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3-(1H-1,5-benzonnazenun-2(3 H)-unuaeHMe T XuHOKCATUH-2(1 H)-0HBI pearupyioT ¢ TUApasHHAMH U THAPOKCUIAMHHOM B KHCIOH
cpezie ¢ 3aMeIIeHHEM CEeMHUWICHHOTO IHKIA Ha ISITHWICHHBIH M 00pa3oBaHHEM COOTBETCTBYIOIINX AWUTETApPMIMETaHOB (BBIXOABI 40—
79%). BzamMozeicTBHE HMCXOIHBIX COCIMHEHHUH, COIEp)KAllUX B IOJOKEHHH 4 OEH30AMAa3eIMHOBOrO IMKJA AJIEKTPOHOIOHOPHBIH
3amectutenb (R = Ph, 4-CIC¢Hy, 2-HadTHu, 2-THeHMI, Me), npoTeKaeT MperMyIIecTBeHHO Mo atoMy C-4, a comep)Kallux B TOM XKe
MIOJIOXKEHUH 3JIeKTpoHoaKenTopHbli 3amecturens (R = CF3) — mo atomy C-2. Cunre3upoBaHHble 3-(TeTapUIMETHI)XMHOKCATIUH-2-0HbI
B pactBope JIMCO-ds cymiecTBylOT B BHJE WMHHHOH M €HAMHHHOI TayTOMEpHBIX (DOPM, COOTHOIIEHHE KOTOPBIX OIpeesseTrcs
BO3MO>KHOCTBIO 00Opa30BaHMS POYHOH BHYTPHUMOJIEKYISIPHOI BOJOPOAHOI CBSI3M M YKa3bIBAeT HA PETHOCENEKTHBHOCTH 00pa30BaHHS
MTUPA30JIBHOTO WM HM30KCA30JIbHOTO IMKIA. KHCIOTHBIN Tuaponu3 OeH30Ma3eTMHOXHHOKCAIMHOBOW CHCTEMBI BEIET K YAAICHHIO
JIMA3eTTIMHOBOTO IIUKIIA U 00pPa30BaHUIO AUKETOXHHOKCATHHOB (BBIXOBI 41-82%), OTIIMUAIOMINXCS IO CBOSH PEaKIIMOHHON CIIOCOOHOCTH

OT UX 66H30HI/I&3€HI/IHOBBIX CHUHTCTHYCCKHX SKBUBAJICHTOB.

Kiouessle ciioBa: 1,5-0eH30/11a3eHBL, H30KCA30JIbI, TUPA30JIbl, XHHOKCAJIHHBI, PETHOCEIEKTHBHOCTD, TAYTOMEPHSL.

XWHOKCAIMHBI TPEACTABIAIOT CO0OM BaKHBIM  Kilacc
TeTePOLMKINIECKUX COEIMHEHUH, CPean KOTOpPBIX OOHapy-
KEHO GOJIBIIOE YHCIIO GHOTOrMYECKH aKTHBHBIX BEmecTs. 13
Pa3IMYHBIX MPOU3BOAHBIX XUHOKCAJIMHOBOM CHCTEMBI MOXKHO
BBIIIETUTE 3-(apmiMeTwn)- U 3-(TeTapHaIMeTH)-XHHOKCAINH-
2-0HBI, KOTOpBIE TIPOSIBIISIOT AHTHMUKPOOHYIO™™" 1 AHTHOKCH-
JIAHTHYIO aKTMBHOCTb, 2 TAKKE SBIAIOTCS MHIMOMTOpAMH
MOHOOKCH/a351.°*¢ K JIaHHOMY KITacCy COEIMHCHHI OTHOCHTCS
¥ CITa3MOJHMTHYECKHH mpemapar kaposepui.”’ Kpome Toro,
9T XHHOKCAJIWHOBBIE MPOW3BOIHBIE MHTEPECHBI B KaueCTBE
MePCIIEKTUBHBIX ~ONTHYECKHX MAaTepHalioB, O0O0JAarONIiX
dhTyopecieHIreH, MHAYIMPOBAHHOIT arperamyeit.”

HenmaBHO MBI onmucany B3aMMOIEHCTBHE 6-3aMEIIEHHBIX
KOMaHOBBIX KHCJIOT C o-(peHmwienauamMmuHoM (o-DJIA),
KOTOpOEe TPHUBOJHUT K MOJy4deHuio |,5-0eH301ua3ennHoB,
CBS3aHHBIX Yepe3 OAWH YIJIEPOAHBIH aToM C XHHOKCa-
JMHOHOBBIM IMKIOM.' B CBSI3M C TeM, 4TO B JMTEpaType
OTCYTCTBYIOT Kakue-JIM0O JaHHBIE M0 XMMHYECKHM CBOIi-
CTBaM IMOJOOHBIX T'eTEPOIUKINICCKUX CHCTEM, MBI U3y4H-

* 31ech U janee B HoMepe (haMuins aBTopa, ¢ KOTOPBIM CIEAyeT BECTH
HEPEITHCKY, OTMEUCHA 3BE3J0YKOM.

© 2015 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

mu peakiuu  1,5-0eH30/1Ma3eTMHOXWHOKCATMHOHOBOTO
aHcaMOJis ¢ TakuMH HyKIeo(WIaMH, KaK THIPa3UHBI,
TMAPOKCHIIAMUH W BOJia, W TOKa3ajld, YTO BCE OHU COIPO-
BOXK/IAIOTCSL pa3pylIeHHEM IHa3elMHOBOTO IUKIIA C MOTepei
Monekynsl  0-OJIA. Tlpu 3TOM CHHTE3MPOBAHBI HOBHIE
MPE/ICTABUTENN JUTETapUIMETaHOBOTO DS, CKIOHHBIE K
TayTOMEPHBIM TPEBPAIICHHUAM U MPEACTABIISIONIIE UHTEPEC C
TOYKM 3PEHHUS MOTEHIIMAIBHON OHOJOTHYECKON aKTHBHOCTH.
YcTaHOBIIEHHE PETHOXUMHN OOpa3yIOUIUXCSl B3AMEH CEMH-
YJIHHOTO IMKJIa MUPA30JI0B M U30KCA30JI0B TIO3BOJIMIIO BBIS-
BUTH HOBBIE JTAHHBIE O PEAKIIMOHHON criocobHOCTH 1,5-6eH30-
JTNA3ENIHOB, W3MEHSIONMIEHCS B 3aBHCUMOCTH OT TIPHPOJIBI
3aMECTHUTEIIS B TIOJIOXKEHUH 4 3TOTO TeTePOIHKIIA.

Peakuuu ¢ GpeHUWITHAPA3NHOM U THAPOKCHIAMUHOM.
CHHTe3 MUPa30JI0B U U30KCA30J10B 4—7. MbI HallUTH, 9TO
Oenzomuazenuupl  la—f mpu KUMsTYeHWH B OTaHONE WM
n-OyTaHolle B TEUEHHWE HECKOJBKMX YacoB pearupyroT ¢
THAPOXJIOpUIaMH  (CHWITHOPA3MHA W THIAPOKCHIIAMHUHA,
o0pa3zyss ¢ XOpOIIMMH BbIXOoJaMH 3-R-mmpazomsr 4 u
5-R-mupazoner 5 (44-78%), a tarke 3-R-muzokcazonsl 6 u
5-R-m3oxcazoinst 7 (40-79%), CymecTByIOIIMe B BUIe IMHHHOW
Y €HAaMUHHOM TayToMepHBIX popMm A u B (cxema 1, Tabm. 1).
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Tabdauua 1. YcoBus peakiuii, BBIXOABI U COOTHOILICHHE PETHOM30MEPOB 4—7 1 TayToMepoB A 1 B, BbIIENEHHBIX U3 PEaKLIOHHON CMECH

HcxonHoe Peakuus ¢ PANHNH,-HCl Peaxnuus ¢ NH,OH-HC1
(;{(Z:Zlnne- PactBo- Bpews, u COOTHOILIICHHE H30MEPOB OO6uwmit PactBo- Bpews, u COOTHOLICHHE H30MEPOB OOummit
puTenb ? A-4:B-4:A-5:B-5 BBIXOJ, %0 puTens ’ A-6 : B-6 : A-7 : B-7 BBIXOII, %0
la EtOH 5 100:0:0:0 69 EtOH 5 100:0:0:0 79
1b n-BuOH 4 89:11:0:0 65 EtOH 12 70:30:0:0* 54
1c n-BuOH 5 95:5:0:0 63 n-BuOH 5 60:22:11:7 59
1d n-BuOH 3 60:7:10:23 77 n-BuOH 5 27:31:17:25 40
le n-BuOH 5 0:0:26:74** 43 n-BuOH 3 CroxHas cMech -
1f EtOH 1 88:12:0:0 44 EtOH 1 73:27:0:0 67

* TTocne nepexpucramm3anun u3 EtOH: 86:14:0:0.

** [Ipn ynapusauuu n-BuOH ¢ nocnenyrommm nobasinernem EtOH: 29:1:39:31 (Beixox 78%).

Peakiusi mpoTekaeT kak aTaka 0osiee HYKJICO(DHIHLHOTO
uentpa (rpynna NH,) mo atomy C-4 (uaTepMenuat 2) win
C-2 (unrepmenuar 3) OEH301MA3ENMHOBOTO IMKJIA C
MOCJEeAYOIEeH peluKIn3aleil B MUpa3osibl U U30KCa30bl,
KOTOpasi  COIPOBOXKAAETCS  OTIICIUICHHEM  MOJICKYJIbI
o-OJIA. Tlpu stom juia coequnennii 1a—c,f, comeprkanux
AJIEKTPOHOJIOHOPHBIE 3aMECTHTEINH, Hauboyee MpennouT-
UTCJIIbBHBIM [JI1A aTaK!u (I)CHI/IJ'IFI/I}IPEBI/IHOM OKa3bIBACTCs
snextpoduibEblii  nentp C-4,° B pesyusrare  uero
nupa3zonsl  4a—c,f oOpasyroTcs ©e3 mpuMecH COOTBET-
CTBYIOIIETO peruousomepa 5. B ciyde THEHHUIBHOTO
npousBogHoro 1d nanHas peakiusi 1aeT CMeCh IHPA30JIOB
4d u 5d B coorHomenun 2:1. B3aumopeiicTBue ¢ coenu-
HeHueM le, coziepKaliuM 3JIeKTPOHOAKIIEHTOPHYIO TPYIITY
CF;, npoTekaeT nmpeumymiecTBeHHO o aromy C-2 ¢ obpa-
30BaHMEM CMECH NHPA30JIoB 4e U Se B COOTHOMIEHUH 3:7,
13 KOTOPOH MUpa3ol Se MOXET ObITh BHIICIEH B YHCTOM
Buze nepekpucrammusanueil u3 n-BuOH c Beixogom 43%.
IIpu mepexone oT (eHWITHApa3WHA K THAPOKCHIAMUHY
peakuusi TMpoTeKana MeHee perdoce’ekTuBHo. Kak u
(eHmITHApPa3NH, THAPOKCUIAMUH aTaKkyeT TJIaBHBIM 00Opa-
3oM arom C-4, HO B cimy4yae coemuHeHuit le,d, comep-
Kammx 2-HaQTWIBHBIA M 2-THCHWJIBHBIM 3aMECTUTEINH,
Hapsaay ¢ 3-R-uzokcazomamu 6¢,d, oOpaszyercst cye-
CTBEHHOE Koyum4ecTBO S5-R-m3okcazonmo 7c¢,d (18-42%);
peakmst ¢ TpUPTOPMETHINPOU3BOIHEIM le BemeT K
CJIO)KHOM cMecH poIyKToB (cxema 1, Tabm. 1).

[IpuHuMast BoO BHEMaHHE TOT (DaKT, 9TO IS YCIIEUTHOTO
MIPOTEKAHNS OIMCAHHON PEUHKIN3AINH OMHYKICO(PHITBI
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JIOJDKHBI OBITh B BUIE THAPOXJIOPHIOB, BBICOKYIO PErHoO-
CEJIEKTHBHOCTh PEaKLUUH M 0co00e BIMSHHE Ha €€ XOJ
rpynnel CF; MOXXHO OOBSACHHTH Ha OCHOBAaHHMM pa3HOU
PEaKLMOHHOW CIIOCOOHOCTH HPOTOHHPOBAHHBIX  (opm
Guumkios 1. Panee* Hamu Gbut0 MOKa3aHo, YTO ISl COSIU-
HeHU 1 C JOHOPHBIMH 3aMECTUTEISIMH B OEH301U-
a3eMMHOBOM IIMKJIEe Haubojiee XapaKTepHOW SBISIETCS
3H-popma, a c¢ akmentopHbiMu — SH-opma. Otcrona
ClIeyeT, YTO MPU NPOTOHMPOBAHUU JHA3ETIMHOB C JOHOP-
HBIMHU TPYIIIaMU caMOW CTaOMIBHON OKa3biBaeTcs (Gopma
H'(N-5), B koTOpoii HauGoee SMEeKTPOPUIBLHBIM LIEHTPOM
siBiisiercst atoM C-4. B cnyuae 3amectutens CF; nmonobnas
umunuesas Gopma H'(C-3) nmecraGumusupyercs ero
QJICKTPOHOAKICITOPHBIM BJIHUAHUEM, B PE3YJIbTATC YCTO
npennouTHTeNnbHee craHoBuTcs  Qopma H'(C-3'), B
KOTOpO# Hamboyiee 3JIeKTPOPHUIBHBIM SBISETCS MOJIOXKE-
uue C-2 (cxema 2).

Peakumu ¢ ruipazuHoM U THOceMuKap6a3uaom. CuHre3
nupa3oioB 9a—e. Jlajee Mbl U3Y4YMJIHM B3aUMOJICHCTBHUE
OurukioB la—e ¢ AUTHAPOXIOPUAOM THAPA3WHA U THIPO-
XJIOpUAOM THOCEMHKapOasuna. Peakuust ¢ rugpasuHOM
npoTeKaia HeOJAHO3HAUYHO M COMPOBOXKAANACH NOOOUHBIMH
npoleccaMy, B Pe3yJbTaTe 4Yero Mbl CyMEIH MOJYyYUTh
TOJIBKO MHPa3oJibl 9a,e ¢ BeixomamMu 54 u 67% cooTBeT-
CTBEHHO. B TO e BpeMsl 0Ka3anoch, YT0 THOCEMUKapOa3u/
BelleT ceOsi B OTOM MPEBpAIeHUH KaK CUHTETHUYECKUN
SKBUBAJICHT T'MJPa3uHa M pearupyer ¢ OEH30Ma3eHHAMU
1b—d mnpm xunsgueHMH B OITaHOJIE C OOpa3OBaHHEM
mupazosioB 9b—d (Berxomsr 61-75%), KOTOpBIE HE yaaIOCh
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Cxema 2
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mony4yuth B peakiuu ¢ NoHy2HCI (cxema 3, tabm. 2).
B3aumopeiictBue ¢ coenuHeHnneM 1b mportekaer B TeueHHe
5 4, B TO BpeMsl Kak Ui OCH30/JMa3eUHOB C 0OBEMHBIMU
(coenunenne 1lc, R 2-Ha)THI) WM  JOHOPHBIMHU
(coenunenne 1d, R = 2-tuenunn) 3amectutensiMu HeoOXo-
nuMo Oosee miurenbHoe kunsuenue (18-24 u). Ilo-Bunu-
MOMY, Ha NEpBOM DJTale peakuusl BeJeT K 00pa3oBaHUIO
O’KHAAaeMBIX MHpa30j0B 8b—d, KoTOpBIE 3aTeM pearupyroT
¢ Mousiekynoi »sTaHona unu o-OJA ¢ oTmerieHneM
THOAMHIHOW Tpynnbl. OTMETHM, 4YTO peakuuu OeH30-
muazennHa 1f (R = Me) kak ¢ ruapasuHOM, Tak U CeMH-
KapOa3uIoM He Jand MOJOXHUTENbHOTO pe3yiabTaTa: B
o0oux citydasx ObLIM MOJYyYeHbI CMECH, U3 KOTOPBIX MHN-

Cxema 3
)SJ\ (From 1b—d) -
_NH 2
HNT N7 2 =s
H -HCI N—N N
1a-e 7 I
EtOH, A R P> NH
(From 1a,e) \_N,H,2HCI 8b-d ©O
EtOH, A /
H H o H
N~<n~ Ny N
N N N N
R— == R
MNH AWH‘/NH
A-(9a-e) O B-9a—e) O

a R =Ph, b R =4-CICgH,4, ¢ R = 2-naphthyl,
d R = 2-thienyl, e R = CF3

Ta0/uuna 2. BeIXop! ¥ COOTHOLIEHHE TayTOMepoB A-9 1 B-9

Hcxonnoe CooTHOILLIEHHE .
OO6uuit
coenu-  Bpewms, u H30MEpOB T. m., °C BEIXOL %%
HEHUe A-9:B-9 A, 70
la 5 38:62 (90:10)* 265-267 54%*
1b 5 52:48 (90:10)* 308-310 61
1c 18 44:56 (100:0)* 266-267 65
1d 24 60:40 (100:0)* 267-268 75
le 5 90:10 >330 (Bo3r.) 67**

* [loce mepexpucrammsanuy nu3 EtOH-H,O0.
** [Tomy4en npu ucnoib3oBannn NoHy-2HCL
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BUyaJbHBIC MPOXYKTHl BBIIEIUTh HE YyOAlOCh. TakuM
o0pazoM, OEH30Ana3eNMMHOBBIN (PparMeHT B coequHeHnX 1
B peakmusx ¢ OmHykIeo(pmIaMu TpOsBIIET cebds Kak
CKpHBITHIH 1,3-nuKeTOH.

Peakuus ¢ Bogoii. CunTe3 TUKeTOXHHOKCAJIUHOB 10a—e.
B cBa3u ¢ oOHapykeHHOH ocobeHHOCTHIO 1,5-OeH301U-
A3eMMHOXMHOKCAJIMHOBOM CHCTEMBI pearupoBaTh C THIpPa-
3MHAMH, CEMHKapOa3WIOM W TUAPOKCHIAMHUHOM C ydac-
THEM JINAa3eNMHOBOTO (pparMeHTa, MpEeICTaBIsUI0 WHTEPEC
CPaBHHTH CEJIEKTHBHOCTH IOJOOHBIX B3aMMOJCHCTBHN On-
IUKJIOB 1 M WX CHHTETHYECKHX SKBHUBAJICHTOB — JHKETO-
xuHOKcanmHOB 10. YcraHOBIIEHO, YTO coenuHEeHUs la—e
JIETKO TepstoT Mojekyny o-OJIA He Tonbko mox Aei-
cTBHeM N-HyKJIeo(HiIoB, HO ¥ NPU KUIITYEHUH B COJISTHOM
kucinote B TedeHue 10 9, oOpasys mpoxykTtel 10a—e c
Beixogamu 41-82% (cxema 4). Panee nukeroH 10a Obur
MOJIy4eH U3 3THIOBOTO 3(upa OEH30MIYKCYCHON KHCIIOTHI
U 3-METHIXHHOKCAJIMH-2-0J]a B TIPUCYTCTBHU JWHU30-
MponuiIamMuIa J'II/ITI/ISI,Ga a pukeronel 10b,c,e 3adukcu-
pPOBaHbI B KadecTBE MOOOYHBIX NPOAYKTOB HPH PEaKIUU
COOTBETCTBYIOIINX 6-apHi- U 6-TpUPTOPMETHIKOMAHOBBIX
kucior ¢ o-OJA. 4

B pactBope JIMCO-d; muxeroxuHOKcanwHbl 10a—e
CYIIECTBYIOT NMPEUMYIIECTBEHHO B BHIE €HOJBHOTO TayTO-
mepa (60-100%), cTabuaM3upoBaHHOTO O0Opa3oBaHHEM
JIBYX BHYTPUMOJIEKYJISIPHBIX BOJIOPOAHBIX cBsizei. CoOTHO-
IIEHHE MEXIY CHOJBHBIM M KETOHHBIM TayTOMEpaMH
IJIaBHBIM 00pa3oM ompesensieTcsl Npupoaoi 3amecturens R.
Tak, B cirydae 2-THEHHIBHOTO TIPOM3BOJHOTO COAEPIKAHUE
keTopopMsl foxoaut 1o 40%, a B ciryyae TpUPTOPMETHIIB-
HOTO MPOHU3BOJHOIO YMEHBIIAETCS MPAKTUUECKU N0 HYJIs
(Tabm. 3).

Ha npumepe peakuuu gukeroHa 10a u ruapoxisopuzaa
(eHWITHApa3MHA B 3TAaHOJIE MBI [TOKA3aJIH, YTO, 110 CpaBHe-
HUIO ¢ OeH3ommaszenuHOM la, peakmust TpeOyer Oolee
JUINTEJIBHOTO KUIITYeHUs (24 1) ¥ IpOTeKaeT MeHee Peruo-
CENIeKTUBHO, 00pa3ys CMeCh M30MEpHBIX IHPa30JioB 4a U
5a (84:16) ¢ Berxomom 67% (cxema 5, tabn. 4). MHTEpecHO
TaKXKe OTMETUTb, 4To coeauHeHue 10e pearupyer c
THAPOXJIOpHAOM (heHWIrHIpasnHa He nmo aromy C-2, kak
910 OBLIO B citydae ¢ CF;-3ameneHHpM OeH30/Ha3enmHOM e,
a o aromy C-4, ¢ BBICOKOH pETrHOCEIEKTUBHOCTBIO ITPHU-
Boad K 3-R-nupasony 4e. C rugpoxXiaopuaoM TUAPOKCUI-
amMMHa peakuus JukeroHa 10e mpoTekaeT MHAue: B KauecTBeE
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Cxema 4
OH O HN
R 4\ 5 = NH
HCI, H,0 0
1a—e ¢
A, 10h
a R =Ph, b R=4-CICgHy,4, (@] O HN
¢ R = 2-naphthyl, P NH
d R = 2-thienyl, R74 ™72
e R=CF3 10a-e o
Tabauna 3. BeIxoas! 1 TayTOMEpHBIH COCTaB
JMKETOXHHOKCAIMHOB 10a—e
Hcxomroe CooTHolIIeHHE
coenu- HCI-H,O IpoxyxT CHOM © KETOm Beixon, %
HEHUC
la 1:1 10a 92:8 66
1b 2:1 10b 88:12 62
1c 2:1 10c¢ 88:12 79
1d 1:4 10d 60:40 41
le 2:1 10e 100:0 82
* Kunsiuenue B Tedenue 10 4.
Cxema 5 Cc-4 Ada
PhNHNH,-HCI
10a O—
EtOH, A i» A-5a + B-5a
PhNHNH,-HCI
10e A-4e + B-4e
EtOH, A
C4 . A6e + B6e
NH,OH-HCI
EtOH, A 0
’ C-2 HO ~
— XL
F3C

A-11e + B-11e O

Ta0una 4. BeIxos! 1 N30MEpHBIN cOCTaB IPOAYKTOB
peakiuii qukeToxuHOoKcanuHoB 10a,e ¢ GuHyKIIeOpHIaMH

HcxonHoe CooTHoleHne
coenu- Pearent Bpewms, u HU30MEPOB Brixon, %
HEHUE A-4:B-4:A-5:B-5
10a  PhNHNH,-HCI 24 84:0:7:9 67
10e  PhNHNH, -HCI 2 91:9:0:0 69
10e  NH,OH-HCI 5 23:5:59:13* 63**

* CooTHOIIEHHE H30MepoB A-6e : B-6e : A-11e : B-11e.
** Tlocne mepexpucraumsamuu n3 EtOH: A-6e : B-6e : A-11e : B-11e =
=0:0:73:27 (BbIxOZ 26%).

OCHOBHOTO TPOAYKTa BbIJENeH W30KkcazonuH lle (c He-
OOJIBIIION MPUMECHIO COEMHEHUsI 6€) Kak pe3ynabTaT Iep-
BuuHOM araku 1o aromy C-2 (cxema 5). Coenunenue 1le
OBUTO BBIICJICHO B YHCTOM BHE MEPEKPHCTAIIM3ANNEH 13
EtOH (Beixom 26%); B pactBope JIMCO-ds oHO cyte-
CTBYeT B BHIE cMecH MMHHHOTO (A) m eHamuHHOTO (B)
TayTOMEPOB B COOTHOIIIEHUH 73:27.
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Pernoxumusi u Ttayromepusi 3-(reTapuaMeTHJI)XUH-
OKcaJInH-2-0HOB. [lo Tabu. 1 BUIHO, YTO MpH B3auMoOJeH-
CTBUM OMIUKIOB 1 ¢ (EHWITHAPA3MHOM W THIPOKCHII-
aMHHOM 00pa3yloTcs riIaBHbIM 00pazoM 3-R-nmpazonst 4 n
3-R-u30kca3onbl 6, 3a MCKIIOUYEHHWEM peakuuu (QeHuI-
ruapasuHa ¢ CF;-npoumsBomnbivM le, Tae mnpeobianan
5-R-nupazon Se. [Ing oTHeceHUs CTPYKTypbl 4 K psamy
3-R-nMpa3onoB MbI UCMONB30BAIM CHIEKTpocKoro SIMP Bc
u “F. CormacHo muTeparypHbIM JaHHEIM, B CIEKTpax
SAMP “C N-deHnmupa3zonoB CHrHAIB METHIBHBIX TPYII
Haxonatcs npu 13.5-13.7 m. a. qns rpynnst 3-CH; u nmpu
12.3-12.6 m. n. qna rpynnsl 5-CH;. B cnexrpe nupasona
4f meTmipHas rpynmna HabOmonanack npu 13.3 M. 1., ciueno-
BaTenbHO, mupazon 4f otHocutcs K pagy N-¢penHun-
3-metwimnupasona. CTpykrypa TpU(TOPMETHIMPOBAHHBIX
mupazoioB 4e U Se Obula JOKa3aHa HAa OCHOBaHHH
crexrtpos SMP P, Xopouo HU3BECTHO, YTO BEIMYUHA
xumuueckoro capura rpynnsl CF; sBiseTcs HaleKHBIM
KpUTEpHUEM JAJIs paclo3HaBaHMUsS PErHOM30MEpHBIX N-3aMme-
meHHbIX 3- 1 5-CF;-nmupa3onos, T1e OHA MPOSBISETCS MpU
~101 u 105 M. 1. cooTBeTcTBeHHO.! XuUMUYECKUil CABHUT
rpynnel CF; B nupasone 4e cocrasmser 102.0 m. 1., a B
nupazonie Se — 106.2 M. 1., OTKyJa cleayeT, 4TO OHHU
sBisitoTest 3-CF3- u 5-CF3-n3oMepamMu COOTBETCTBEHHO.

Permoxumus m3okcazonoB 6 Obula ompeseneHa Ha
OCHOBAaHHHM JIMTEPATYpPHBIX JAHHBIX 10 3-METHI- |
5-metnnm3okcasonaM, B crektpax SIMP *C (JIMCO-dq)
KOTOPBIX CHUTHAJIBI METHIIBHBIX TPy HaxosaTes mpu 10.2—
11.0 M. 2.2%% u 11.3-11.7 m. 1. *° coorsercTBenHo. B
cnekTpe m3okcazona 6f curnan rpynmnel CH; HaOmromascs
mpu 10.9 M. 1., 9TO TO3BOJIIET OTHECTH ITO COCAUHEHHE K
3-MeTHII30KCa30IaM.

W3BectHO, 9TO 3-(TeTapHIMETHI)XHMHOKCAIUH-2-OHBI
MOTYT CYIIECTBOBaTh B BHAE ABYX TayTOMEpPHBIX (opm:
UMHHHOM (MeTHIeHOBOH) GopMBl A U eHaMHUHHOH (HOPMBI
B, 13 KOTOpBIX MOCIEAHAS MOXET OBITh CTAOMIN3UpPOBAHA
32 CuUeT BHYTPUMOJIEKYJIPHOH BOJOPOJHOM  CBA3MU
(BBC).>'° B ciyuae BemiecTs, Il KOTOPBIX 0Gpa3oBaHMe
BBC nHeB0o3MOXHO, Hanpumep 3-(apHIMeTHI)XHHOKCATUH-
2-0HOB, eHaMHHHas (opMa CTAaHOBHUTCS TEPMOJMHAMUYE-
CKM HEBBITOJHON M ee He BCErja MOXKHO OOHapyXHTh B
cnekrpax SIMP 'H.

B mHacrosmiedr paboTe MBI H3YyUMIM TayTOMEPHOE
CTPOEHUE PETHOM30MEpHBIX map 3-(MUpa30aUIMETHI)-
(coenunenust 4, 5) u 3-(M30KCA30JIMIMETHI ) XUHOKCATHH-
2-oHOB (coemuHeHus1 6, 7) U MOKa3aau, 4TO, KaK M CIe0-
BaJO OXHJATh, CHOCOOHOCTh K TayTOMEPHBIM IpeBparie-
HUSM B OTHX COCAMHEHWAX B 3HAYUTEIBHON CTENEeHH
3aBHCUT OT BO3MOXXHOCTH 0Opas3oBanus mpounoii BBC.
OpmHako MpUpoAa TeTePOIUKINYECKOTO ITUKIA U 3aMECTH-
Telned B HEM Tak)Ke OKa3bIBaeT BEChMa CYIIECTBEHHOE
BIIMSTHHE HAa COOTHOIIIEHHE NMHUHO-EHAMHHHBIX TayTOMEPOB
AuB.

Jst 5-R-N-dennnmupazonoB 5d,e, B KOTOPBIX BO3MOXK-
HO obOpa3oanne BBC mexay mpotoHoM NH 1 nMHHHBIM
aTOMOM a30Ta, cojep:KaHue MMHUHO(OPMBI A-5 1o OTHO-
IICHHWI0 K eHaMHHHOW (opme B-5 cocraBmier 26-56%.
B T0 ke Bpems 3-R-N-penwnmupazonsr 4a—d,f
M3-32 HEBO3MOXXHOCTH oOpazoBanus BBC cymecTByroT
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Ta6auna 5. XapakTteprsie curaais B crektpax IMP 'H (m. 1. (J, ') Tayromepos A u B B IMCO-ds

Coenu- Tayromep A Tayromep B
HEHHE  CH, (c) H Het (c) H-5 (Qn)* NHCO (c) | =CH-(c) H Het (c) H-5 (Qn) NH (¢) NHCO (c)

4a 4.29 6.73 7.70 (. o, J=17.6,J=1.0) 12.41 - - - - -

5a 420 6.55 wox 12.40 6.23 6.77 6.97 (n. n, J=17.6,J=1.0) 10.36 11.12
4b 4.26 6.64 7.65-7.70 (m) 12.42 6.13 ** ** 8.82 11.05
4c 4.29 6.76 wox 12.42 6.15 wx wx 8.90 11.06
4d 4.23 6.51 7.68 (1, J=8.1) 12.41 6.09 ** ** 8.87 11.05
5d 4.15 6.53 *x 12.34 6.15 6.68 ** 10.26 11.02
4e 4.25 6.64 7.65 (0. n, J=28.0,J=1.1) 12.43 6.05 *E *E 9.01 11.14
Se 4.22 7.05 7.74 (n. 0, J=8.1,J=1.2) 12.45 6.25 7.30 697 (. n,J=17.8,J=1.2) 9.97 11.23
4f 4.16 598 7.66 (m. o, J=8.0,J=1.1) 12.36 6.06 6.78 wx 8.68 10.96
6a 4.39 6.93 7.76 (. o, J=8.1,J=1.0) 12.53 - - - - -

6b 4.39 6.97 7.76 (n. n, J=8.2,J=1.0) 12.55 6.29 7.17 744 (n,J=1.5) 9.44 11.43
6¢ 443 7.06 7.79 (m. o, J=8.0,J=0.9) 12.57 6.33 7.30 747 (n, J=1.9) 9.47 11.44
Tc 4.27 ** ** 12.53 6.18 ** ** 9.87 11.45
6d 434 6.71 wox 12.50 6.25 6.90 *x 9.26 11.31
7d 4.18 6.63 wox 12.45 6.07 6.77 *x 9.81 11.31
6e 444 ** 7.69 (n. n,J=8.1,J=1.2) 12.52 6.31 ** ** 9.48 11.43
of 4.24 6.10 7.69 (m, J = 8.0) 12.46 6.17 6.30 7.29-7.34 9.08 11.22
9a 4.18 6.53 774 (n. i, J=78,J=1.1) 12.42 6.21 6.83 6.96 (1. n,J=79,J=1.0) 10.30 11.02
9b 4.16 6.48 7.72 (m, J=17.6) 12.39 6.15 6.68 6.93 (n.,J=8.0) 10.35 10.90
9¢ 420 6.57 773 (m. o, J=82,J=1.1) 12.38 6.20 6.79 6.94 (n,/=17.9) 10.39 10.91
9d 4.16 6.30 7.70 (n, J=1.8) 12.38 6.15 6.50 6.93 (n,J=1.9) 10.34 10.96
9e 421 6.40 7.69 (m, J=17.9) 12.43 6.30 *x *x 8.62 11.00

* [Ipoton H-5 XMHOKCAIMHOBOTO LIUKJIA.
** CHrHaja MacKHPYeTCsl.

MIPEMMYIIIECTBCHHO B BHJIE€ MMHHHOTO TayTomepa A-4, a
cozeprkanne ¢opmbl B-4 ymensmaercst 1o 0-12% (tabim. 1).
Jnst N-He3aMeIeHHBIX TUPa30I0B 9 COOTHOIICHHE TayTO-
MEpOB, KOTOpHIE BHIIAJAIOT W3 PEaKIMOHHOH CMecH,
CHJIBHO 3aBUCHT OT NPUPOJIBI 3aMECTHUTEIIS B IMPA30JILHOM
uukne. Tak, g coeguHeHudd 9a—d c apomMaTHyecKUMU
3aMECTUTEISIMH COJiep)kaHne Tayromepa B-9 cocrasisier
40-62%, a npu BBeaeHuu rpynnsl CF; oHO cHMXKaeTcs 10
10%, d4ro CBsI3aHO, NO-BUIUMOMY, C YMEHbILIEHUEM
OCHOBHOCTH TIMPa30JIbHOTO IIMKJIA M3-3a AaKIENTOPHOTO
Biustaus Tpymmsl CF; (Tadm. 2).

Hns wm3okcazomoB B-6, mo cpaBHeHWIo ¢ N-QeHMI-
nupasonamMu B-4, BO3HHMKaeT BO3MOXHOCTh OOpa3oBaHUS
cnaboit BBC NH:---O, mostomy nons tayromepa B-6
BO3pacTaeT MO CPaBHEHHIO ¢ nupasonamu B-4 u cocras-
aser 0-53%. [lng pernon3oMepHBIX H30KCa30JI0B COAEP-
xanue ¢popmsl B-7 Beie (39-60%), yem Gpopmsr B-6 n3-3a
BO3MOXKHOCTH 00pa3oBanus npoynoit BBC (HN---N=).

BaxxHO OTMETHTBH, YTO KHHETHYECKUH COCTaB TayToO-
MepoB A u B, oOpasyromuxcsi B pe3yjibrare peakiuu, B
psaAe ciaydaeB OTIMYAaeTcs OT TEpPMOJUHAMUYECKOTO,
KOTOPBIIl yCTaHABIUBAETCS MOCIE JONOIHUTENBHON mepe-
kpucraumusanyu (cnekrpsl IMP 'H sanuceiBanuch s
CBEXKEIPUTOTOBJICHHBIX PacTBOPOB coenuHeHuid B JIMCO-dy).
Tak, mna u3okcasona 6b KHHETHUECKOE COOTHOILEHHE
tayromepoB A u B cocraBnger 70:30, a mocie nepe-
KpUCTa/NIM3alliM U3 JTaHOJIA OHO M3MeHseTcs 1o §86:14
(rabn. 1). Haubonee cwibHO 3TO NPOSBISIETCS IS

N-He3aMeIlIeHHBIX NHPa30yoB 9a—d, mepexpucTamIu3anus
KOTOPBIX M3 BOAHOTO 3TaHOJIa IMPUBOJIUT J'H/I6O K 4YHUCTOM
dbopme A (coemuuenus 9c¢,d), nubo xk Gopme A ¢ mpu-
Mechto 10% dopmbl B (coenunenus 9a,b) (Tabm. 2).

Cnekrpsl IMP 'H pernonsomepos A-4 u A-5, a Takxke
A-6 u A-7 mano otnuyarTcs Apyr or apyra (Tabn. S).
Haubosee BaxxHBIMHU 30€CH ABJIAIOTCA CUHIJIETBI IIPOTOHOB
rpynnel CH,, HO 1 oHM cMmenieHsl Bcero jmmbs Ha 0.03—
0.16 M. 1. B CTOPOHY CHJIBHOTO MOJIS MPU INEPexofie OT
3-R-m3omepoB 4, 6 x 5-R-uzomepam 5, 7. B cmextpe
UMHHOGOPMBI A XHHOKCAJIMHOBBIE IPOTOHBI HAOIIOIAIOT-
ca B obmactu 7.0-7.8 M. 1., Tpu ITOM CIaOOTOIBHBIN
nybner mporona H-5 (Qn) Haxomutcs B obmactu 7.65—
7.79 M. 1. U3-3a AE€3’KPAHUPYIOIIECTO BIUSHUS KapOOHIITIb-
HOM IrpyInbl K MUMUHHOI'O aTOMa a30Ta.

ITpu mepexome ot dopmsel A k B mpomcxomur m3me-
HEHHE CTPOCHHS MUPAa3HMHOBOTO IMKIA, B Pe3yJbTaTe 4ero
B criekTpax cTpykryp B-5, B-7 u B-9 ¢ BBC Bce apomaru-
YECKHE MPOTOHBI OKA3bIBAIOTCS B 00JACTH CHIBHOTO MOJIS
(6.8-7.0 M. 1.). [Tpu a3ToMm mipoton H-5 (Qn) mposiBnsieTcs B
BHje nybnera wiu qybnera pyoneTos npu 6.93-6.97 m. 1.,
TO €CTh CMEIIaeTcs B 00s1acTh cubHOro mojst Ha 0.7-0.8 m. 1.,
M0 CPAaBHEHHUIO C QHAIOTHYHBIM CHTHAJIOM B MMHHO(OpME A.
WNnas xapTrHa HaOIIOAANACh B CIIEKTpax coeAnHeHnid B-4,
B-6 1 B-9e, B xoTOprIx mpounas BBC orcyrcTByer. B aTnx
ciyJasix cUTHaibl mpoTtoHoB H-6,7,8 ocraioTcsi Ha CBOMX
Mectax B obmactu 6.7-7.0 M. 1., a curHan nportora H-5 (Qn)
cMelaeTcs B ciaboe 1mosie U mposBsieTcs npu 7.29-7.47 M. 1.
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Pucynox 1. OcHoBHbIe curHansl B ciextpax IMP 'H u F pernounsomepsbIx mupasonos 4e u 5e

B IMCO-dg. * — Curaan MacKHpyeTCs.

Crnenyet OTMETHTB, 4TO mepexon oT ¢popmbl A kK popme B
COIMPOBOXKIACTCA USMCHCHUEM XUMHUYCCKOT'O CAIBUT'a aMU /1~
HOTO TIPOTOHA, KOTOPBIH B CHEKTpe HMMHHOGOPMBI A
Haxoxautcs npu 12.38—-12.57 M. 1., a B cTieKTpe eHaMHHHOM
¢dbopme B — mpu 10.90—-11.45 M. 1., 9TO TaK:KEe MOXKET OBITH
CBSI3aHO C IIEPECTPOMKON MMPAa3MHOBOIO LIMKIIA.

B cnexkrpax tayromepoB B Xxumuueckue CABUTH IOJ-
BIXHBIX TIPoTOHOB 4-NH (Qn) 3aBHCAT Kak OT NPOYHOCTH
BBC, Tak u 0T mpupoAsl reTepoaroMa B MATHUJICHHOM
uukie. Tak, B cmekTpax mnupasonoB B-(5a,d,e) ¢ BBC
CHTHAJ 3TOT0 MPOTOHa HaxoxuTcs npu 9.97-10.36 M. 1., a
B crmekTpax mnupasosioB B-(4b—f) 6e3 BBC — mpu 8.68—
9.01 m. n. AHnanornyHas KapTWHa HaOmogaeTcsi W B
crektpax m3okcaszonoB B-(7c,d) u B-(6b—f), rne curnan
4-NH (Qn) naxomutcs mpu 9.81-9.87 u 9.08-9.48 m. 1.
COOTBETCTBEHHO. B cmexkTpax N-He3aMeIleHHBIX MHpa3o-
0B 9a—d curnan nporona 4-NH (Qn) mposBisercs npu
10.30-10.39 M. 1., 4To yKa3bIBaeT Ha €ro ywacTue B
obpazoanun BBC. U3 storo psaa Beimagaet juiib CFs-
mupasos 9e, B CHEKTpe KOTOPOro curHan mnpotoHa 4-NH
(Qn) oxaspiBaetcs B 6osee cuibHOM ToJie (8.62 M. 1.), 9TO
MOYHO O0BSCHUTH OTCyTCcTBHEM BBC B 3TOM coemuHEeHHH.

Cursan 3K30IUKIMYECKOTO BUHWILHOTO MPOTOHA (op-
MBI B Taxoke mo3BOJISIET OTIWYUTH PETUONU3OMEPHBIC TP~
a30JIBI ¥ M30KCa30Jbl. B crekTpax m3okcas3onoB B-(6b—f) u
B-(7¢c,d), uMeromux OJM3KOE€ K IUTAHAPHOMY PAacrojo-
KEHUE TCTCPOUUKIIMYCCKUX IUKIIOB, CHHIJIET IIPOTOHA
=CH- rtaytomepoB B-(6b—f) (6.17-6.33 M. 1.) cMmemieH B
6omee cmaboe mose Ha ~0.15 M. A. TO CpaBHEHHIO C
AHAJIOTMYHBIM CHTHAJOM perunonzomepoB B-(7¢,d), dro
MOXET OBITh CBSA3aHO C WHAYKTUBHBIM 3(dexToM artoma
kucnopoaa. B coenunenusx B-(4b—f) mupazonpHBIN UK
BBIXOOUT u3 IJIOCKOCTHU XHHOKCAJIMHOBOTI'O n3-3a
CTCPUICCKHUX OTTaJ'IKPIBaHPIﬁ, B pE3yJabTAaTC 4YETO CHUIHAJ
nporoHa =CH- (6.05-6.15 M. 1.) cMemiaercs B CHJIBHOE
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mone Ha 0.06-0.15 M. 1. OTHOCHUTENBHO aHAJOTHYHOIO
CUTHaJa B CIIEKTpax pernousomepon B-(5a,d,e), nmeromux
IIaHapHoe cTpoenue Onarogaps BBC.

Kak yxe oTMeuanoch BbIIE, PETHOM30MEPHBIE THPa30-
76l 4e ¥ Se ynanock BBIAENUTH B uyncToM Buie. Ha puc. |
Npe/ICTaBICHbl HanboJee BaKHbIE CUTHAIBI B X CIEKTpax
SIMP 'H u "°F. Ha puc. 2 nokasan dparment criektpa IMP 'H
(6e3 apomMaTHYeCKMX TPOTOHOB) CMECH HM30MEPHBIX
n30kca30i0B 6d u 7d, IO KOTOPOMY BHJHO, YTO PEAKIIHS
6enzognazenuHa 1d ¢ TUAPOKCHIAMHUHOM IIpOTEKaeT 0e3
0o0pa3oBaHUs KakuUX-TMOO MOOOYHBIX TPOAYKTOB, a
CUTHAJIBI KQKJIOTO PETHON30MEepa, CYIIECTBYIOLIETO B BUE
JIByX TayTOMepOB A U B, 1erko pa3znuauMel. AHaJIOTrHYHAs,
HO GoJiee mpocTas KapTHHA HaOII0Aaach BO BCEX OTCTAIb-
HBIX ClIyJasX.

Takum oOpa3om, HamH TOKa3zaHO, 4YTO 1,5-OeH301U-
a3enuHoBas 4YacTh 1,5-0eH301Ma3eMHHOXHHOKCATIHHOBOM
CHCTEMBI TIPE/ICTABISIET COOOW CKPBITHINA B-IMKapOOHMIIBHBIN
(parMeHT U JIETKO Pa3pylIaeTcs, YTO MOXKET OBITh UCTIOJIb-
30BaHO JJIsI IONy4YeHHs IIHPOKOTO psiaa 3-(mupas3onui-
MeTHI)- ®  3-(M30KCa30JMIMETHI)XHHOKCAINH-2-0OHOB.
l_[pI/I OTOM HaJI0 YYHUTbIBATb, YTO JJICKTPOHOJIOHOPHBIC
3aMECTUTENIM B TMOJOKEeHHH 4 JHUA3CTIMHOBOTO IIHUKJIA
CHOCOOCTBYIOT IEpBOHAYAIBHON aTake THJpa3sHHa HIIH
ruapokcwiamMuaa o atomy C-4, a rpymma CF; B Tom xe
MOJIOKEHUH — TIepBOHAYAJIbHOW aTake HyKJeoduiaa o
atomy C-2. Ilpu KHCIOTHOM THAPOJIHM3E HCCIETYEeMbIX
OMLMKIIOB OEH30/1MA3eNMHOBBIA IMKJ pa3pyliaercs |
00pasyoTcst  TUKETOXHMHOKCAIMHBI, OTJIMYAIOLIMECS IO
CBOEH pEaKIMOHHON CIIOCOOHOCTH OT MCXOAHBIX MOJEKYII,
9TO OCOOSHHO YEeTKO MPOSBISAETCS B PSIy TPU(DTOPMETHII-
3aMCIICHHBIX TTPOU3BOAHBIX. JIJ'IH OIIMCAHHBIX B pa60Te
3-(reTapuiIMeTHI)XUHOKCAITNH-2-0HOB XapaKTepHa UMHUHO-
€HaMUHHAsi TayTOMEpHsi M IOKa3aHa ee B3aUMOCBS3b C
PETHOXUMHEH MATHUICHHBIX T€TEPOIUKIIOB.
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Pucynok 2. ®parment crekrpa IMP 'H cmecu permonsomepHsix u3okcasonos 6d u 7d (R = 2-tuennn) B IMCO-d.

BKCHepHMeHTaJH)Haﬂ HacTb

UK cnekTpsl 3apeructpupoBaHbl Ha mnpubope Perkin-
Elmer Spectrum BX-II ¢ wucnosnp3oBaHueM NpUCTaBKU
HapyIIEHHOTO MOJTHOTO BHyTpeHHero orpaxenus (HIIBO).
Cnextpst IMP 'H, C u "F s3apeructpupoBansl Ha
crektpomerpe Bruker Avance II (400, 100 u 377 MI'u
cootBeTcTBeHHO) B JIMCO-ds, BHYTpEHHHI CTaHAApT
TMC. IIpoTOHBI XMHOKCATMHOBOTO ITHKJIa 0003HAYEHBI KaK
H Qn, HadranmuaoBoro — H Naph, tnopenosoro — H Th,
nupazonsHoro — H Pz, uzokcazonsHoro — H Is. Dnement-
HBI aHaJIHW3 BBINOJHEH HAa aBTOMATHYECKOM aHAIU3aTope
PE 2400. TemmepaTypsl IUIaBIEHHUS OIpEJEIEHB Ha
npudope SMP30.

Cunre3 3-(rerapuiMeTWI)XHHOKCAJIMH-2-0HOB 4a—d.f,
5d,e, 6a—d.f, 7c,d u3 GenzoamazenunoB la—f (oOmas
meronuka). Cmech 0.36 mMmonb OeH3onuaszenunHa la—f u
0.54 mmoar PhNHNH,-HCl wmm NH,OH-HCI B 6 M
EtOH wmm n-BuOH kunsarsar B Teuenne 1-12 4, mocie yero
PEaKIMOHHYI0 CMECh OXJIaXTAaroT, OCAIOK OT(HUIBTPO-
BBIBAIOT, IPOMBIBAIOT BOJIOH U BBICYIIIUBAIOT.

3-1(1,3-Audennn-1 H-nupa3on-5-ui1)MeTH | XMHOKCAIMH-
2(1H)-on (A-4a). Bexog 94 mr (69%). Xenteie xpuc-
tamier. T. mn 246247 °C. UK cmextp, v, cM : 3010,
2966, 2887, 2835, 1662, 1502, 755. Cnextp SIMP 'H, 5, m.
a. (J, T'm): 4.29 (2H, ¢, CH,); 6.73 (1H, c, H-4 Pz); 7.27
(1H, 1. 1, J=8.0, J = 1.2, H-6 Qn); 7.30-7.35 (2H, m, H-8
Qn, H-4 NPh); 7.40 (2H, 1, J= 7.7, H-3,5 NPh); 7.42 (1H,
1.T,J=74,J=1.1, H-4 CPh); 7.49-7.56 (3H, m, H-7 Qn,
H-3,5 CPh); 7.65 (2H, n. n, J = 8.3, J = 1.3, H-2,6 NPh);
7.70 (1H, n. 1, J=17.6, J = 1.0, H-5 Qn); 7.83 (2H, x. 7,
J=74,J=13, H-2,6 CPh); 12.41 (1H, c, NH). Cnextp
SIMP C, 8, M. a2 30.3; 104.4; 115.3; 123.2; 125.0; 125.2;
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127.7; 127.8; 128.3; 128.6; 129.1; 129.9; 131.5; 132.0;
132.9; 139.6; 140.4; 150.4; 154.2; 157.7. Haiineno, %:
C 75.73; H 4.79; N 14.74. C,4H3sN4O. Brraucaeno, %:
C76.17, H4.79; N 14.81.

3-{[1-Denni-3-(4-xaoppenni)-1 H-nupazon-S-ua|meruni}-
xuHokcaauH-2(1H)-on (4b). Beixog 97 mr (65%). benbrii
nopomok. T. . 231-233 °C. Ocamok mpeacTaBisieT coOoit
cMech JaByX TayromepoB A-4b (89%) m B-4b (11%).
UK cnekrp, v, em 3008, 2966, 2887, 1661, 1501, 838,
696. Criextp AIMP 'H, 8, m. 1. (J, T')): Tayromep A-4b:
4.26 (2H, ¢, CH,); 6.64 (1H, c, H-4 Pz); 7.23 (1H, 1. &,
J=1738,J=1.0, H-6 Qn); 7.30 (1H, x. n, J=8.1, J= 1.0,
H-8 Qn); 7.35 (2H, x, J = 8.5, H-3,5 Ar); 7.38-7.47 (2H, M,
H-7 Qn, H-4 NPh); 7.51 (2H, 1, J = 7.7, H-3,5 NPh); 7.65—
7.70 (3H, M, H-5 Qn, H-2,6 NPh); 7.79 (2H, &, J = 8.5,
H-2,6 Ar); 12.42 (1H, ¢, NH). Tayromep B-4b: 6.13 (1H,
¢, =CH-); 6.77 (1H, 1, J= 7.6, H-6 Qn); 6.90 (1H, T, J="7.8,
H-7 Qn); 6.91 (1H, 1, J= 7.6, H-8 Qn); 7.96 2H, n, J= 7.9,
H-2,6 Ar); 8.82 (1H, ¢, NH); 11.05 (1H, ¢, NH); ocrans-
Hble cUrHajibl Mackupytotcs. Halineno, %: C 69.05; H 4.24;
N 13.50. Cy4H;7N4CIO-0.25H,0. Boruucieno, %: C 69.06;
H4.23; N 13.42.

3-{[3-(Ha¢1-2-un)-1-pennii-1 H-nupa3zo-S-uia|merui}-
xuHoKcaauH-2(1H)-on (4¢). Beixon 97 mr (63%). benbrii
nopomok. T. mr. 253-254 °C. Ocanok mpencraBisier cooon
cMech JIByX TaytomepoB A-4¢ (95%) m B-4c (5%).
UK crextp, v, cM ' 3008, 2887, 1666, 1597, 1453, 696.
Cnextp SIMP 'H, §, m. 1. (J, Tu): Tayromep A-dc: 4.29
(2H, ¢, CH,); 6.76 (1H, c, H-4 Pz); 7.24 (1H, 1. n, J = 7.8,
J=1.0,H-6 Qn); 7.31 (1H, x. n, J= 8.1, J= 1.1, H-8 Qn);
7.40-7.48 (4H, m, H-7 Qn, H-4 Ph, H Naph); 7.53 (2H, T,
J="1.7, H-3,5 Ph); 7.68-7.75 (3H, m, H-5 Qn, H-2,6 Ph);
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7.80-7.90 (3H, M, H Naph); 8.00 (1H, n. n, J=8.6,J=1.7,
H Naph); 8.25 (1H, ¢, H-1 Naph); 12.42 (1H, ¢, NH).
Tayromep B-4¢: 6.15 (1H, ¢, =CH-); 6.78 (1H, T. &,
J=76,J=1.0, H-6 Qn); 6.92 (1H, T, J = 7.7, H-7 Qn);
6.93 (1H, n, J=17.7, H-8 Qn); 8.90 (1H, ¢, NH); 11.06 (1H, c,
NH); ocranbhble cursamsl mMackupyiores. Crextp SIMP C,
o, m. a.: 30.5; 104.6; 115.4; 123.2; 123.6; 123.7; 125.1;
125.9; 126.3; 127.6; 127.9; 128.0; 128.1; 128.4; 129.1;
130.0; 130.4; 131.5; 132.0; 132.6; 133.2; 139.5; 140.6;
150.4; 154.3; 157.7. Haiineno, %: C 78.10; H 4.77; N 13.16.
CogHooN4O. Brraucneno, %: C 78.49; H4.70; N 13.08.
3-{[3-(Tuoden-2-un)-1-penns-1H-nupazon-S-uwimeruwn}-
xuHokcaJuH-2(1H)-on (4d) wu 3-{[5-(Tuoden-2-ua)-
1-penni-1H-nupa3zon-3-un|merna}xunokcauauu-2(1H)-
oH (5d). Beixox 107 mr (77%). XKentstit nopomok. T. mi.
223-224 °C. Ocaok npezcTraBisieT codoi cMech H30MEpOB
A-4d:B-4d:A-5d:B-5d B coortnomenuu 60:7:10:23. Croextp
SAMP 'H, 8, m. 1. (J, T'm): Tayromep A-4d: 4.23 (2H, c,
CH,); 6.51 (1H, ¢, H-4 Pz); 7.01 (1H, o. n, J=4.7, J=3.8,
H-4 Th); 7.23 (1H, . n, J = 7.5, J = 1.1, H-6 Qn); 7.24—
7.34 (3H, M, H Qn, H Th, H Ph); 7.36-7.54 (4H, m, H Qn,
H Th, H Ph); 7.64 (2H, n. n, J = 7.6, H-2,6 Ph); 7.68 (1H,
n,J= 8.1, H-5 Qn); 12.41 (1H, ¢, NH).
3-{[5-(Tpudpropmernn)-1-penun-1H-nupazon-3-uia]-
MeTwiI}xuHokcaauH-2(1H)-on (5e). Ilocrne kumsiueHus
PCAKIUOHHYIO CMCCh BBIACPKUBAIOT IIPU KOMHATHOM TeM-
neparype B TeueHue 2 cyT. OOpa3oBaBHIMIACS 0CaI0K
oTunbTpoBhIBatOT U npombiBaioT EtOH. Beixom 57 mr
(43%). XKenteie xpuctamibl. T. mi. 238-239 °C. Ocamgox
MPECTaBISIET COOOM CMECh JABYX TayTOMEepoB A-5e (26%)
u B-5e (74%). UK cnektp, v, em 1 3037, 2998, 1676, 1634,
1500, 1410, 1123. Cnextp SIMP 'H, &, m. x. (J, I'n):
Tayromep A-Se: 4.22 (2H, ¢, CH,); 7.05 (1H, c, H-4 Pz);
7.25-7.34 (2H, M, H Qn); 7.45-7.57 (6H, M, H Qn, H Ph);
7.74 (1H, n. n, J = 8.1, J = 1.2, H-5 Qn); 12.45 (1H, c,
NH). Tayromep B-5e: 6.25 (1H, ¢, =CH-); 6.83 (1H, n,
J=17.3,H-8 Qn); 6.85 (1H, 1. n, J=7.6, J = 1.3, H-6 Qn);
693 (1H, 1. n, J = 7.6, J = 1.3, H-7 Qn); 6.97 (1H, n. &,
J=178,J=12, H-5 Qn); 7.30 (1H, ¢, H-4 Pz); 7.60 (1H,
T.T,J=72,J=15,H-4 Ph); 7.64 2H, 1, J = 7.6, H-3,5
Ph); 7.69 (2H, n, J = 7.6, H-2,6 Ph); 9.97 (1H, c, NH);
11.23 (1H, ¢, NH). Cnekrp AMP "F, §, m. 1.: TayTomep
A-5e: 106.2 (c, CF3;). Tayromep B-5e: 106.3 (c, CF;).
Haﬁ}leHO, %: C 6149, H 356, N 15.07. C|9H]3F3N40.
Brruucaeno, %: C 61.62; H 3.54; N 15.13.
3-[(3-Metui-1-penni-1H-nupa3o-5-ujia)MeTH1 | XuH-
okcaaun-2(1H)-on (4f). [locie kumsUeHNs peakKIMOHHYIO
cMmech pa3bdasmsror 6 mi H,O. Ocanok oTHUiIsTPOBEIBAIOT
n npombiBatoT BogHeM EtOH (1:1). Bexox 50 mr (44%).
Cepwiii mopomok. T. mn. 179-180 °C. Coenunenue
mpeacTaBisieT coboit cmech TayToMepoB A-4f (88%) n B-4f
(12%). UK cnextp, v, cM: 3007, 2898, 2832, 1673, 1503,
748. Cnextp SIMP 'H, 8, m. 1. (J, T'm): Tayromep A-4f:
2.18 (3H, ¢, CH3); 4.16 (2H, ¢, CH,); 5.98 (1H, c, H-4 Pz);
724 (1H, 1. n, J=17.8, J = 1.1, H-6 Qn); 7.28 (1H, n. &,
J=82,J=09,H-8Qn); 736 (IH, 1. 1, J=74,J = 1.1,
H-4 Ph); 7.41-7.49 (3H, m, H-7 Qn, H-3,5 Ph); 7.55 (2H,
o n,J=179, H-2,6 Ph); 7.66 (1H, n. o, J = 8.0, J = 1.1,
H-5 Qn); 12.36 (1H, ¢, NH). Cnexrp SIMP “C, §, m. n.:
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13.3;30.1; 106.9; 115.3; 123.2; 124.7; 127.3; 128.3; 129.0;
129.9; 131.5; 131.9; 139.1; 139.6; 147.9; 154.2; 157.9.
Haiineno, %: C 72.01; H 5.20; N 17.30. C;oH;sN4O.
Brruucneno, %: C 72.13; H5.10; N 17.71.

3-[(3-Pennsmm3okcazon-S-un)mMeruii|xunokcaaun-2(1H)-
oH (A-6a). Beixong 88 mr (79%). XKentele KpuCTaIBI.
T. mn. 226-227 °C. UK cnekrtp, v, oM 3009, 2966, 2891,
2842, 1660, 1613, 761. Cnextp IMP 'H, §, m. 1. (J, T'):
4.39 (2H, ¢, CH,); 6.93 (1H, ¢, H-4 Is); 7.31 (1H, T. &,
J=17.7,J=1.2,H-6 Qn); 7.33 (1H, n. n, J = 8.0, J = 1.1,
H-8 Qn); 7.46-7.51 (3H, m, H-3,4,5 Ph); 7.54 (1H, T. &,
J=17.6,J=1.3,H-7 Qn); 7.76 (1H, n. n, J = 8.1, J = 1.0,
H-5 Qn); 7.83-7.89 (2H, M, H-2,6 Ph); 12.53 (1H, ¢, NH).
Cnextp SMP 13C, 6, m. a.: 30.9; 100.9; 115.4; 123.3;
126.5; 128.4; 128.7; 129.0; 130.1; 130.2; 131.5; 132.1;
154.2; 156.3; 161.9; 169.4. Haiineno, %: C 70.42; H 4.30;
N 13.57. C18H13N302'0.25H20. BI)I‘II/ICJ'ICHO, %: C 7023,
H4.42; N 13.65.

3-{[3-(4-Xu10phpeHn1)N30KCca30J1-5-U1|MeTHI } XUHOKCA-
aun-2(1H)-on (6b). Beixon 67 mr (54%). XKenteie kpuc-
tamnel. T. mn. 227-228 °C. CoeauHeHHE NpenCTaBiseT
co00ii cMech ByX TayToMepoB A-6b (70%) u B-6b (30%).
UK cnektp, v, cM ': 3010, 2987, 2845, 1661, 1610, 1428,
755. Cnextp SIMP 'H, &, m. 1. (J, T'n): Tayromep A-6b: 4.39
(2H, ¢, CHy); 6.97 (1H, ¢, H-4 Is); 7.30 (1H, 1. 1, J = 7.8,
J=1.2,H-6 Qn); 7.33 (1H, 1, J = 8.3, H-8 Qn); 7.54 (1H,
T n J=178 J=12, H7 Qn); 7.57 2H, n, J = 8.7,
H-3,5 Ar); 7.76 (1H, n. n, J = 8.2, J = 1.0, H-5 Qn); 7.90
(2H, n, J = 8.7, H-2,6 Ar); 12.55 (1H, ¢, NH). Tayromep
B-6b: 6.29 (1H, ¢, =CH-); 6.93 (1H, 1. 1, J=17.5, J= 1.0,
H-6 Qn); 6.99-7.04 (2H, M, H-7,8 Qn); 7.17 (1H, ¢, H-4 Is);
744 (1H, o, J = 7.5, H-5 Qn); 7.63 2H, n, J = 8.6,
H-3,5 Ar); 7.93 (2H, n, J = 8.6, H-2,6 Ar); 9.44 (1H, c,
NH); 11.43 (1H, ¢, NH). Haiineno, %: C 63.17; H 3.68;
N 12.23. C18H12C1N302'0.25H20. BI)I‘II/ICJ'ICHO, %: C 6317,
H 3.68; N 12.28.

3-{[3-(Had1-2-11)u30Kca30.1-5-Wi|MeTU} XUHOKCATUH-
2(1H)-oH (6¢) u 3-{|5-(nadT-2-un)u3okcazon-3-uiamMermi}-
xuHokcaquH-2(1H)-on (7¢). Bwixon 75 wmr (59%).
XKentere kpucramisl. T. mi. 219-220 °C. C Ocanok npen-
cTaBisieT coboil cmech M3oMepoB A-6¢:B-6¢:A-7c:B-7¢ B
cootHomenun 60:22:11:7. Cnextp SIMP 'H, §, m. n.
(J, Tm): Tayromep A-6¢: 4.43 (2H, c, CH,); 7.06 (1H, c,
H-4 Is); 7.32 (1H, 1. 1, J=7.5, J= 1.0, H-6 Qn); 7.35 (1H,
o n,J=282 J=0.8, H-8 Qn); 7.55 (1H, 1. a0, J = 7.7,
J=1.2, H-7 Qn); 7.57-7.65 (2H, m, H Naph); 7.79 (1H, n.
n, J=28.0,J=0.9, H-5 Qn); 7.95-8.15 (4H, m, H Naph);
8.46 (1H, ¢, H-1 Naph); 12.57 (1H, ¢, NH). Tayromep B-6c¢:
6.33 (1H, ¢, =CH-); 6.93 (1H, T, J = 7.3, H-6 Qn); 6.99—
7.07 2H, m, H-7,8 Qn); 7.30 (1H, ¢, H-4 Is); 7.47 (1H, &,
J =179, H-5 Qn); 7.57-7.65 (2H, M, H Naph); 7.95-8.15
(4H, m, H Naph); 8.48 (1H, ¢, H-1 Naph); 9.47 (1H, c,
NH); 11.44 (1H, ¢, NH).

CMmech  3-{[3-(THO(DEH-2-NT)U30KCa30JI-5-UI|MeTHI }-
xuHokcaauH-2(1H)-ona (6d) u 3-{[5-(THodeHn-2-ua)-
U30Kca30J1-3-wi|meTwi} xuHokcaaun-2(1H)-ona (7d). Bel-
xon 45 mr (40%). XKenteiii mopommok. T. mn. 245-250 °C.
Ocanok TpesncTaBisier coboit cMech n3oMepoB A-6d:B-6d:
A-7d:B-7d B cootHOmeHN™ 27:31:17:25.
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3-[(3-MeTuiuzokcazon-S-minMeruii| xuHokcanud-2(1H)-
oH (6f). Boxon 58 mr (67%). OpaHkeBble KpUCTAILIBL
T. mn. 223-224 °C. CoeauHeHue MpeNCTaBIseT OO0
cMech JByX TayToMepoB A-6f (73%) u B-6f (27%).
UK cnektp, v, em : 3311, 2977, 1657, 1634, 1608, 736.
Cnextp SIMP 'H, 8, M. 1. (J, Tm): Tayromep A-6f: 2.21
(3H, ¢, CH3); 4.24 (2H, ¢, CHy); 6.10 (1H, ¢, H-4 Is); 7.24
(1H, 1. n, J=7.7, J = 1.0, H-6 Qn); 7.30 (1H, n, J = 8.1,
H-8 Qn); 7.45 (1H, 1. n, J = 7.7, J = 1.1, H-7 Qn); 7.69
(1H, 1, J = 8.0, H-5 Qn); 12.46 (1H, ¢, NH). Tayromep B-6f:
2.27 (3H, ¢, CHj); 6.17 (1H, ¢, =CH-); 6.30 (1H, c, H-4
Is); 6.82 (1H, 1. n, J=17.7,J= 1.1, H-6 Qn); 6.91 (1H, T. &,
J=178,J=1.1,H-7Qn); 6.95 (1H, n. n, J=7.8, J= 1.1,
H-8 Qn); 7.29-7.34 (1H, m, H-5 Qn); 9.08 (1H, ¢, NH);
11.22 (1H, ¢, NH). Cnextp SIMP °C, 8, m. 1.: 10.9; 30.6;
103.5; 115.4; 123.3; 128.3; 130.2; 131.4; 132.1; 154.2;
156.4; 159.5; 168.0. Haiineno, %: C 64.37; H 4.65; N 17.14.
C]3H]1N302. BI)I‘II/ICJ'ICHO, %: C 6472, H 460, N 17.42.

Cunre3 3-[(3-R-1H-nupa3zon-5-uia)MeTni| XuHOKCATNH-
2-onoB 9a,e (oOmiass meromuka). Cmech 0.36 MMoub
oensonuasenuna la,e u 57 mr (0.54 mmons) N,H,-2HCI B
4 mi EtOH kumstart B Te4eHHe S5 4, MOCIe Yero peakiiuoH-
HYI CMeCh OoxXJaxkiaawoT, pazbasisor 4 mu H,O. Ocamok
OT(UIBTPOBHIBAIOT, NMpoMbIBaloT BogubiM EtOH (1:1) n
BBICYIIIMBAIOT.

3-[(3-Penna-1H-nupa3ona-5-uia)MeTws | XHHOKCAJIUH-
2(1H)-ou (9a). Beixon 61 mr (54%). Cepsrlii nopomiok. T. .
265-267 °C. CoenuHeHHe MpeCTaBiIsieT OO0 cMech IBYX
tayToMepoB A-9a (38%) u B-9a (62%). Ilocne mepe-
kpuctamnuzanuu u3 BogHoro EtOH (1:1): A-9a:B-9a
=90:10. UK crektp, v, cM ': 3255, 3002, 1667, 1551, 751.
Crextp IMP 'H, &, m. 1. (J, T'): Tayromep A-9a: 4.18
(2H, ¢, CH,); 6.53 (1H, c, H-4 Pz); 7.25-7.30 (2H, M,
H-6 Qn, H-4 Ph); 7.31 (1H, n. n, J = 8.0, J = 1.2, H-8 Qn);
7.34-7.42 (2H, m, H-3,5 Ph); 7.51 (1H, T. o, J = 7.8,
J=12,H-7 Qn); 774 3H, n, J =78, J = 1.1, H-5 Qn,
H-2,6 Ph); 12.42 (1H, ¢, NH Qn); 13.00-14.00 (1H, ym c,
NH Pz). Tayromep B-9a: 6.21 (1H, ¢, =CH-); 6.82 (1H, T.
n,J=174,J=1.6,H-6 Qn); 6.83 (1H, ¢, H-4 Pz); 6.92 (1H,
T, J = 8.0, H-7 Qn); 6.95 (1H, n, J = 7.3, H-8 Qn); 6.96 (1H,
o n,J="176,J=12,H-5Qn); 7.34-7.42 (1H, m, H-4 Ph);
748 (2H, T, J = 7.8, H-3,5 Ph); 7.80 (2H, n, J = 7.8,
H-2,6 Ph); 10.30 (1H, ym1. ¢, NH Qn); 11.02 (1H, ¢, NH Qn);
13.00-14.00 (1H, ym. ¢, NH Pz). Haiineno, %: C 69.23;
H 477, N 18.25. C13H14N40'0.5H20. BBI‘II/ICJ'[GHO, %:
C 69.44; H 4.86; N 18.00.

3-{[3-(Tpudropmernn)-1H-nupa3o.i-5-ujia|MeTH1 } XUH-
oxkcanun-2(1H)-on (9e). Beixon 71 wmr (67%). benwrit
nopomok. T. . >330 °C (t. mr. >300 °C).*® Coemunenne
MpeCTaBIseT co00l cMech IBYX TayToMepoB A-9e (90%)
i B-9e (10%). Criextp SIMP 'H, 8, m. 1. (J, I'm): Tayromep
A-9e: 4.21 (2H, ¢, CH,); 6.40 (1H, ¢, H-4 Pz); 7.23 (1H, T.
n,J="17.7,J=1.1,H-6 Qn); 7.30 (1H, x. n, J=79,J=1.1,
H-8 Qn); 7.44 (1H, 1. n, J = 7.8, J = 1.1, H-7 Qn); 7.69
(1H, o, J=17.9, H-5 Qn); 12.43 (1H, ¢, NH Qn); 13.34 (1H,
¢, NH Pz). Tayromep B-9e: 6.30 (1H, c, =CH-); 6.76 (1H,
T, J = 8.1, H-6 Qn); 6.88 (1H, 1, J = 7.6, H-8 Qn); 6.92
(1H, 1, J = 7.6, H-7 Qn); 8.62 (1H, ¢, NH Qn); 11.00 (1H,
¢, NH Qn); ocTanbHbIe CHTHAIBI MACKUPYIOTCS.
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Cunre3 3-[(3-R-1H-nupa3zoJi-5-mi)MeTHI| XUHOKCAIMH-
2-onoB 9b-d (oOmas meromuka). Cmecy 0.36 mMMoIib
oenzomuazenuaa 1lb—d u 59 wmr (0.54 mmonb) ruapo-
xjopuaa THoceMukapbasuna B 6 min EtOH kumstar B
TeueHne 5-24 4, rmocie 4ero peakiMOHHYI0 CMECh OXJIAX-
naroT. Ocalok OTQUIBTPOBBIBAIOT, MPOMBIBAIOT BOJHBIM
EtOH (1:1) u BeICYIIMBAIOT.

3-[3-(4-Xnoppennun-1 H-nupazoi-5-ui)MeTusi| XuHokca-
JuH-2(1H)-on (9b). Bexon 74 mr (61%). Cepslit HOpoIIOK.
T. . 308-310 °C. CoemuHeHue NpeACTaBISICT COOOM
cMech ByX TayTroMepoB A-9b (52%) u B-9b (48%). [Tocne
nepexpuctaumzanuy w3 BogHoro EtOH (1:1): A-9b:B-9b =
=90:10. UK cnektp, v, em ': 3319, 3233, 2968, 2889, 1659,
1549, 753. Criextp SIMP 'H, 8, m. 1. (J, I'i): Tayromep A-9b:
4.16 (2H, ¢, CH); 6.48 (1H, ¢, H-4 Pz); 7.25 (1H, T,
J=17.6,H-6 Qn); 7.29 (1H, n, J = 8.0, H-8 Qn); 7.37 (2H,
I, J = 8.1, H-3,5 Ar); 7.46 (1H, 1, J = 7.6, H-7 Qn); 7.71
(2H, n, J = 8.1, H-2,6 Ar); 7.72 (1H, n, J = 7.6, H-5 Qn);
12.39 (1H, ¢, NH Qn); 12.77 (1H, c, NH Pz). Tayromep B-9b:
6.15 (1H, ¢, =CH-); 6.68 (1H, ¢, H-4 Pz); 6.74 (1H, T,
J=1.5,H-6 Qn); 6.80-6.96 (1H, yu. c, H-7 Qn); 6.88 (1H,
n, J =73, H-8 Qn); 6.93 (1H, x, J = 8.0, H-5 Qn); 7.44
(2H, n, J = 8.2, H-3,5 Ar); 7.80 (2H, n, J = 8.2, H-2,6 Ar);
10.35 (1H, ¢, NH Qn); 10.90 (1H, ¢, NH Qn); 11.50-14.00
(1H, ym. c, NH Pz). Haiineno, %: C 64.12; H 3.75;
N 16.55. CgH3CIN4O. Brruucneno, %: C 64.19; H 3.89;
N 16.64.

3-[3-(Ha¢r-2-ni-1H-nupa3osi-5-ui)MeTH1| XuHOKCAJTUH -
2(1H)-on (9¢). Boixon 84 mr (65%). bensrit mopomiok. T. .
266-267 °C. CoennHeHHE NpeacTaBiIsLeT co00i cMech IBYyX
TayToMepoB A-9¢ (44%) u B-9c¢ (56%). Ilocne mepe-
kpuctammu3anuu u3 BoaHoro EtOH (1:1): A-9¢:B-9¢
=100:0. MK cmextp, v, cM 1 3263, 2820, 2763, 1668, 1557,
787. Crextp SIMP 'H, &, m. 1. (J, I'np): Tayromep A-9c:
4.20 (2H, ¢, CHy); 6.57 (1H, c, H-4 Pz); 7.24 (1H, 1. n,
J=171,J=1.2,H-6 Qn); 7.27 (1H, n. n, J = 8.0, J = 0.8,
H-8 Qn); 7.36-7.55 (3H, M, H-7 Qn, H Naph); 7.73 (1H, x.
n,J=28.2,J=1.1, H-5 Qn); 7.78-8.00 (4H, m, H Naph);
8.17 (1H, ¢, H-1 Naph); 12.38 (1H, ¢, NH Qn); 13.49 (1H,
yur. ¢, NH Pz). Tayromep B-9¢: 6.20 (1H, ¢, =CH-); 6.75
(1H, T, J = 8.0, H-6 Qn); 6.79 (1H, yu. c, H-4 Pz); 6.83—
6.97 (1H, ym. ¢, H-7 Qn); 6.90 (1H, 1, J = 6.9, H-8 Qn);
6.94 (1H, n, J = 7.9, H-5 Qn); 7.39-7.47 (2H, m, H Naph);
7.79-7.97 (4H, m, H Naph); 8.30 (1H, ¢, H-1 Naph); 10.39
(1H, ¢, NH Qn); 10.91 (1H, ¢, NH Qn); curnamx mpoToHa
NH Pz nve obnapyxen. Haiineno, %: C 74.31; H 4.59;
N 15.68. C22H16N40'0.25H20. BBI‘II/ICJTCHO, %: C 7404,
H 4.66; N 15.70.

3-{[3-(Tuoden-2-un)-1H-nupazo-5-uja|MeTHa } XuH-
oxcanun-2(1H)-on (9d). Beixon 83 mr (75%). XKenrorit
mopomok. T. mi. 267-268 °C. Ocamox TpencTaBisieT
coboit cmecp TayromepoB A-9d (60%) u B-9d (40%).
ITocne mnepexpucrammusamuu n3 BogHoro EtOH (1:1):
A-9d:B-9d = 100:0. UK cmekTp, v, em ' 3232, 2842, 1665,
752, 707. Cnextp SIMP 'H, 3, m. x. (J, T'm): Tayromep
A-9d: 4.16 (2H, ¢, CHy); 6.30 (1H, c, H-4 Pz); 6.98 (1H, T,
J = 4.0, H-4 Th); 7.23-7.27 (3H, M, H-6 Qn, H-3,5 Th);
7.29 (1H, n, J = 8.1, H-8 Qn); 743 (1H, 1, J = 7.3,
H-7 Qn); 7.70 (1H, n, J = 7.8, H-5 Qn); 12.38 (1H, c,
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NH Qn); 12.59 (1H, ¢, NH Pz). Tayromep B-9d: 6.15 (1H, c,
=CH-); 6.50 (1H, ym. ¢, H-4 Pz); 6.77 (1H, T, J = 8.2,
H-6 Qn); 6.81-6.95 (1H, ym. ¢, H-7 Qn); 6.91 (1H, &,
J=179,H-8 Qn); 6.93 (1H, 1, J=7.9, H-5 Qn); 7.12 (1H,
a.n,J=5.0,J=3.9H-4 Th); 7.33 (1H, x, J= 5.0, H-5 Th);
10.34 (1H, ¢, NH Qn); 10.96 (1H, ¢, NH Qn); 13.44 (1H, c,
NH Pz); curman mnporona H-3 Th wackupyercs.
Haiineno, %: C 62.02; H 3.79; N 18.13. C;sH;,NOS. BnI-
yucieHo, %: C 62.32; H3.92; N 18.11.

Cunre3 nukeroxuHoOkcaaumHoB 10a—e (oOmas mero-
nuka). PactBop 0.5 Mmonp OeHzonmasenuHa la—e B 6 mi
Boguoii HCl kunstar B Teuenune 4-10 u, mociie 4ero
PCAKIMOHHYI0 CMECh OXJIaXIAIT, OCAIOK OT(UIBTPO-
BBIBAIOT, IPOMBIBAIOT BOJIOH U BBICYIITUBAIOT.

(2)-3-((Z)-4-T'napoxcu-2-okco-4-peHnN0y T-3-e HIIIH/IEH)-
3,4-nuruapoxunokcaann-2(1H)-on (10a). Beixon 101 mr
(66%). Kpacuprii mopomiok. T. mi. 265-266 °C (T. mi.
248 °C).® Ocaok mpecTaBisieT codoii cMech TAyTOMEPOB
enon-10a (92%) u xero-10a (8%). UK cmextp, v, cM
2857, 1680, 1590, 1434, 1395, 742. Cnextp SIMP 'H, &, M. 1.
(/, T'm): Tayromep enon-10a: 6.10 (1H, c, =CH-); 6.54
(1H, ¢, =CH-); 7.07-7.14 (3H, m, H Qn); 7.47-7.57 (4H,
M, H Qn, H-3,4,5 Ph); 7.89 (2H, n, J = 7.1, H-2,6 Ph);
11.90 (1H, ¢, NHCO); 12.34 (1H, ¢, NH); 16.20 (1H, ym. c,
OH). Tayromep kerto-10a: 4.29 (2H, c, CH,); 6.18 (1H, c,
=CH-); 7.05-7.15 (3H, m, H Qn); 7.43 (1H, n, J = 7.3,
H-5 Qn); 7.47-7.57 (2H, m, H-3,5 Ph); 7.65 (1H, T. T,
J=174,J=1.3, H-4 Ph); 8.00 2H, n. n, J= 8.0, J = 1.0,
H-2,6 Ph); 11.96 (1H, ¢, NHCO); 12.84 (1H, ¢, NH).

(2)-3-1(£)-4-T'unpokcu-2-okco-4-(4-xyuopdpenun)oyr-
3-enuamnaen|-3,4-nuruapoxurHokcanun-2(1H)-on (10b).
Bexon 105 mr (62%). Kpachslii mopommok. T. 1. 262-263 °C.
Ocaznok npeacTaBisieT codoit cMmech TayroMepoB eHom-10b
(88%) m kero-10b (12%). MK cmekTtp coOTBETCTBYET
mureparypubsivM aaunbM.’ Criexrp IMP 'H, 8, m. 1. (J, Tn):
Tayromep enoa-10b: 6.05 (1H, ¢, =CH-); 6.42 (1H, c,
=CH-); 7.03-7.09 (2H, m, H Qn); 7.11 (1H, 1. 1, J = 7.3,
J=23,H-7Qn); 7.36 (1H, n. n, J=7.1, J= 2.0, H-5 Qn);
748 (2H, 0, J = 8.6, H-3,5 Ar); 7.89 (2H, n, J = 8.6,
H-2,6 Ar); 11.83 (1H, ¢, NHCO); 12.42 (1H, c, NH); 15.88—
16.10 (1H, ym. ¢, OH). Tayromep keto-10b: 4.23 (2H, c,
CHy); 6.15 (1H, ¢, =CH-); 7.43 (2H, 1, J = 8.3, H-3,5 Ph);
7.99 2H, n, J = 8.3, H-2,6 Ph); 11.93 (1H, ¢, NHCO);
12.90 (1H, ¢, NH); mpoTOHBI XHHOKCAJIMHOBOTO IHKJa
MaCKUPYIOTCS.

(2)-3-[(Z£)-4-T'unpoxcu-4-(nagr-2-uma)-2-okcodyT-3-eH-
winaen|-3,4-nuruapoxunoxcaiud-2(1H)-on  (10c¢). Boixon
141 mr (79%). Kpacasrit nopormmok. T. m. 279-280 °C (T. .
279-280 °C).4 Ocajiok mpeacTaBiseT co00 cMech TayTo-
MepoB eHoi-10c¢ (88%) m kero-10c (12%). UK cmektp
COOTBETCTBYET NUTepaTypHeIM AaHHbM.' Criektp SIMP 'H,
o, M. 1. (J, I'm): Tayromep enoa-10c: 6.15 (1H, ¢, =CH-);
6.73 (1H, ¢, =CH-); 7.08-7.16 (3H, M, H Qn); 7.50-7.56
(1H, M, H-5 Qn); 7.56-7.75 (2H, m, H Naph); 7.95-8.05
(3H, m, H Naph); 8.08 (1H, n, J = 7.3, H Naph); 8.55 (1H,
¢, H-1 Naph); 11.92 (1H, ¢, NHCO); 12.38 (1H, c, NH);
16.27 (1H, ¢, OH). Tayromep ketro-10c: 4.36 (2H, c,
CH,); 6.21 (1H, ¢, =CH-); 7.00-8.15 (8H, m, H Qn,
H Naph); 8.19 (1H, n, J = 8.7, H-3 Naph); 8.35 (1H, x. x,

J=28.7,J=2.0, H-4 Naph); 8.67 (1H, c, H-1 Naph); 11.92
(1H, ¢, NHCO); 12.94 (1H, ¢, NH).

(£)-3-[(Z£)-4-T'unpoxcu-2-oxkco-4-(truoden-2-ui)-3,4-
AUruapooyr-3-enusimaeH|-3,4-nuruapoxunokcanuu-2(1H)-
on (10d). Beixozg 65 mr (41%). KpacHsrii moporok. T. .
252-253 °C. Ocamok TpeAcTaBIIsICT COOOH CMeCh TayTo-
MepoB eHon-10d (60%) u xeto-10d (40%). UK cmektp,
v, oM 2 3008, 2893, 1670, 1595, 1415, 708. Criektp SIMP 'H,
S, M. 1. (J, T'm): Tayromep enoa-10d: 5.98 (1H, ¢, =CH-);
6.27 (1H, ¢, =CH-); 7.00-7.13 (3H, m, H Qn); 7.17 (1H, T,
J =44, H-4 Th); 7.36-7.41 (1H, m, H-5 Qn); 7.74-7.78
(2H, M, H-3,5 Th); 11.80 (1H, ¢, NHCO); 12.11 (1H, c,
NH); 16.10-16.40 (1H, ym. ¢, OH). Tayromep kero-10d:
4.14 (2H, ¢, CH,); 6.15 (1H, ¢, =CH-); 7.21 (1H, T, /= 4.8,
H-4 Th); 7.32-7.38 (1H, M, H-5 Qn); 7.92-7.97 (2H, wm,
H-3,5 Th); 11.92 (1H, ¢, NHCO); 12.93 (1H, c, NH).
Haiineno, %: C 60.02; H 3.68; N 8.82. C;sH;,N,05-0.33H,0.
Brruucaeno, %: C 60.38; H4.01; N 8.80.

(2)-3-((Z)-4-T'uapokcu-2-okco-5,5,5-tpudropneHt-
3-enmnaen)-3,4-muruapoxunoxcanun-2(1H)-ou (10e). Bori-
xox 98 mr (66%). Kpacusrit mopomok. T. m1. 280-281 °C
(1. . 272-273 °C).* Crextp SIMP 'H, 8, m. 1. (J, T'): 6.10
(1H, ¢, =CH-); 6.20 (1H, ¢, =CH-); 7.05-7.20 (3H, M, H Qn);
7.57 (1H, n, J = 7.3, H-5 Qn); 12.12 (1H, ¢, NHCO); 12.52
(1H, ¢, NH); curnan nporona OH He oOHapy»xeH.

Cunte3 3-(rerapujaMeTHJI)XHHOKCAJIMH-2-0HOB 4a,e,
5a, 6e, 1le u3 nukeroxuHokcaiauHoB 10a,e (oOmuias
Metoauka). Cmeck 0.36 MMous nukeToxuHOKcanuHa 10a,e
u 0.54 mmons ruapoxiopuaa ounykiaeoduiaa B 3 min EtOH
KUMATAT B TedeHue 2—-24 4, Mociie 4Yero peakiMOHHYIO
CMECh OXJIAXJIAIT, OCAI0K OT()HUIBTPOBHIBAIOT, IPOMBI-
BarOT BO}IOﬁ 1 BBICYHIUBAIOT.

Cmecyr  3-[(1,5-nudenunn-1H-nupazon-3-uia)meru)-
xuHokcaquH-2(1H)-ona (S5a) un 3-[(1,5-mupenunn-1H-
nupa3zoi-3-wimMerwi|xunoxkcaaun-2(1H)-ona (4a). Beixoxg
91 wmr (67%). benbrit mopomok. OcaZoK MpeacTaBseT
coboit cmech nzomepoB A-4a:A-5a:B-5a B cooTHOIIEHUU
84:7:9. Criextp SIMP 'H, 8, m. 1. (J, I'rr): Tayromep B-5a:
6.23 (1H, ¢, =CH-); 6.77 (1H, c, H-4 Pz); 6.83 (1H, . n,
J=15,J=12,H-6 Qn); 6.86 (1H, n, J = 7.4, H-8 Qn);
695 (1H, t. o, J = 7.8, J = 1.5, H-7 Qn); 6.97 (1H, &,
J=1.7,H-5 Qn); 7.25-7.55 (10H, m, H Ph); 10.36 (1H, c,
NH); 11.12 (1H, ¢, NH).

3-{[3-(Tpudropmern)-1-pennn-1H-nupa3on-5-unial-
MeTw1} xuHokcaauH-2(1H)-on (4e). Beixon 92 mr (69%).
Kenteiit mopomok. T. mm. 237-238 °C. Ocamok mpen-
crapisier coboil cMech nByX TayromepoB A-4e (91%) u
B-4e (9%). UK cnektp, Vv, em ' 3007, 2965, 2889, 1661,
1503, 1247, 755. Cmextp SIMP 'H, 8, m. a. (J, T'n):
Tayromep A-4e: 4.25 (2H, ¢, CH,); 6.64 (1H, ¢, H-4 Pz);
723 (1H, v. 1, J = 7.7, J = 1.2, H-6 Qn); 7.29 (1H, n. n,
J=82,J=11,H-8Qn); 745 OIH, 1. n, J=7.7, J = 1.2,
H-7 Qn); 7.49 (1H, 1. T, J=7.2, J = 1.3, H-4 Ph); 7.52 (2H,
T, J=7.3, H-3,5 Ph); 7.61 2H, 1, J = 7.2, H-2,6 Ph); 7.65
(1H, o. o, J = 8.0, J = 1.1, H-5 Qn); 12.43 (1H, ¢, NH).
Tayromep B-4e: 6.05 (1H, ¢, =CH-); 6.79 (1H, T. &,
J=117,J=1.2, H-6 Qn); 6.87-6.97 (2H, m, H-7,8 Qn);
9.01 (1H, c, NH); 11.14 (1H, ¢, NH); octanbHbIe CUTHAIBI
e obuapyxenst. Criektp SIMP °C, 8, m. 1. (J, T'm): 29.9;
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105.4 (x, *Jep = 1.2, C-4 Pz); 115.3; 121.5 (x, 'Jop = 268.8,
CF;); 123.2; 125.2; 128.3; 129.0; 129.3; 130.0; 131.4;
131.9; 138.6; 141.0 (x, “Jcr = 37.3, C—CF3); 141.5; 154.0;
157.1. Cnektp SIMP YF 8, M. 1.0 102.0 (c, CF3). Haiineno,
%: C 61.31; H 3.46; N 15.16. C9H3F;N4O. Brruncinesno,
%: C 61.62; H3.54; N 15.13.

3-[(5-T'unpoxcu-5-rpudropmerus-4,5-IMruIpon3oKcasosi-
3-na)meruwi|xunokcaaud-2(1H)-on (1le). Ilocne kums-
YeHUS K PEaKIMOHHON cMecu mobaBmsiror 5 mu H,O wu
ocasok oThWILTPOBEIBAIOT. Brixon 71 mr (63%). XKentbrit
nopomok. T. mi. 190-200 °C. Ocanok, npeacTaBISIOUIHHA
co0oii cMech u3omepoB A-6e:B-6e:A-11e:B-11e B coor-
HomeHun 23:5:59:13, pactBopstor B 2 min EtOH u
BBIIEPKUBAIOT B TeueHue 2 cyT npu —20 °C. Bemasmmii
ocanok coeauHeHus 1le oOTQUIBTPOBHIBAIOT, (QHUIBTPAT
JUIsL TIOBBIIICHUS BBIXOJAa pPa30aBisIOT BO#OH. Bwimenus-
nieecss JOMOJHUTENbHOE KOJIMYECTBO MPOYKTa MEepeKpuc-
Tamu30BbIBalOT U3 EtOH, kak omucaHO BbIIIC B JaHHOU
meroauke. OOmwmit Bexon 29 mr (26%). XKenTeiii mOpoIIOK.
T. mn 213-214 °C. Ocajok mpencrapiser coOoi cMech
nm3omepoB A-11e:B-11e B cootnomenun 73:27. UK cnektp,
v, oM 1 3327, 3155, 3011, 2908, 1652, 1562, 1175, 1058.
Crextp SIMP 'H, 8, M. 1. (J, I'p): Tayromep A-11e: 3.21
(1H, n, J=18.7) n 3.60 (1H, 1, J = 18.7, CH; Is); 3.88 (1H,
n,J=16.7)u3.93 (1H, x, J=16.7, IsCH,Qn); 7.29-7.33
(1H, m, H-6,8 Qn); 7.53 (1H, 1. n, J = 7.8, J = 1.4, H-7
Qn); 7.70 (1H, 1. n, J = 8.4, J= 1.3, H-5 Qn); 8.38 (1H, c,
OH); 12.51 (1H, ¢, NH Qn). Cnekrp SIMP “F, §, m. n.:
80.5 (c, CF;). Tayromep B-11e: 3.26 (1H, o, J = 18.2) u
3.70 (1H, », J = 18.2, CH; Is); 5.74 (1H, ¢, =CH-); 6.97
(1H, t. n, J =75, J = 1.3, H-6 Qn); 6.99-7.05 (2H, M,
H-7,8 Qn); 7.23 (1H, n. x, J=7.9, J= 1.4, H-5 Qn); 8.50
(1H, ¢, OH); 9.90 (1H, ¢, NH); 11.50 (1H, c, NH). Cnextp
SAMP "F, §, m. 1. 80.9 (c, CFs). Haiineno, %: C 49.75;
H 340, N 13.29. C13H10F3N303. BBI‘II/ICJ'ICHO, %: C 4985,
H3.22; N 13.42.

Paboma evinonnena npu gunancosou
PODU (npoexm Ne 14-03-31925).
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