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CUHTE3 TPUOGTOPMETHUJICOAEPXAIIINX TETEPOIIUKIICB
PYOA 1,5-BEH30/IMA3ENHA

Peakiueir a,ﬂ—nenpeneﬂwmx KETOHOB CI~‘3CO('ZI~I=C‘RJLR2 C 0-GEeHWIEHANAMUEOM
6bUIH oy ueHs! TpudTOpMETIICOREpXKaHMe 2, 3-Hurugpo-1,5-0eH3041aseIHHbL.

Bsenenme dropa B opramwyeckye MOJEKYJISI HACTO XAPAWHANLHO M3MEHIET
HMX CBOWCTBA, TPHWBONHMT K IOJBJACHHWIO HOBHX ICHHHX KauyeCTB, B YACTHOCTH
BBICOKOHM (DM3MOMOTHYSCKON aKTMBHOCTH (HTOopUpOBaHBEIX coequaenwmit [1, 21].
3HaunTeNHPHOS KOAMYECTBO WCCASHOBAHWH NOCBAINEHO CHHTE3SY [eTEPOLHKIIOB,
COTepXanmx TPHDTOPMETUABHYIO TPYIITY, TaK KaK MHOTHE W3 HUX IPOIBJISIOT
(bUBHOAOTHUECKYIO0 AKTHBEOCTE (TPAGTOPTAMUIEH, TPA(PTA3WH IMHPOKO MCHOIB-
3VIOTCA B KAYESCTBE JIEKAPCTBERHEX cpencTs) . ['erepouukias OeH30ANAZENMHOBOTG
pama yXe - H2mIU OHEPOKOS IIPHMCEHCHHE B MeI(HIlHHCKOﬁ IPAKTHKC Kax
TPAaHKBHJIW3ATOPH, AHTHKOHBYJIGCAHTHL ¥ KaHUepocTaTuke {3 ]

Hecmotps Ha 10, 4T0 peaknmd o,B-HEnpeXeJbHbIX KETOHOB ¢ OmdyyHKIIno-
HATHHHIMHA HyKJeo(QWIaMy IIHPOKC OPUMEHSUIACH IS CHHTE3a FeTepCLIUKJIOB,
3ToT MeTox He ObuT pazpaboTad B cryuae «,B-HEOpENenbHabIX KETOHOB ¢ TPYIIoR
CF3. ViMeercsa enuuCTEEEHBIE IIPHMED CHHTE3a € BCHO/Ib30BAHAEM ANECTHICHOBRIX
KETOHOB, IOJIYYEHHBIX TPU(TOPALeTHIMPOBAHNAEM TATHHOPTAHAYESCKHX COCRMHE
auit [4]. Tlo-suxmMomy, 310 CBS33HO € MaJIO¥ JOCTYIIHOCTHIO a,f-HenpereapaRX
KETOHOB ¢ mepdTOPUPOBANHEM PATHUKAIOM.

a,S-Henpenenssrie xeronsi RfCOCH=CHR, comepxampe B MOJEKyIe Kax
BbICOKOSJ‘IeKTPO(bI/IJIBHYIO OBOMHYIO (B35, TaK ¥ YPE3BHUAWHO aKTUBHYIO
XapOOHWABHEYTO IPYIITY, SBASIOTCS BECHMA LCHHMMY CHHTOHAME JUIsL IONYUYCHHS ©
PABTHYHBIX cbvopco;(epxaumx coepuHenyH. ITepCIeXTHBHBIM METOXOM HOLy4e-
HHS TAKHX KETOHOB SBJIETCS HPIMOE SIeKTPO(IIBHOE nepdpﬁ:opanmpo:sa}me
HENPEIEIbHEIX YIICBOXOPOKOB, ONHAKO BIUIOTH HO HomenHero BPEMEET TAKOH
CHHTETHUYECKHH METOZ OTCYTCTBOBAIL.

TpudTOPYKCYCHBIA aHTHADK]] B3aUMONEHCTBYET C aJIKeHaMH coz{epmaumME
AXTUBUPOBAHHYIO JBOMHYIO CBS3b: cEaMuuamy [J |, suawnossivu 3¢upamy {6 ] u
BusmaTHO3bUpamu [7]. OZHako ¢ HEaXTHBMPOBAHHBIME AJKCHAMY U HHCHAMY
TpATOPYKCYCHBIE AHTUAPUN He B3auMORCHCTBYET. DT0 CBI3aHO ¢ HCXOCTATOUHOR
3IEeKTPO(VIABHOCTHIO WCTIONb3YEMBIX pearcHToB. IIOMEITKY aKTHBHpOBATH
TpUDTOPYKCYCHBIN aHerxpm_( KUCHOT2ME JipIouca npnsozmr X K&TI/IOHHOH
TOJIAMEPHU3AIHE UCXONHBIX CYyOCTPaToB.

HemaBro Hamm OBUI OpENIOXKEH METOR NPIMOTO  3JIEKTPODMILHOTO
nepdTOPALXINPOBAHUS ANKCHOB, OCHOBAHHHIM HA HCIOJIH30BAHUM TPHPTOPYK-
CYCHOYO aHruapupa (@id APYr¥X AHMHAPUEOB HephTOpKApOOHOBHIX KHC/IOT)
IPUCYTCTBUN KOMIUIEKCA HUMeTWICYb(huna ¢ TpexdropucrsiM SopoM [8 I: Btor .
METOI MO3BOJSET HOAYYATh HENPENeabHEC KETOHB, COmepXammue IephTopupo-
BRaHHEI 3amecTmrens [9—12 1. '
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Msr u3yumim B3auMoneHCTBHE TPU(DTODAUESTWIHHEX TPONZBONHEBX CTHPOJIA,
MeTHICHIMK 00y TaHa, MeTrwieHagamManrara I—III, momyuenmpix pamee [12], ¢
o-QeHWICHNEAMAHOM. Peaknuio MpOBOTWIM B DJTAHONE HPH KANSYEHUH B
TEYCHHE HECKOJABKHX UACOB. B pe3yabrare ORI NOIYYEHH 3aMENIEHHES
2,3-murvnpo-1,5-6ensonuaszenuns IV—VI:

HZN NH,

COCF,
———-——»

-
IV(86%), V(81%), v1(75%)

"I, IV R'=H, R?%=Ph; II, V R!=R?= —CH,CH,CH,~ ; IIl, VI R'=R%=

B comexrpax IIMP stwx coenuuenwid B obnacrte 7,3...6,6 M.I. HpOIBAIETCE
CHCTEMA CHArHAJIOB, XapakTepHasd OIS O-KA3AMEIICHHOTO 6CH30JII>HOI‘O sappa. B
cmextpe coemmmenus IV mpmcyrcrsyer nybmer nybmeros mpm 4,66,
COOTBETCTBYIOWMI curHany 2-H, w curmamst nporowos 3-H — 2,96 (1. n. m,
2,83 M. 1. (m. m). B cexypax IIMP coemmuenmnit V u VI oGHAPYXEHBI CHEIJIETHEIES
cursams opu 2,78 u 2,72 M. I. COOTBETCTBEHHO, OTBEUAIONINE TpoToHaM 3-H.
B coextpax SIMP B¢ 1,5-6en3onnas3enuEoB NPHUCYTCTBYET XapaxTepHsA
CHTHAJT TPYIITHL CF3 — xpagpymier B obuaactu 120...125 M. 1. ¢ KOHCTaH-
Toit* Jc—F 280...300 I'm w curman atoma yorepoga C(4) — KBampyIUICT IIpH
151...155 M. n. ¢ “Jc—F 33,0..33,7 Tu. IIpmcyrcrevie mOCASTHEr0 CHTHANA B
CIEXTpe HOXTBEPXAACcT Hamnume nAeoiuoi cegsw C=N B CTPYKTYPE HOLYYCHHEX
COCHMHCEIN.
W3BecTHO, YT0 BO MHOIMX CAyYasx TPAQTOPMETAIFHAS TPyINa CTabmmsupy-
eT TEMUHAJIHHBIN aMUHOCHHUPTOROU (DParMeHT W AErUApATalms C 00pasoBanueMm
IBOWHOM CBsizu-oTcyTcTBYer [13]. Oamako B maHHON peakmuws BO BCEX CIYUAIX
IPOMCXONMT HETUAPATALYI, YTO MOXHO O0BSCHWTD BHIOIHOCTBIO COIPSKEHUTZ
. obpaszyiomeiica ceazu C=N ¢ apoMaTHUECKOH CHCTEMON Gea30abHOI0 SApa.

Taxrm o0pasoM, uW3yyeHa PEAKIds HENpENeabHBX KETOHOB, COHSpXalmX
nepdTopaEmIbHEYI0 TPYINTY, ¢ o~GCHWICHRMAMHUEOM. Ha OCHOBE STOH pearuuu
paszpaboras METOX HOTyYeHUS TPH(PTOPMETH/ICONEPKAMKUX FETEPOIUKIOB PsAa
1,5-6ensonzaszenusa.

SKCHEPHMEHTANIBHAYL YACTE

Crnexrpet IMP H PErMCTPHPOBAIH Ha cnexTpoMerpax Varian VXR-400 8 CDCls. CrexTpst AMP
B¢ peructpuposanu Ha npubopax Varian VXR-400 (pabouas sacrota 100 MI'1), euyTpedHuit cTau-
mapr TMIC, xumuueckue CHBYru HpuBeneHst otHocutemmo TMC ¢ Tounocteio 0,01 M. g. Xpomaro-
MaCC-CEeKTPAJbHbBIN aHAMM3 IIPOBONWIH Ha CriexTpomerpe Finnigan MAT-112S, sHeprusg MOHMBAIIHK
80 3B, xonouka xamwuwsipHag 50 x 8,25 MM, nenopswxuag daza SBP-S5. VIK criexTpbl DOJydeHs Ha
cniextpomerpe UR-20 8 sazenmHosoM macae. TCX ananms nposoaunu Ha mwiactunax Situfol UV-254,
IpOSBIEHME B TTOTKKMCAEHHOM pactsope KMnO4 u napamy fiona.

Ianupie anementroro anamsa Ha C, H, N COOTBETCTBYIOT BBIYMCICHHBIM. L ﬂ Henpeuenmbie
xeTonbl I—IIT ¢ rpymnoit CF3 cuateanposaiu no Metonuke [121.

1,5-Bensonuaszenunn (00masa Meroauxa). K pacisopy 0,01 MoJib COOTBETCTBYIOLIEN0 XETOHA B
25 v stasosa pobasnaior 0,015 Mo o-enunenpuamiina . CMecs KunaTaT BTedenue 6...9 9 (KoHTpots
TCX), 3ateM A06aBASIOT 5 MJI BOZB! ¥ OCTABISIOT KPUCTAJUIM3OBATECH. Bomasiumii OeHzommasenus
v—Vi nepexpncmmmsosbmaior ¥i3 BONHOTO ITAHONE.

2,3-Huruppo-4-TpudTOpMETHI -2~ q:oemm 1H-1,5- 6eﬁsonna3enuﬂ (IV, CisH13F3N2). Bemxorn
86%. Tnun 123...124 °C. Cuextp AMP 1 (CDCl): 7,36 (1H, 5. 7, 7 =1,58, 37 = 7,96 Tw, 6-1):
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734 .7,23 (5H, M, C5H5) 7,06 (IH, 1 . 7, 47 =1,58, 37— 8,03, 3] 7,96 I'u, 7-H); 6,86 (1H, x. 1. 1,
ir= 1,36, 3= 8,40, 5= 7,96 Ty, 8-H); 6,65 (1H, 1. 1, ir= 1,36, 3= 803I‘11,9H) 466\11'-1 . 1,
3= 2,71, 3= 8,63 T'u, 2-H); 4,12 (1H, ym. ¢, NH); 2,96 (1H, a. #. 71, 3= 2,71, = 15,59,
*re_Nu=1,35 T, 3e-HD; 2,83 m. 4. (IH, 1. &, °7 = 8,63, 27 = 15,59 I'y, 3¢-H). Cnextp SMP ¢
(CDCl3): 151,30 (x, Jc—F=233,68 I, C(4)); 141,13 (Capoms, CsHs); 138,69 (Cioa)); 130,99 (Ces) mm
C8)); 130,25 (Csap; 127,55 (Cgy momm Ces)) ;5 127,23 (2Capon, Cotls); 126,54 (Capom, CeHs); 124,12
(2Csapom, CsHs); 118,39 (x, Y _F=277,39Tu, CF3); 118,19 (Cry vmm Croy); 117,53 (Cr7y wom Coy)s
61,54 (C2y); 37,02 M. 1. (C(3)). Macc-cnextp (m/z, (J, %)): 290 (7, o™y, 213 (25, 186 (10), 104
(100). YK cnexyp: 3410-(NH), 1610 (C=N), 1000...1300 oMt (CF3).

2,3-1{141*14:(;)0-2,2-Tpnmermeh-4-Tpucbropmemjx-1H-1,5-6eﬂso;masenm{ (V, C13H13F3N2z).
Borxon 81%. Tan 60...61 °c. Criextp IMP 1H (CDCls): 7,32 OH, I 41 =1,10, %7 =7,81 Tn, 6-ED;
704(1H T. 1, ir=1 ,39,. 3= 7,81 T, 7-H); 6,79.(1H, 1. 1, 4r= 1,10, 3= 7,81 T'u, 8-H); 6,60 (1H,
/:[z(, J=1,39, 3 = 7,81 Tu, 9-H); 4,21 (1H, yu. ¢, NH); 2,78 (2H, ¢, 3-ID; 2,10...2,00 (41, M,
2CH2LU{KJ'IOOyT) 1,85...1,70 M. . (ZH, M, CH2nuxnosyr) - Crextp AMP 13C (CDCI3): 152,40 (x, JC—F=
=33, 65 T, C4))5 139,21 (C(9a)); 133,18 (Cs) rumn C(s)); 131,63 {Cs2)); 129,51 (C(sy mm C(6)) 5 126,45
(x, e_p=277,38 N1, CF3); 119,48 (Cymu C(o)); 119,21 (Cerymmu Coy); 62,66 (C(2)); 39,90 (C(3);
37,82 (ZCH2uuxnosyr); 12,88 M. n. (CHanuxnosyr) - MK cnextp: 3300...3500 (NH), 1610 (C=N),
1000...1300 eM™! (CF3). )

2%,3"-Iurunpo-4’-tpadropmerancaupo (axamantan-2,2 - 1H-1,5-6¢en3onuasenun) (VI,
Ci19H21F3N2). Bexon 75%. Tnn 78...79 °C. Cnexrp SAMP Ly (CDCl»): 7,30 (1H, 1. 1, ir= 1,40, 3=
=7,62 Tu, 6-H); 7,07 (LH, 1. 1, 47 =1,35,37 = 7,62 Ty, 7-H); 6,91 (UH, . 11, *7=1,40, 7 =7,62 'n,
8-H); 6,76 (1H, ;. m, *7 = 1,35, %7 = 7,62 Tu, 9-H); 4,39 (1H, ym. ¢, NH); 2,72 QH, ¢, 3-H);
2,05..1,60 M. 1. (14H, M, anamant. dparment). Crextp SIMP °C (CDCh): 155,20 (x, 2Jc_F=
=33,06 I'u, C4)};5 138,79 (C(9a)); 135,78 (C52)) 5 131,08 (Coy mumm €(8)); 128,96 (Cgymmm Cs)); 121,56
(C(rymnu C(9)); 121,22 (Cryrmm C(o)) 5 120,52 (x, lJ(‘,_F=277,56 T'u, CF3); 69,81 (C2)); 38,55 (C3))s
37,56 (CH2); 36,22 (2CH5; 33,83 (2CH2); 32,50 (2CHy); 27,15 (CH); 26,93 M. 1. (CH) (amamant.
dparment). UK criektp: 3450 (NH), 1610 (C=N), 1000...1300 ot (CF3).

Heenedosanue, onucamrnoe ¢ OaHHOU nYOAuKQuuy, CMAale GO3MOKXHbIM
6nrazodaps epanmy M-29000 Mex0yrapoOHoz¢ HAyuHO20 POHOA U ePAHMY
N 94-03-08758 Poccuiickoeo @onoa pynlamenmabubix HCCACOOGAHUIL.
Aemopbl gurpaxarom ceoro Ouazodaprocms H. D. Jeuesol 3a peeucmpa—
uuro S MP cnexmpos @blCOKOZ0 DA3PEULEHUSL.
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