1H, 1, J = 18.4) u 3.44 (1H, n, J = 184,
5-CH,); 3.80 (2H, c, NH,); 5.33 (1H, ¢, OH); 6.35 (1H, &,
J=2.4,3-CH); 7.39-7.46 (3H, m, H Ph); 7.46-7.56 (2H, m,
H Ph). Crekrp SIMP F (471 MI'u, CDCls), 8, m. a.: 80.0
(¢, CF3). Crextp SIMP “C (126 MI't, CDCLy), 8, M. 1.
(J, Tu): 33.8 (C-5); 84.1 (x, “Jer = 30.4, C-6); 117.0 (C-3);
124.1 (x, 'Jor = 291.8, CF3); 125.8 (C-2'.6' Ar); 129.0
(C-3,5" Ar); 130.3 (C-4' Ar); 136.1 (C-1' Ar); 145.8 (C-4);
164.4 (CO). Haiineno, %: C 52.99; H 3.96; N 10.34.
C,H;F5N,0,. Beruucneno, %: C 52.94; H 4.07; N 10.29.
1-AmMuHO0-6-ruapokcu-6-(Tpudropmernit)-4-(4-prop-
dennin)-5,6-nuruaponupunun-2(1H)-on (7b). Boxon 70%,
1. 1. 170-171 °C. UK crmektp, v, cM " 3280 (OH), 1658
(CO), 1618, 1601, 1509. Crextp SIMP 'H (400 MI'm,
AMCO-dy), 8, m. n. (J, Tu): 3.10 (1H, x, J = 18.1) n 3.34
(1H, n. o, J=18.0, J= 1.6, 5-CH,); 4.58 (2H, ¢, NH,); 6.43
(1H, ¢, 3-CH); 7.28 (2H, 1, J = 8.9, Jur = 8.9, H Ar); 7.40
(1H, ¢, OH); 7.76 2H, 1. 1, J = 8.9, Jur = 54, H Ar).
Crextp SIMP 'H (500 MI', CDCls), &, m. a. (J, I'mp): 3.18
(1H, o, J=18.4) u 3.40 (1H, a1, J= 18.4, 5-CH,); 4.07 (2H,
¢, NH,); 5.26 (1H, ¢, OH); 6.30 (1H, n, J = 2.4, 3-CH);
7.13 2H, 1, J = 8.6, Jur = 8.6, H Ar); 7.49 (2H, n. &,
J =838, Jur = 5.2, H Ar). Criexkrp SIMP F (471 MTI'w,
CDC13), 5, M. 1. (J, FH)I 52.0 (T. T, JHF = 84, JHF = 52, F),
79.9 (m, Jur = 1.0, CF3). Cnextp SIMP “C (126 M,
CDCly), 8, m. 1. (J, T): 33.9 (C-5); 84.2 (x, “Jcr = 30.4,
C-6); 116.2 (1, *Jcr = 21.9, C-3'.5' Ar); 117.1 (C-3); 124.1
(x, 'Jor = 291.8, CF3); 127.9 (1, *Jor = 8.5, C-2',6' Ar);
132.3 (1, “Jor = 3.4, C-1' Ar); 144.6 (C-4); 164.0 (x,
'Jep = 251.7, C-4' Ar); 164.2 (CO). Haiineno, %: C 49.53;
H 360, N 9.67. C|2H|0F4N202. BLI‘II/ICHeHO, %: C 4966,
H3.47; N 9.65.
1-AMuHO-6-TUApOKCH-6-(TPUTOPMETHI)-4-(4-XT0P-
denuin)-5,6-nuruaponupunun-2(1H)-on (7¢). Beixog 72%,
1. 1. 202-203 °C. UK cnektp, v, cm @ 3281 (OH), 1655
(CO), 1614, 1593. Cnextp SIMP 'H (400 MI't;, IMCO-d),
o, m. . (J, Tw): 3.09 (1H, 1o, J = 18.2) u 3.34 (1H, n. x,
J=18.2,J=1.6, 5-CHy); 4.59 (2H, c, NH,); 6.47 (1H, &,
J =09, 3-CH); 7.42 (1H, ¢, OH); 7.50 2H, 1, J = 8.7,
H Ar); 7.72 (2H, 1, J= 8.7, H Ar). Criektp SIMP 'H (500 MI'1s,
CDCly), 6, m. a. (J, Tu): 3.18 (1H, 1. 1. x, J=18.4, J=2.5,
Jur = 1.3) m 3.39 (1H, g, J = 18.4, 5-CH,); 3.65-4.40 (2H,
ymr. ¢, NH,); 5.22 (1H, ¢, OH); 6.33 (1H, o, J= 2.5, 3-CH);
7.42 (4H, ¢, H Ar). Crextp IMP 'F (471 MI'n, CDCl;),
o, M. 1. (J, Tm): 79.8 (1, Jur = 1.3, CF3). Cnextp SIMP Bc
(126 MI', CDCls), 8, m. n. (J, I'm): 33.7 (C-5); 84.0 (x,
2Jer = 30.5, C-6); 117.5 (C-3); 124.0 (x, 'Jcr = 291.8, CF3);
127.1 (2C Ar); 129.3 (2C Ar); 134.5 (C Ar); 136.5 (C Ar);
144.4 (C-4); 164.1 (CO). Haiigeno, %: C 47.06; H 3.28;
N 9.28. C,H(CIF3N,0,. Beruucneno, %: C 47.00; H 3.29;
NO9.13.
1-AMuHo-6-ruapoxcu-4-(4-meTusndenna)-6-(rpudrop-
MeTui)-5,6-quruaponupuaun-2(1H)-on  (7d). Beixon
68%, T. 1. 179-180 °C. UK cmextp, v, cM ': 3287 (OH),
1654 (CO), 1614. Cnextp SIMP 'H (400 MI'r, IMCO-dy),
o, M. a. (J, I'm): 2.34 3H, ¢, CH3;); 3.10 (1H, n, J=18.0) u

3.30 (1H, n. o, J=18.0, J = 1.3, 5-CH,); 4.57 (2H, ¢, NH,);
6.39 (1H, ¢, 3-CH); 7.26 (2H, n, J = 8.2, H Ar); 7.37 (1H,
¢, OH); 7.57 (2H, n, J = 8.2, H Ar). Cnextp SIMP 'H
(400 MTI'n;, CDCly), 6, m. 1. (J, I'm): 2.39 (3H, ¢, CH3); 3.17
(1H, o, J=18.4) u 3.43 (1H, 1, J = 18.4, 5-CH,); 4.05 (2H,
¢, NH,); 5.21 (1H, ¢, OH); 6.33 (1H, n, J = 2.3, 3-CH);
7.24 (2H, n, J = 8.2, H Ar); 7.39 2H, n, J = 8.2, H Ar).
Crektp SIMP "F (376 MI'u, CDCl3), 8, m. 1.: 80.0 (c, CF3).
Haiineno, %: C 54.52; H 4.54; N 9.84. C;3H3F;N>0,.
Brruucineno, %: C 54.55; H4.58; N 9.79.

Cunrte3 coemmHenmii 7e—h (oOmas wmeromuka). K
pactBopy 70 mr (1.25 mmons) KOH B 2 mn EtOH no6as-
astrot 87 mr (1.25 mmons) NH,OH'HCI, nepememmBator B
teuenue 10 MuH u 106aBnAOT 0.42 MMOJIb COOTBETCTBYIO-
mero nupoHa 3. Ilocme 5 4 mepeMermnBaHus (KOHTPOJIb
MetogoM TCX) peakunoHHyr cMech pazbamisitor 10 mi
H,0 u BeImapuBaroT COUPT NpU KOMHATHOHN TeMmepaType.
BpimaBmmii  ocagok  OTQUIBTPOBHIBAIOT, NPOMBIBAIOT
xonoaHo# Bomo#, kumataT B 2 mui CHCl; ans ynaneHus
NpUMecei, OXJIAXIAaloT U OTQUILTPOBBIBAIOT. [IpOayKTHI
MOJY4YaloT B BUJE OENbIX KPUCTAJUIOB, KOTOPBIE 3aMETHO
BO3TOHSIOTCS NIPU HATPEBaHUM.

1,6-Auruapoxcu-6-(tpudropmeruii)-4-peHu-5,6-1u-
ruaponupuaun-2(1H)-on (7e). Brixon 46%, 1. mn. 188—
189 °C. UK cnektp, v, cM ': 3266 (OH), 1689 (CO), 1626.
Crextp IMP 'H (400 MI't, IMCO-d), 8, m. 1. (J, Tn):
3.15(H, o, J=18.0) u 3.43 (1H, 1. o, J = 18.0; J = 2.1,
5-CH,); 6.38 (1H, n, J = 2.1, 3-CH); 7.43-7.47 (3H, M,
H Ph); 7.66-7.70 (2H, m, H Ph); 7.75 (1H, c, OH); 9.66
(1H, ¢, OH). Cnextp AMP P (376 MI'u, AMCO-d), 6, M. 1.
85.4 (c, CF3). Cnextp SIMP °C (126 MI'n, MCO-d;),
3, M. 1. (J, Tu): 35.1 (C-5); 86.9 (x, “Jep = 29.5, C-6); 116.8
(C-3); 123.4 (x, 'Jor = 288.9, CF3); 126.2 (2C Ph); 128.8
(2C Ph); 130.0 (C Ph); 136.0 (C Ph); 145.3 (C-4); 164.4
(CO) Haﬁ,lleHO, %: C 5250, H 369, N 5.06. C12H10F3NO3.
Brruucneno, %: C 52.75; H 3.69; N 5.13.

1,6-Iuruapoxcu-6-(tpudropmerni)-4-(4-proppennn)-
5,6-nuruaponupuann-2(1H)-ou (7f). Beixog 37%, 1. .
183-185 °C. MK cmektp, v, cM '@ 3255 (OH), 1680 (CO),
1625, 1597. Cnextp SIMP 'H (400 MI'ti, IMCO-dg), 8, M. 1.
(/, Tm): 3.13 (1H, x, J=18.1) u 3.43 (1H, . o, J = 18.1,
J=1.7,5-CHy); 6.37 (1H, n, J = 1.8, 3-CH); 7.28 (2H, T,
J=28.8, Jur = 8.8, H Ar); 7.75 (1H, ¢, OH); 7.75 (2H, n. #,
J =88, Jur = 5.5, H Ar); 9.67 (1H, ¢, OH). Cniextp SIMP "“F
(376 MI', AMCO-dy), o, m. a. (J, T'm): 51.4 (1. T, Jur = 9.0,
Jur = 5.5, F); 85.4 (c, CF;). Haiineno, %: C 49.48; H 3.01;
N 4.75. C,HoF4NO;. Berumcneno, %: C 49.49; H 3.12; N 4.81.

1,6-Aurnapoxcu-6-(tpupropmernn)-4-(4-xnoppeHu)-
5,6-quruapomupuau-2(1H)-ou (7g). Bexon 62%, T. m.
195-196 °C. MK cmektp, v, cM ': 3248 (OH), 1679 (CO),
1624, 1592. Cnextp SIMP 'H (400 MI'ti, IMCO-dg), 8, M. 1.
(/, Tm): 3.12 (1H, x, J=18.1) mw 3.43 (1H, . o, J = 18.1,
J=2.1, 5-CHy); 6.41 (1H, x, J = 2.1, 3-CH); 7.50 (2H, &,
J=28.7,H Ar); 7.72 2H, n, J= 8.7, H Ar); 7.77 (1H, c, OH);
9.69 (1H, ¢, OH). Criektp SIMP “F (376 MI't, IMCO-d),
3, M. 1.: 85.4 (¢, CF;). Criextp SIMP C (101 MI'ti, JMCO-dy),
3, M. 1. (J, T): 35.0 (C-5); 86.8 (x, “Jep = 29.8, C-6); 117.3
(C-3); 123.3 (x, 'Jor = 288.6, CF3); 128.1 (2C Ar); 128.7
(2C Ar); 134.7 (C Ar); 134.9 (C Ar); 144.0 (C-4); 164.2
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(CO). Haiineno, %: C 46.92; H 2.93; N 4.46. C;;HoCIF;NO;.
Brruucaeno, %: C 46.85; H 2.95; N 4.55.

1,6-Tnruapoxcn-4-(4-merungenunt)-6-(rpudpropmern)-
5,6-nuruaponupuaui-2(1H)-oun (7h). Brixon 46%, T. L.
211-213 °C. MK crekTp, v, cM : 3268 (OH), 1681 (CO),
1627, 1609, 1486. Cuextp SIMP 'H (500 MI'ti, IMCO-dy),
S, M. 1. (J, I'm): 2.34 (3H, ¢, CH;); 3.13 (1H, n, J=18.0) u
338 (1H, n. n, J = 18.0, J = 1.6, 5-CH,); 6.34 (1H, n,
J=1.8, 3-CH); 7.26 (2H, n, J = 8.1, H Ar); 7.57 (2H, &,
J=28.1, H Ar); 7.73 (1H, ¢, OH); 9.64 (1H, ¢, OH). Cnektp
AMP YF (471 MI'n, IMCO-d), 8, M. 1. 85.4 (¢, CFs).
HaﬁﬂeHO, %: C 5432, H 415, N 4.52. C13H12F3NO3.
Brruucaeno, %: C 54.36; H4.21; N 4.88.

CunTte3 nupUAUHOHOB 9a—c (0o0mw@as MeToaAuKa).
Merton 1. PactBop 82 mr (0.8 mmoinsb, 2 3kB.) NoHy2HCI,
158 mr (2 mmodb, 5 3kB.) 6e3BogHOTO AcONa 1 0.4 MMOJIB
nupoHa 3 B 5 mia cmecu JJM®PA-H,0, 4:1, nepememnBaror
Ipu KumstueHuu B TeueHue 40 MuH. PeakimoHHYyI0 cMech
3areM pasz0aBissor 20 mu Bombl, oxiaxkmaoT g0 0 °C,
BBINABLINI 0CaJJOK OT(HIBTPOBBIBAIOT, MMPOMBIBAIOT XOJIOA-
HOH BOJIOH.

Meton II. B pactBop 0.3 MMOJb COOTBETCTBYIOIETO
6-runpoxcunuruaponupuaona 7 B 2 ma EtOH mobamnsror
KaIUTF0 TPUATHWIAMHUHA W KHUITAT B KOJOE ¢ OOpaTHBIM
XOJOAMIBHUKOM B TedeHHe | 4. 3aTeM peakIMOHHYIO
cmech paszbammsror 15 mum HpyO, BeimaBmmii  ocagok
OT(UIBTPOBBIBAIOT U TEPEKPUCTAIUTU3OBBIBAIOT U3 CMECH
i-PrOH-H,0, 3:2.

1-AmuHo-6-(TpudTopmMeTnI)-4-peHnaTnupuInn-2
(1H)-on (9a). Bexox 68% (metox I), OeciBeTHbIe
Kpuctamisl, T. . 127-129 °C. UK cnektp, v, em 1 3299,
3195, 1659 (CO), 1574, 1449. Cnextp AMP 'H (500 MI 1,
CDCl), 6, m. a. (J, I'm): 5.14 (2H, ¢, NHy); 6.92 (1H, 1,
J=12.0,3-CH); 7.02 (1H, n, J = 2.0, 5-CH); 7.46-7.52 (3H,
M, H Ph); 7.53-7.63 (2H, m, H Ph). Crnextp SMP “°F
(471 MI', CDCls), 3, m. 11.: 96.9 (¢, CF3). Criextp SIMP °C
(126 MI'u, CDCly), 8, m. . (J, Tu): 105.5 (x, *Jor = 5.5,
C-5); 119.0; 119.5 (x, 'Jep = 273.3, CF3); 126.8 (2C Ph);
129.3 (2C Ph); 130.2; 136.0 (x, *Jer = 33.7, C-6); 136.3;
149.9; 161.6. Haiineno, %: C 56.64; H 3.68; N 10.90.
C,HoF;N,0. Berancneno, %: C 56.70; H 3.57; N 11.02.

1-AmuHo-6-(TpudropmeTnn)-4-(4-propdhennn)

nupuauH-2(1H)-on (9b). Beixox 60% (meton I), 66%
(meron II), GecuBerHble kpuctamibl, T. wi. 113-114 °C.
UK cnextp, v, cM : 3277, 3181, 1667 (CO), 1583, 1512.
Crniextp SIMP 'H (400 MTI', CDCLy), 8, m. . (J, T'): 5.12
(2H, ¢, NH,); 6.87 (1H, x, J = 1.9, 3-CH); 6.98 (1H, &,
J=1.9, 5-CH); 7.19 (2H, T,J = 8.6, Jyr = 8.6, H Ar); 7.56
(2H, n. o, J = 8.8, Jur = 5.1, H Ar). Haiineno, %: C 52.71;
H 309, N 10.40. C]2H8F4N20. BI)I‘{I/ICJ'ICHO, %: C 5295,
H 2.96; N 10.29.

1-AMuHO-6-(TpudTOpMeTI)-4-(4-X10p e HIT) TMPU T H-
2(1H)-on (9¢). Bwixog 52% (metrom I), OecreTHbIe
KpHUCTaIBL, T. 1. 165-166 °C. UK cnektp, v, cM ': 3339,
3095, 1661 (CO), 1594, 1572. Cnextp SIMP 'H (400 MTI 1,
IAMCO-ds), 6, m. 1. (J, I'm): 5.85 (2H, ¢, NH,); 7.07 (1H, &,
J=1.9, 3-CH); 7.14 (1H, n, J = 1.9, 5-CH); 7.56 (2H, &,
J=8.6, H Ar); 7.85 (2H, 1, J = 8.6, H Ar). Cnextp SIMP 'H
(400 MI', CDCly), 8, m. 1. (J, ['m): 5.12 (2H, ¢, NH,); 6.87

(1H, n, J = 1.9, 3-CH); 6.99 (1H, g, J = 1.9, 5-CH); 7.47
(2H, n, J= 8.8, H Ar); 7.51 (2H, 1, J = 8.8, H Ar). Cnextp
AMP “F (376 MI'n, CDCly), 8, m. a.: 96.9 (c, CFs).
Cnektp SIMP *C (126 MI'y, CDCLy), 8, M. 1. (J, Tw):
105.1 (x, *Jop = 5.4, C-5); 119.0; 119.4 (x, 'Jop = 273.4,
CF;); 128.0 (2C Ar); 129.5 (2C Ar); 134.7; 136.2 (x,
Jor = 33.9, C-6); 136.5; 148.7; 161.4. Haiineno, %:
C 50.03; H 2.96; N 9.80. C;,H3CIF;N,0. Brruucaeno, %:
C49.93; H2.79; N 9.70.
6-(Tpudropmerni)-6-(2-pennaruapa3nno)-4-(4-xiaop-
ennin)-5,6-qurnapo-2 H-nupan-2-on (10) u 6-ruapoxcu-
6-(tpudropmernn)-1-(penunnammuuo)-4-(4-xaopdenni)-
5,6-nuruaponupuaun-2(1H)-on (11). B 2 mn EtOH
pactBopsitor 100 mr (0.36 mmons) mupona 3¢, 105 mr
(0.73 mmonp) runpoxsopuga (enunrunpasuHa u 60 Mmr
(0.73 mMomb) Oe3Bogroro AcONa. PeaknnoHHYHO cMmech
OCTaBJIIOT IIPU KOMHATHOW TeMreparype Ha 1 cyT, mocie
yero noakucisitor 5 Mt 0.3 M pacreopa HCL. BeinmaBmmii B
BHJIE Maciia MPOIYKT dKCTPArupyroT ToayosoM (3 X 2 mi),
pacTBOpUTENs YIApUBAIOT, a OCTaTOK IEpPeKpUCTaILIU-
30BbIBatOT U3 cMecu CCly—nerponeiinsiii 3¢up, 1:1. Berxon
48 wmr (34%), t. mn 121-126 °C. Cmextp SIMP 'H
(400 MI', IMCO-dg), 8, m. 1. (J, I'): mpoaykr 10 (40%):
3.19 (1H, n, J=18.0) u 3.67 (1H, n, J = 18.0, 5-CH,); 6.54
(1H, ¢, 3-CH); 6.71 (1H, 1, J = 7.3, H Ph); 6.78 (2H, n,
J = 8.4, H Ph); 7.08-7.17 (2H, m, H Ph); 7.54 (2H, n,
J=8.3, H Ar); 7.63 (1H, ¢, NH); 7.64 (1H, ¢, NH); 7.79
(2H, n, J = 8.3, H Ar); npoaykr 11 (60%): 3.40 (1H, x,
J =184) u 3.58 (n, 1H, J = 184, 5-CH;); 6.45 (1H, c,
3-CH); 6.74 (1H, T, J=17.3, H Ph); 6.92 (2H, 1, J = 8.0, H Ph);
7.08-7.17 (2H, m, H Ph); 7.53 (2H, n, J = 8.3, H Ar); 7.75
(2H, n, J=8.3, H Ar); 7.85 (1H, ¢, NH); 8.05 (1H, ¢, OH).
PeHTreHOCTPYKTYpHOeE Hccle0BaHUe cOeIMHeHUs 7a
mpoBefeHO Tpu Temmeparype 22 °C Ha audpaxromerpe
Xcalibur S ¢ CCD-eTeKTopoM 10 CTaHIapTHOW METOANKE
(CuKo-uznyuenue, rpaguTOBBII MOHOXPOMATOP, (O-CKAHU-
poBanue, 20, 65.3°). Kpucramisl, npurogasie st PCA,
MOJIy4eHbl MEAJICHHBIM yIapUBaHHEM pacTBOpa COEIH-
Henusi 7a B 60% EtOH npu xomHaTHOW Temmeparype.
CrpykTypa pacmuppoBaHa MPSIMBIM METOJIOM C HCIOJIb-
30BaHHEM KoMruiekca mporpamM SHELX97." TTonoxerus
BCEX HEBOJOPOIHBIX aTOMOB YTOYHEHBI B aHH30TPOITHOM
MpUOIMKEHUN HE3aBUCHMO, MOJIOKEHUS aTOMOB BOAOPOJA
paccuMTaHbl TEOMETPUYECKM M YTOYHEHBI IO MOMAEH
"Hae3MTHUK" C 3aBUCUMBIMH TEIJIOBHIMU IapaMeTpaMHu.
[MonHplii HAOOp PEHTIEHOCTPYKTYPHBIX JAHHBIX IS
coenuHeHus: 7a paemoHupoBaH B KeMmOpumkckoMm OaHKe
CTPYKTYpHBIX AaHHBIX (HemoneHT CCDC 1559017).

Paboma evinoanena npu gunancogou noddepoicke
PODU (cpanm Ne 17-03-00340).
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