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BBEJIEHUE

4,5-Jlnzamerniennble GypaH-2,3-THOHBI — Ba)KHBIE
reTepOLMKINYECKHE COEIUHEHNA, Ha OCHOBE KOTO-
PBIX BO3MOXKHA pa3paboTKa yIOOHBIX METOJIOB ITOJTY-
YEeHUS! PA3TUYHBIX KJIACCOB OPraHUYECKHUX BEILECTB,
B TOM 4YHclie 001a/JaloNINX TOJIE3HBIMU CBOMCTBAMU
[1, 2]. HemaBHO OBLTH CHHTE3WPOBAHBI HOBBIC (Y-
pan-2,3-IMOHbI, COAEPIKAIINE B CBOEM COCTaBe TpUQ-
TOPMETUIILHBIN MM TPUXIIOPMETUIILHBIN 3aMEeCTHTE-
nu [3, 4]. BBegeHue 3TuUX rpymil BAUSET HA XUMUYE-
CKHe cBOWCTBa (ypaH-2,3-IMOHOB U MOKET PUBECTH
K TIOJIY9E€HHIO HOBBIX COCIUHEHHWU WM MaTepuajoB,
MPUTOIHBIX ISl MCIIONB30BaHUS B (PapMakoIoTuH,
arpoXMMHHH, XUMHUYECKOM aHAJIN3€ U CUHTE3E.

B nannoll paboTe u3y4eHo B3aMOJieicTBUE 5-3a-
MEIIEHHBIX 4-TpuxiiopaneTuidypan-2,3-THOHOB C
apOMaTHYECKHMMU aMUHAMH, B PE3yJbTare 4ero ObUIH
MOJYYEeHbl  MPOM3BOJAHBIC JAUTHIPOPYPAHIUOHOB.
W3BecTHO, 4TO Kak MPUPOAHBIE, TaK M CHHTETHUYE-

559

CKHE TPOU3BOIHBIC OKCO- M UMHUHOAUTHAPO(PYpPaHOB
MIPOSIBIISTIOT IIMPOKUHN CIIEKTP OMOIOTHIECKON aKTHB-
HOCTH W UCIIONIB3YIOTCSI HE TOIBKO B MEJIUIMHE, HO U
B CEJILCKOM XO35HCTBe, mapdromepun [5, 6], a Takxke
MPEACTABISIIOT OOJBIIONW MHTEPEC B Ka4eCTBE CTPYK-
TYPHBIX OJIOKOB IS Opranndeckoro cunresa [7]. Tak
MPOU3BOAHBIE 2-UMHHO-2,5-muruapodypanonos 1, 2
(puc. 1) obmamatoT aHTHOAKTEepUATBHOHW AaKTHBHO-
CTBIO B OTHOILICHHH TPAMIIOIOKUTEIBHBIX (St. aureus,
B. subtilis) u TpamMoTpHUAaTeNbHBIX OakTepuid (Sh.
flexneri, E. coli) [8]. Coennnenus 3 MpoOsBISAIOT aHTH-
OaKkTepualbHYI0 ¥ aHTH(YHTAIBHYIO aKTHBHOCTS [9],
npousBonHbie Gypo[3.4-c|mupunnn-3,4(1H,5H)-nmo-
HOB 4 — IPOTUBOOIIYXO0JIEBOE JI€HCTBUE B OTHOILCHUN
paka MOJIOYHOI1 )keJe3sl [6], a ATHI-2-aHUITNH-4-0KCO-
4,5-nurunpodypan-3-kapookcuiar (5) obmagaer aH-
TUIPONH(EpPaTUBHON aKTUBHOCTBIO W HHIYLHPYET
aronTo3 B KIETKax MPOMHUENIOIHUTAPHOTO JeHKo3a
HL-60 [10]. B nuteparype omnucana 2-3amMellleHHas
5-okco-4-thenun-2,5-guruapodypan-3-kapooHonas
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COOH

Puc. 1. [IpousBoaubie turuapodypaHIHoHOB, IPOSIBISIONINE OHONIOTHYECKYI0 aKTHBHOCTh

kucnota 6, mposBistonas (PepMEeHTATHBHYIO W aHTH-
OKCUJAHTHYIO aKTUBHOCTB [11].

PE3VJIBTATBI 1 OBCYXAEHNE

Ha nepBom stane paboThel B3auMoeiicTBreM S-3a-
MeIIeHHbIX 4-Tpuxnopauetuidypan-2,3-auonos 7a—f
C apOMaTHYeCKUMHU aMUHAMH OBUTH TIOTYYEHbI TPOU3-
BOJIHBIE  S-THAPOKCHU-S-(TPUXIOPMETHI ) TUTHIPODY-
paHn-2,3-nroHoB 8a-aj.

Penuxinusanusa coequnennii 7a—f cBsi3ana, mmo Bceit
BHJIUMOCTH, C aTaKOH aMUHOTPYTIIBI peareHTa o aTo-
My yrrepona C° (ypaHIHOHOBOTO LMKJIA COEIMHE-
HUH 7, pa3pbIBOM CBS3H O!-C® u nanpueimei UKIH-
3a1ueil mpoMeKyTOUHOTO UHTEPMEANAaTa B IPOAYKThI
peakuuu 8 (cxema 1).

Coenunenust 8a—aj mpencTaBiasiOT CO0O# Ke-
ThIC, CBETJIO-)KENIThIE MM OCCI[BETHBIC BEIIECTBA C
BBICOKUMH TEMIIEPaTypaMHu iaBieHus. [lonyueHHbIe
COCJIMHCHHS XOPOIIO PACTBOPUMBI B alleTOHUTPHIIE,
alleTOHe, TPYJHO PaCTBOPUMBI B ATHIIAIIETATE, XJIIOPO-
(dbopme ¥ ToJTyoIe, HEPACTBOPHMBI B BOJIC U TEKCAHE.

B UK crniekrpax coequHeHHH 8a—aj mprCyTCTBYIOT
BaJICHTHBIE KOJIEOAHUs JTAKTOHHOTO KapOoHMia Qypa-
HOBOTO 1uKIIa B o6mact 1704-1781 em !, ketorHoOrO
kapbonmna B odmactu 1617-1677 em™!, a taioxe Ba-

JICHTHBIE KOJIEOaHWs TMIPOKCHIA W aMHHOTPYIIIBI B
BUJIE IUPOKOH monmockl mpu 3353-3159 evm .

B cnekrpax SIMP 'H coenunenmii 8, cHATHIX B
JIAMCO-dg, Hapsiy ¢ cuUTHaJIaMH HPOTOHOB apoma-
THYECKHUX KOJIel M MX 3aMecTuTelnell, HaOiromaer-
Csi CHHIJIIET NPOTOHA BTOPUYHOM aMHUHOTPYMIBI B
obmactu 10.61-11.60 m.m., a TakKe YIIMPEHHBIN
CHUTHAJ THAPOKCWIBHOW Tpymnmel B obiactu 4.16—
5.78 m.1. B cnektpax AMP 13C coenunennii 8, cus-
ThIX B JIMCO-dq, HaOmonaoTCss XapakTepHble CHT-
HaJBl aTOMa yTJIepo/ia TPUXIOPMETHIIFHON TPy B
obmactu 86.0-99.7 M.z., KeTOHHOTO yriepoaa Qypa-
HOBOTO ITuKJIa B 001actu 161.7-170.9 m. 1. u yrepona
JAKTOHHOM Tpymibl B obmactu 181.5-193.2 m.1.

Crpykrypa coequHeHus 8Y MOATBEPXKICHA METO-
JIOM peHTreHoCcTpyKTypHOro ananmusza (PCA) (puc. 2).

CoenuHenne 8y KpuCTaTU3yeTcss B IEHTPO-
CHUMMETPUYHONU MPOCTPAHCTBEHHON TpyIIe MOHO-
KIMHHON cuHroHnd. O0a apuiIbHBIX 3aMECTUTENS
W TPUXJOPMETHIIbHAS TPYIIa Pa3yHmopsAOdeHB I10
2 TMO3HIUSAM C OJMU3KOW 3aCEICHHOCTBhIO (Ha puc. 2
pasymnopsagodenne He nzobpaxeno). Ilo-Buammomy,
pasyrnops04eHne SIBISETCS CTAaTHCTUYECKUM, TpHU
KOTOPOM MOJIEKYJIbBI C Pa3IUYHBIM PACIOIOKECHUEM
pasynopsiIOYeHHBIX (PParMEHTOB UYEPEmyIOTCS JIPYT
C IpyToOM, TaK Kak B MPOTHBHOM CITy4ae BO3HHUKAIU

JKYPHAJI OPTAHMYECKOM XUMHUM tom 59 Ne 5 2023
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Cxema 1. B3aumopeiictBue S-3amenienubix 4,4,4-rpuxiopaneruidypan-2,3-1uoHoB 7a—f ¢ apoMaTnyecKuMu aMuHAMUA
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7, R = CgHs (@), 4-CH3CgHy (b), 4-CH30CgH4 (C), Tnen-2-un (d), 4-CI-CgHy (e), 4-Br-CgHy ();

8, R=CgHs, Rl =

R = tuen-2-un, R = H (d), R = 4-CI-CgH,4, R1 =
R = 4-CH3CgHa, R =

R = 4-Cl-CgH4, Rl =

R = 4-CH3CgHa, Rl =

R = 4-Cl-CgH, R = 4-Br (q), R = CgHs, RL =

R = 4-CH30CgH,, R =
R =4-Br-CgHy, R1 =

R = 4-CH30CgH4, R =
R = 4-Br-CgHy, R1 =
R =CgHs, Rl =

OBl CIUIIKOM YKOPOUCHHBIC MEKMOJICKYIISIPHBIC KOH-
taxtel. Kparnas ceass C>=C3 [1.37(1) A] 3amerno
xopoue cBs3u C—CO [1.433(8) A], a arom Bomopona
H! mpenMyImecTBeHHO JOKANM3yeTcsl y aToMa a3ora
N!, 4To CBHIETENBCTBYET O YACTHYHO HBHTTEP-HOH-
HOM XapakTepe COCAMHEHHUS C IOJIOKUTEIBHO 3apsi-
KEHHBIM aToMoM N! ¥ OTpHIaTeNbHO 3apsKeHHBIM
aromom O%,

Ha cnenyroriem srame Harield paboThl ObUT MPoO-
BEJICH TIEPBUYHBIA CKPUHHMHT COCTMHEHUN 8a-aj Ha
MIPOTHBOMUKPOOHYIO M aHTHHOLHUICITHBHYIO aKTHB-
HOCTB. Pe3y.]'IBTaTI)I HNCCIICTOBAHUS HpeZICTaBJ'IeHI)I B
Tabi. 1, 2.
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H (a); R = 4-CH3CgHy4, R1 =
H (e), R = 4-Br-CgHy, R1 =
4-Cl (h), R = 4-CH30CgHy4, R1 = 4-ClI (i), R = Tnen-2-un, R1 = 4-Cl (j),
4-Cl (k), R = 4-Br-CgHy, R1 =
4-Br (n), R = 4-CH30CgH,4, R1 =
4-NO, (I’) R = 4-CH3CgHy, Rl=
4-NO; (t), R = tnen-2-un, R1 =
4-NO» (W) R = CgHs, Rl=2- -CF3 (X) R = 4-CH3CgHy, Rl=

2-CF3 (2), R = tnen-2-un, R1 = 2-CF; (aa), R = 4-Cl-CgHy4, R =
2- CF3 (ac) R =4- CH3C6H4, Rl=
4-COOCyH5 (af) R = 4-CH3CgHy, Rl=
R = 4-CH30CgH,, R = 4-COOC,Hs (ah), R = Tuen-2-um, R1 =
R =4-Cl-CgHy, R1 =

H (b), R = 4-CH30CgHg4, R1 = H (c),
H (f), R = CgHa, RL = 4-CI (g),
4-CI (I), R = CgHs, RL =4-Br (m),
4-Br (0), R = tuen-2-un, R1 = 4-Br (p),
4-NOs (s),
4-NO; (u), R = 4-Cl-CgHg, R = 4-NO, (v),
2-CF3 (y),

2-CFs (ab),
3-CN (ad), R = 4-CH30CgH,4, Rl = 3-CN (ae),
4-COOCyHs5 (ag),
4-COOCyHj5 (ai),

4-COOCyHs (a)).

W3 momyueHHBIX NAHHBIX CJEIYeT, YTO COEIH-
HeHHe 8W o00namaeT BBIPAKEHHBIM IPOTHBOMH-
KpOOHBIM JIeHCTBHEM, WHTHOMPYET POCT KYIBTYpP
S. aureus B XoHIIEHTparuu 3.9 Mxr/mi, E. coli B KOH-
nentparuu 125 mxr/min, C. albicans B KOHIIEHTpaITuu
62.5 Mxr/mut. T'ubenb KyJabTyp OT BO3JCHCTBUSI COCIH-
HEHMS HACTYMAaeT B KOHIEHTpauusix 31.2—250 MKr/mi1.

BrIpakeHHYI0 aKTHBHOCTH TPOSIBIIIO COSAMHEHUE
8ac, xoTopoe oOmamaeT HHTHOUPYIONIUM IEeHCTBHEM
B OTHOIICHUHU Oaktepuit S. aureus B KOHIICHTpAITUH
31.2 MKr/mi1, GaKTePUIUIHBIM JICHCTBUEM B KOHIICH-
Tparuu 62.5 MKr/mii, OaKTepHOCTATHUYSCKUM JICH-
CTBHEM B OTHOLICHUU OakTepuil E. coli B KOHIIEHTpa-
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Puc. 2. O6umii BuJ MOJEKYIbI coequHeHns 8Y 10 JaH-
HeIM PCA B TemnoBsIx >mmuncongax 30%-Hoit BeposTHO-
CTH

uuu 1000 MKr/min, (yHTHCTaTHYECKUM JIEHCTBHUEM B
OTHOUICHUH APOXIKeBbIX IpuOkoB C. albicans B KOH-
neHTpanuu 62.5 MKr/MII, QyHTALUAHBIM JeHCTBHEM B
KOHIIeHTpauu 250 MKr/MI.

Coenunenust 8i 1 8X 0071aJatl0T YMEPEHHOH aK-
TUBHOCTBHIO B OTHOIICHUU U3YYCHHBIX KYJIBTYp, WH-
THOMPYIOT POCT KYJIBTYPHI S. aureus B KOHIICHTPAITUH
62.5 MKr/mMi1, THOETH OaKTepHid HACTYNAET OT BO3JEH-
CTBUSI COEIMHEHUI B KOHIIEHTpanuu 125 MKr/mi, B
oTHOmIeHUN KynbTyphl C. albicans 3T COCNMHECHUS
OKa3bIBAIOT (PYHTHCTATHUECKOE ACWCTBHE B KOHIICH-
tpauusx 250-500 Mkr/mi, QYHIHIHIHOE ISHCTBUE B
koHreHTpanuu 500—1000 MKr/Mi1, COOTBETCTBEHHO.

AHanm3 3aBHCUMOCTH MTPOTUBOMUKPOOHASI aKTHB-
HOCTb—CTPYKTypa Ul COCOUHEHHH 8 Iokasai, 4ro
HauOOJBIIYI0O AKTUBHOCTH MPOSBISIIOT COETUHEHHUS,
HMMEIONINE B CBOEH CTPYKTYpE XJIOp-, HUTPO- U TPH-
(TOpPMETHIIBHBIC 3aMECTHTENN B (PEHUILHOM KOJIBIIC.

CKpUHHHT COeAMHCHUI 8a—aj Ha HaIWYHEe aHTH-
HOIIMIIENTUBHOTO JEHCTBUS TOKa3aj, YTO COEIUHE-
HUS TPOSBWIM BBIPAKEHHOE aHTHHOIMUIETITHBHOE
JIEHCTBUE U TMPEBOCXOIAT MO AKTUBHOCTHU Mpemapar
CPaBHEHHUS — METaMHU30Jl HATpHs, CaMYyH BBICOKYIO
aAKTMBHOCTD MPOSIBUIIO coennHenue 8l.

OKCIIEPUMEHTAJIBHA S YACTb

WK cnextpsl 3amucansl Ha nmpudope OCM-1202
(Poccust) B BazenmHOBOM Macie, crekTpel SIMP H,
13C u '9F zanmcanst na ciexrpomerpe Bruker Avance

III HD 400 [400 ('H), 100 ('3C), 376 (!°F) MTIy]
(IIBeitapusi), BHyTpeHHMH ctanaapt — TMC, mxkany
0 KanuOpoBaIM OTHOCUTEIHFHO CHTHAJIOB PACTBOPHUTE-
neit — JIMCO-dg (8y; 2.50, 8¢ 39.5 m.z1.).

DJIEeMEHTHBIA aHaIM3 TPOBOAWIM Ha MpUOOpe
Leco CHNS-932 (CHIA). Temrmeparypy IIaBIeHUsS
onpenensuin Ha npudope [ITII-2 (Xumnabomnpudop,
CCCP). OpmHOpOMHOCTHh TONXYYEHHBIX COEIMHEHUH
noaTBepxaanu metonom TCX Ha mmactunax So1rbfil-
TLC-A-UV B cmecu rekcan—stwianerar, 5:4, 1:1,
MpOSIBISLTN Mapamu Hoxa. B pabore mcnosb3oBaiu
TOJTYOJ, XJIOPO(OPM KBATHU(PUKAIIAN «X.9.» TIOCIIE J0-
MOJTHUTEILHON ounCcTKH [14].

PenTreHocTpykTypHOe HCClIe0BaHUEe COeINHE-
Husi 8y. PCA BBINTOTHEH HA MOHOKPHUCTAIBHOM IH(]-
pakromerpe Xcalibur Ruby c¢ CCD-gerexropom
(BenukoOputanus) TO CTaHAZAPTHOW  METOIUKE
[MoK -u3nyuenue, 295(2) K, o-ckanupoBaHue ¢
marom 1°]. Ilomromenne y9ITEHO SMIUPHUECKH C
ucnons3zoBanueM anroputMa SCALE3 ABSPACK
[13]. Cunronus xpuctaiia (C,oH3Cl3F;NO,, M
494.66) MOHOKJIMHHASA, MPOCTPAHCTBEHHAs TpyINIa
C2/c, a21.528(4) A, b 7.9451(16) A, ¢ 26.235(8) A,
B 92.131(18)°, V4484.2(19) A3, Z 8, d,,, 1.465 r/em?,
p 0.460 mm !, Crpykrypa pacmmdpoBaHa ¢ momo-
mpto nporpaMMbel SHELXS [16] u yrounena momHo-
MaTpUYHBIM METOJIOM HaUMEHBIIMX KBaJpaTroB MO
F? B aHM30TPOITHOM NPHOTIKEHHH U1 BCEX HEBO-
JIOPOJTHBIX aTOMOB C HCIOJB30BAHUEM MPOrPaMMBbI
SHELXL [17] ¢ rpaduueckum untepdeiicom OLEX2
[18]. Atomsl Bomopoxa rpynn NH m OH yroune-
Hbl HE3aBUCHUMO B M30TPONHOM npuOmmwkenuu. [Ipu
YTOUHEHUH OCTaJIbHBIX aTOMOB BOJOPOJA MCIOJIb30-
BaHa Mofenb Hae30Huk. OKOHYATENIbHbIE [TapaMeTPhl
yrounenus: R; 0.0998 [ans 2005 orpaxenuii ¢ >
2o(h)], WR, 0.3763 (st Bcex 5065 HE3aBUCUMBIX OT-
paxenuit), S 1.028. Pesynsratet PCA 3apeructpupo-
BaHBI B KeMOpHmmKCKOM IIEHTpe KpucTamuiorpadude-
ckux AaHHbIX nog HomepoMm CCDC 2168014 u moryT
OBITH 3ampoleHsl o aapecy: www.ccde.cam.ac.uk/
data_request/cif.

IIpoTnBOMHKpPOOHAsT AKTUBHOCTH COeIMHEHHUIT
8a—aj. OneHka IPOTUBOMUKPOOHOW aKTUBHOCTHU W3-
Y4aeMBbIX COEIMHEHUH MPOBEIEeHA METOAOM JBYKpaT-
HBIX CEPUHHBIX Pa3BeJCHUH B MHUTATEIHHOM OYJIbO-
He [19, 20]. In vitro ckpuHUHT POTUBOMUKPOOHBIX
CBOMCTB M3y4€H Ha YCIIOBHO-NATOTE€HHBIX IITaMMax
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Taéuauna 1. [IpoTuBOMUKPOOHAS! aKTHBHOCTH coequHeHni 8a—ah

IIpoTrBOMUKpPOOHAST AKTUBHOCTb, MKT/MJI
Coenunenne S. aureus E. coli C. albicans
MUK? MBK® MUK MBK MUK MBK
8a 250 1000 — — 1000 —
8b — — — — — —
8c — — — — — —
8d — — — — — —
8e — — — — — —
89 125 250 — — 1000 —
8h 125 500 — — 125 250
8i 62.5 125 — — 250 500
8j — — — — — —
8k — — — — — —
8ll 250 — — — 1000 —
8m — — — — — —
8n — — — — — —
8p — — — — — —
8q — — — — 500 1000
8r 125 500 — — 500 —
8t 250 500 1000 — 250 500
8u 250 500 500 1000 250 500
8w 3.9 31.2 125 250 62.5 250
8x 62.5 125 1000 — 500 1000
8z 125 250 — — 62.5 250
8ab 125 250 — — 1000 —
8ac 31.2 62.5 1000 — 62.5 250
8ad — — — — — —
8ae — — — — — —
8af — — — — — —
8ag 1000 — — — 500.0 1000.0
8ah — — — — — —
JInokcumuH® 62.5 1000 39 62.5 — —
@yxonazon® — — — — 6.25 12.5
KoHTposib KyiIbTyp +++ +++ +++ +++ +++ +++

¥ MUK — MuHMManbHast ”HTHOUPYIOIIasi KOHIIEHTPALHsT

b MBK — MunuManbHAs GAKTEPHIIIHAS KOHIEHTPALMS; «—>» — OTCYTCTBHE AHTHMHKPOOHON AKTHBHOCTH B MCCIIE[OBAHHBIX KOHIICHTPA-
LUSIX; «+++» — pOCT MUKPOOPraHU3MOB

¢ MPOTHBOMUKPOOHOE JCHUCTBHE MCCIICTYEMBIX COCIMHCHHUI CPABHUBAIIH C JACHCTBHEM MuoKcuauHa [12], dmykonasona [13]

JKYPHAJI OPTAHUYECKOM XUMUWM tom 59 Ne 5 2023
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Tabauuna 2. AHTHHOLMIIENITHBHAA aKTUBHOCTB coequnenuii 81, 8n, 8z, 8ae, 8af, 8ah

CoenuHenne Ho3a, mr/kr Bpewms oboporutensHOTO pediexca uepes 2 9, ¢
Kontponb — 2% kpaxmanbHas ClIu3b 50, BHyTPHOPIOIINHHO 10.80+0.30
MeTamMu3011 HATPUS 93 16.60:3.40
50% sddexrusnas noza (ELs) p<0.1
8l 50 23.20+1.36
8n 50 20.10+0.40
8z 50 20.20+1.20
8ae 50 19.60+0.24
8af 50 22.24+1.74
8ah 50 19.22+0.89

MUKpPOOPraHu3MoB: Staphylococcus aureus (1tamm
906), Escherichia coli (mramm 1257), Candida
albicans (PKIIT'Y 1353/1277). UcxonHble pa3BeneHus
TOTOBHMJIM B M30TOHHYECKOM PacTBOpE XJIOpWJa Ha-
TPHUS U3 CYTOYHOM arapoBOil KYJIbTypbI IO CTAHAAPTY
McFarland 0.5 Ex ¢ ucnosibs3oBaHueM JCHCUTOMETPA.
KoHeuHast KOHIIEHTPAIHsI KIIETOK B OIBITE COCTABIISIA
2.5%10° MEKPOGHBIX TeN/MIL.

CranmapTHas HaBecka H3y4aeMbIX COEIMHEHHIH
coctanisuia 20 mr. PactBopsiu B 1 M1 IMCO, a 3a-
TeM TPUOaBISIIH 9 MIJI IUCTHITUPOBAHHON BOJIBI, Ta-
KHM 00pa3oM noiydany KoHeHTparuio 2000 MKr/Mi
HCIBITYEMOTO BellecTsa. /lanee B TyHKax cTEpPUIbLHO-
ro 96-IyHOYHOTO TUIOCKOJOHHOTO MHKPOTUIAHIIIETa
TOTOBWJIM 2 MapauIeIbHBIX Psijia ABYKPATHBIX CEPHIA-
HBIX pa3BeIcHUI COeTMHEHHNH 8a—aj B MsICOIENTOH-
HoM OynboHe (MIIB), cpene Calypo. B xaxnoi ixyH-
Ke cozepxaynoch 150 MKJI HCTIBITYeMOTO BellecTBa B
ONpeJeNeHHON KoHUEeHTpauu U 150 MKJI HHOKyIsITa
KyJIbTyphl. B mociennux psjiax cojeprayach MHUTa-
TeNbHAs Cpella W KyJabTypa B paBHBIX o0beMax (KOH-
Tpoib). MakcuMasbHasi UCIBITAHHAS KOHIEHTPAIUI
coorBeTcTBOBaja 1000 MKr/my, MHHUMalbHas —
1 Mkr/mi. MUKpOIJIaHIIET MOMENIadH B TePMOCTAT
criektpodoromerpa Epoch (Bio Tek Instruments Inc.,
CIIA) u 3amepsiin onTudeckyro mioTHOCTH (OIT)
pu THE BOHBI 540 HM, uepe3 24 94 u 7 CyT peru-
ctpupoBanu OIl KyabTypanbHOM KUIKOCTH.

Pesynbrarhl OlleHUBAIM ¢ TIOMOIIBIO MPOTPAMM-
HOoro obecmeueHust Gen 5 cmekTpodoroMmerpa st
mukpormanmeToB Epoch. Tlocnenssas nyHka psina
¢ 3amepkkoit pocra u mokasarersmu Oll, paser OI1

KOHTPOJILHOU JIYHKH, COOTBETCTBYET MHUHHUMAJIbHOMN
nonapysttomeit konnentpanuu (MIIK) coennnenust.

AHTHHOIMIENITABHAS AKTHBHOCTH COEIMHE-
Huii 8a—aj. AHTHHOIIMIIENITUBHYIO AKTUBHOCTD OTIpe-
NI METOAOM TEPMHUYECKOTO Pa3IPaKSHHS «T0-
psuass miactuHay [20]. MccinegoBanue MpOBOAMIN
Ha OECMOPOAHBIX MBIIIaX 00OMX MOJOB Maccol 20—
22 r. JKUBOTHBIE TIOCTYTTHIIN U3 TUTOMHUKA «[ TyIIIuHOY
(Mockosckas 00macTs). ComeprkaHne JKHBOTHBIX COOT-
BETCTBOBAJIO TIPaBUJIaM, PUHATHIMU B EBpomneiickoit
KOHBEHIIMM MO 3allUTe IO3BOHOYHBIX >KMBOTHBIX
(CtpacOypr, 1986 1., periiaMeHTHPYIOIIUE TOKYMEHTBI
Ha cofiepyKaHue )KUBOTHBIX [21, 22], a Takke COOTBET-
CTBOBAJIO ITpaBwIIaM JiaboparopHoi npaktuku (GLP) u
[Ipuxa3zy Munucrepctsa 3apaBooxpaneHust PO Ne 267
ot 19.06. 2003 r «O6 yTBep:KIEeHUU MPaBUI Jlabopa-
TOPHOW MPAKTHKW»). JTUTEThHOCTD aKKINMaTH3aIIH-
OHHOTO NEPHOAA JUIsl dKUBOTHBIX cOcTapisiia 14 nHeil.
KopmieHnne XMBOTHBIX (KOMOMKOPM NpPOM3BOJICTBA
00O «JIabopaTopkopm») OCYILECTBISUIA JIBAXKIBI B
neHb. [InmeBoi pauoH comepskai Bce HeoOX0MuMbIe
KOMITOHEHTHI JIJI1 HOPMAJIBHOH JKU3HEEeSATeTFHOCTH.
KoHTpoJIbHBIE W OIBITHBIE TPYIIIBI COMEPIKAIH I10
8 Mpimieid. s oueHKH O0NeBOH YyBCTBHTEIBHOCTH
WCIIONIb30Banu mpubdop (anresmmerp) momenn EH-01
(«OrchidScientificy, Uaaust). JKHBOTHBIX TOMEITIaTH
Ha paszorperyro A0 53.5°C MeTauIn4ecKyro MOBEpX-
HOCTbh, OKPY)KEHHYIO IHMJIMHIPOM. PermcrpupoBanu
BpeMsI C MOMEHTa MOMEIIECHUSI Ha TOPSUyI0 MOBEpX-
HOCTh JO TIOSIBIIEHUS ITOBEIEHYECKOTO OTBETa Ha
OoneBoe paznpakeHue (OOMU3bIBAHHWE 3aJHUX JIal,
MPBDKKYU, OTAEpPrUBaHUe 3aaHed narbl). Kputepuem
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aHajgpreTndeckoro 3(ddQexra cUUTamTu JOCTOBEPHOE
YBEJIIMYCHHUE JIATEHTHOTO TIEpUOja PEaKIUU IOCIe
BBEJIEHUA MCCleyeMbIX coenuHeHui. Mcciemyemble
COCIMHCHHS BBOJMIIM BHYTPUOPIOMUHHO 32 30 MUH
JI0 TecTUpoBaHMs B J03¢ 50 MI/KT B BHJIC B3BECH B
2%-HOM pacTBOpe Kpaxmana. MakcuManbHON UIH-
TETHHOCTBIO JIATEHTHOTO Tepuona (mepuon cutoff)
BbIOpaH uHTEpBaNt 40 c, Tak KaKk HaXOKICHHE KUBOT-
HOTO Ha TIaCTHHKE OoJiee JUIUTEeNLHOE BPEeMs MOTIIO
MIPUBECTH K OXKOTY JIall U TIPUYMHEHHUIO KUBOTHOMY
¢usnyeckux crpananuii. DPPEKT OICHUBAIU Uepe3
0.5, 1 m 2 MuH TOC)Ie BBEICHHS cCOSTUHEHNH. B kaue-
CTBE Iperapara CPaBHEHHUS UCIIOIb30BAIN METAMHU30J1
Hatpus B mo3e S0 Mr/kr. Pesymerarel oOpabarsiBamn
CTaTUCTUYECKH C BBIYUCIIEHUEM KpuTepus Duiiepa—
CreronenTa [23]. D deKT cunTaim J0CTOBEPHBIM IIPH
p <0.05.

Coenunennss 8a-aj (obwas memoouxa). K
1 MMoONb 5-3aMEMICHHOTO 4-TpHUXJIopareTuidypaH-
2,3-nuona 7a—f [4], pactBopentnoro B 10 mi abcosto-
THU3WPOBAHHOTO XJI0po(opMa TO KaruIsM MPHOaBISITH
1 MMoOITb pacTBOpa aHHWJIMHA WJIM 3aMEIIEHHOTO aHU-
nuHAa B 5 MJI aOCONIOTH3MPOBAHHOTO XJIOpohopMa.
[TepememmBanu 3—4 4y Ha MarHUTHOM MeEUIAJIKe, BbI-
MaBIIUH 0CaJOK OTQUIBTPOBBIBATIH H TEPEKPUCTAI-
JIU30BBIBAJIM U3 TOIYOJIA.

5-I'mapoxkcu-4-[pennii(peHnIaMMHO)METHIIH-
AeH|-5-(TpuxyiopMeTHa)auruapopypan-2,3-1moH
(8a). CuntesupoBan u3 S-pennn-4-(2,2,2-Tpuxiop-
anerwn)pypan-2,3-nuona (7a) W aHwnmHa. Beixon
0.37 T (68%), OeciBeTHOe BemecTBO, T.IUL. 185—
187°C. UK cnextp, v, cm ': 3161 (NH, OH), 1716
(C?=0), 1672 (C*=0). Cnextp SIMP 'H (JIMCO-dy),
9, m.a.: 5.91 yurce (IH, OH), 7.44-7.68 m (8H,,,),
7.93 1 (2H,poy, J 8.0 T'r), 10.77 ¢ (1H, NH). Crekrp
AMP 13C (IMCO-dg), &, m.a.: 97.7, 114.8, 124.3,
126.9,128.4,129.0,129.3,129.8, 133.9, 135.4, 137.6,
153.0, 164.5, 190.8. Haiineno, %: C 52.56; H 2.76;
N 3.51. C;gH{,CI3NO,. Boruucneno, %: C 52.39; H
2.93; N 3.39. M 412.65.

S5-T'mapoxcu-4-[(dpenunsaMuno)(n-ToJUT)Me-
THJIHACH]-5-(TpuxJopMeTHJ)Auruapodypan-2,3-
auon  (8b). CuntesupoBan w3 5-(n-TOmMT)-4-
(2,2,2-Tpuxnopaueri)pypan-2,3-auona (7b) u anu-
nuHa. Berxom 0.39 1 (75%), CBETIIO-KEITOE BEIIECTBO,
T 213-215°C. UK cnekrp, v, em 1t 3359 (NH),
3300 (OH), 1725 (C?=0), 1622 (C3=0). Cnexrp IMP
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'H (AMCO-dg), 9, m.x1.: 2.31 ¢ (3H, CHj3), 4.58 ym.c
(1H, OH), 6.53 T (1H, J 8.0 T'u), 6.60 x (2H,p,,, J
8.0 T'm), 7.03 T (2H,poy, J 8.0I'm), 7.12-7.50 M
(2H,p00)s 7.76 1 (2H, 0, 4 8.0 I'm), 10.61 ¢ (1H, NH).
Crnextp SIMP 13C (JIMCO-dg), 8, m.1.: 20.9, 99.4,
114.2,116.1, 120.2, 124.4, 126.8, 128.6, 128.7, 129.4,
136.8, 137.6, 158.5, 162.1, 191.2. Haiineno, %: C
53.28; H 3.49; N 3.44. C;gH4CI3NO,. Brruucneno,

%: C 53.48; H3.31; N 3.28. M 426.68.

5-T'mapoxcu-4-[(4-meToxkcudenmn)(penuniamm-
HO)MeTHJIHAeH |-5-(TpuxjaopmeTn)auruapody-
pan-2,3-quoH (8¢). CuaTe3npoBaH U3 5-(4-METOKCH-
¢bennn)-4-(2,2,2-rpuxnopanerna)pypas-2,3-a1uoHa
(8¢) m anmnmmnua. Beixon 0.33 1 (61%), cBetio-xentoe
Bemecto, T.aul. 191-193°C. UK cmektp, v, em b
3153 (NH, OH), 1715 (C?=0), 1677 (C3=0). Crextp
SIMP 'H (JIMCO-dg), 8, m.1.: 3.88 ¢ (3H, OCHj), 5.57
yur.c (1H, OH), 7.10 x (2H,p,,, J 8.0 I'm), 7.35-7.51
M (SHgpow)> 7.91 &t (2Hp0y, J 8.0 T'), 10.63 ¢ (1H,
NH). Cnextp AMP 3C (IMCO-d,), 5, m.a.: 56.1,
97.7, 114.5, 115.1, 127.0, 128.4, 128.9, 129.3, 132.3,
135.4,151.8,158.7, 158.7, 164.2, 189.6. Haiineno, %:
C51.25;H3.39; N 3.25. C9H4CI3NOg. Beruncneno,
%: C 51.55; H3.19; N 3.16. M 442.68.

5-T'uapoxcu-4-[(penuaamMmuHo)(TueH-2-ua)me-
THIANAeH]|-5-(Tpuxaopmerua)auruapodypan-
2,3-quon (8d). CunresupoBaH u3 S-(THEH-2-WM)-
4-(2,2,2-rpuxnopanetiwi)pypan-2,3-nuona  (7d) u
anwmmHa. Beixog 0.39 1 (67%), OeciiBeTHOE Bellle-
crtBo, T.u1. 180-182°C. UK cnektp, v, em b 3167
(NH, OH), 1716 (C?>=0), 1674 (C3*=0). Cnextp
SAMP 'H (IMCO-dg), 8, m.i.: 5.20 ymr.c (1H, OH),
7.29 T (1H e 3 8.0 T'm), 7.35-7.49 m (SH
7.86 0 (1H ,ep0mm 3 4.0 T), 8.05 1 (1H 0p2-m0
J 4.0 Tw), 10.70 ¢ (1H, NH). Cnekrp SIMP 13C
(AMCO-dy), 8, m.11.: 97.6, 115.0, 121.0, 125.1, 127.0,
128.4,129.0,129.4,130.1, 135.5, 144.6, 159.1, 164.6,
182.6. Hatigeno, %: C 45.71; H 2.52; N 3.22; S 7.52.
Ci6H10CLNO,S. Beruucneno, %: C 45.90; H 2.41; N
3.35; S 7.66. M 418.68.

apOM)’

5-I'napoxcu-4-[(4-xaopdenn)(peHnIaMmuHO)-
MeTHJIH/IeH]|-5-(TPUXJopMeTHJI) IUTuApOoPypaH-
2,3-nuon (8e). CunresmpoBan wu3 S-(4-xmopde-
Hu)-4-(2,2,2-rpuxnopauerun)pypan-2,3-auona (7€)
u agwimHA. Beixon 0.42 1t (66%), CBETIIO-KENITOE Be-
mectBo, T.mi. 174-176°C. UK cnektp, v, em1: 3306,
3163 (NH, OH), 1713 (C?=0), 1673 (C3>=0). Cnektp
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SAMP 'H (JIMCO-dy), 8, m.a.: 5.72 yur.c (1H, OH),
7.36-7.50 M (5H,p0y), 7.64 1t (2H, 0y, J 8.0 '), 7.90
A (2Hypoy, J 8.0 '), 10.70 ¢ (1H, NH). Cnexrp SIMP
BC (AMCO-dy), 8, m.1.: 97.7, 114.0, 127.0, 128.4,
129.0, 129.3,130.1, 131.5, 135.5, 136.5, 138.8, 154.0,
164.4, 189.4. Haiineno, %: C 48.40; H 2.32; N 3.14.
C,gH1CI4NOy. Beruncneno, %: C 48.35; H 2.48; N
3.13. M 447.10.

4-[(4-bBpompennn)(peHUTAMUHO)METUIIH-
JeH]|-5-ruapoKcu-5-(TpuXJopMeTHJI)IUruapody-
pan-2,3-quon (8f). Cunresuposan u3 5-(4-6pomde-
HI)-4-(2,2,2-Tpuxsopanetun)pypan-2,3-muona (7f)
u annuHa. Beixon 0,45 1 (73%), cBeTi0-kenToe Be-
mectBo, T.IuL. 201-202°C. UK cmextp, v, em ! 3306
(NH, OH), 1715 (C?=0), 1668 (C*<0). Cnextp SIMP
'H (IMCO-dy), 8, m.a.: 5.70 ym.c (1H, OH), 7.20
T (3Hgpoms J 8.0 T'm), 7.35-7.88 M (4H,,,,), 8.01 1
(2Hgpo» J 8.0 I'm), 10.76 ¢ (1H, NH). Cnekrp SIMP
BC (AMCO-dy), 8, m.z1.: 101.7, 120.4, 124.5, 128.6,
128.7,129.5,130.4,131.0, 132.0, 135.2, 137.5, 158.5,
170.1, 192.7. Haiineno, %: C 43.76; H 2.36; N 2.74.
C,gH;1BrC13NO,. Boruncneno, %: C 43.98; H 2.26; N
2.85. M 491.55.

5-Tunpoxcu-4-{[(4-xaoppennn)amuno](dpe-
HUJI)METUJIUIEH }-5-(TPUXJIOPMETHT)TUTUAPO-
¢ypan-2,3-muon (8g). CunresupoBan u3 S-heHUI-
4-(2,2,2-tpuxnopauerun)pypan-2,3-quona  (7a) wu
4-xnopanmnuHa. Beixon 0.40 T (64%), GecrBeTHOE
BemecTBO, T.IUL 184-185°C. UK cmektp, v, cM '
3182 (NH, OH), 1716 (C*=0), 1674 (C3>=0). Cnextp
AMP 'H (IMCO-dy), 8, m.a.: 4.98 ymc (1H, OH),
7.44-7.58 M (6H,pon)s 766 T (1H,p0, J 8.0 T'mr), 7.91
T (2H,poy J 8.0 '), 10.95 ¢ (1H, NH). Cnexrp SIMP
BC (AMCO-dy), 8, m.m.: 97.7, 122.6, 129.0, 129.1,
129.2,129.7,130.9,132.9,133.9, 134.3, 137.6, 159.0,
164.5, 190.6. Haiineno, %: C 48.47; H 2.62; N 3.24.
C,gH{1C4NO,. Boruucneno, %: C 48.35; H 2.48; N
3.13. M 447.10.

5-I'uapokcu-4-{[(4-xaopdeauns)amuno](n-to-
JMJI)METHINAEH }-5-(TPUXJIOPMETHJ)AUTHAPO-
dypan-2,3-nuon (8h). CuntesmpoBan w3 S-n-To-
mn-4-(2,2,2-rpuxnopaneti)pypan-2,3-muona  (7b)
n 4-xnopanmwmmHa. Bwixom 0.45 1 (78%), *xenroe
BewlectBo, T.au. 175-177°C. UK chnekrp, v, em b
3161 (NH, OH), 1716 (C?=0), 1671 (C3=0). Cnextp
SAMP 'H (IMCO-dy), 8, m.i1.: 2.41 ¢ (3H, CH;), 4.23
ymr.c (1H, OH), 7.36 n (2H J 8.0 I'mm), 7.48-7.55

apom’

M (4Hgp00)s 7.81 11 (2H,p0y, J 8.0 T'w), 10.94 ¢ (1H,
NH). Cnextp SIMP 13C (JIMCO-dy), 5, m.a.: 21.1,
97.1, 122.0, 128.6, 128.8, 129.0, 129.4, 130.4, 134.6,
143.8, 144.0, 145.3, 158.4, 163.9, 190.2. Haitneno, %:
C49.27; H2.62; N 3.30. C{gH;3CI4NO,. Berancneno,
%: C 49.49; H2.84; N 3.04. M 461.12.

5-I'uapoxcu-4-{[(4-xaoppenun)amuno|(4-me-
TOKCH(eHUIT)MeTUIH/IeH }-5-(TPUXJI0pMeTH ) A1~
ruapodypan-2,3-quon  (8i). CunrtesupoBaH U3
5-(4-metoxcudenmn)-4-(2,2,2-rpuxinopanetui)dy-
pan-2,3-auona (7€) u 4-xnopanununa. Beixox 0.47 T
(70%), sapxo-xenroe BemecTBo, T.I. 194-196°C.
UK cnextp, v, cm 't 3296 (NH), 3164 (OH), 1716
(C*=0), 1671 (C*=0). Cniexrp IMP 'H (JIMCO-dy),
o, m.x1.: 3.87 ¢ (3H, OCHjy), 5.60 ymr.c (1H, OH), 7.09
I (ZHgpoy J 8.0 T'm), 7.43-7.55 M (4Hgpe), 7.90 1
(2H,p0y J 8.0 I'w), 10.94 ¢ (1H, NH). Cnekrp SIMP
BC (IMCO-dg), 8, m.a.: 55.5, 97.1, 113.8, 119.8,
122.0, 128.5,128.6,130.3, 131.7, 132.3, 133.8, 136.5,
158.4, 164.0, 188.8. Haiineno, %: C 47.64; H 2.56;
N 2.64. C,¢H3CI4NOs. Brruncneno, %: C 47.83; H
2.75; N 2.94. M 477.12.

5-I'mapoxcu-4-{[(4-xa0ppheHn)aMuHO | THEH-
2-WaMeTWIHAeH-5-(TPUXJI0pMeTHI)Auruapody-
pan-2,3-1uon (8j). CunresupoBan u3 S-(THEH-2-
nn)-4-(2,2,2-rpuxnoparerun)pypan-2,3-muona  (7d)
u 4-xnopanuiaunHa. Beixox 0.31 r (56%), GecriBeTHOE
Bewecto, T.aul. 186—-187°C. UK chmektp, v, em b
3299, 3182 (NH, OH), 1716 (C*=0), 1674 (C3=0).
Crnektp SIMP 'H (IMCO-dy), &, m..: 5.94 yuic
(1H, OH), 7.28 T (1H ye2pm> J 4.0 '), 7.43-7.55
M (3Hgpop)s 7.86-7.91 M (2H,pousmmen-2-un)> 8-05 11
(IH e 4 4.0 '), 10.95 (1H, NH). Cnexrp SAMP
BC (IMCO-dy), 8, m.ai.: 97.0, 114.4, 122.0, 128.4,
128.6,129.4,130.4,132.4,135.5, 136.5, 144.0, 158 .4,
164.0, 181.8. Haiineno, %: C 42.60; H 2.26; N 3.29;
S 7.25. C1gHoCIuNO,S. Brruucneno, %: C 42.41; H
2.00; N 3.09; S 7.08. M 453.12.

5-Tuapoxcu-4-{(4-xaopdenunn)[(4-xaopde-
HUJI)AMUHO|MeTHJ/IeH }-5-(TPUXJIOPMEeTH ) TH-
ruapodypan-2,3-nuon  (8k). CuHTe3mpoBaH U3
5-(4-xnoppennn)-4-(2,2,2-rpuxsopauerii)Pypan-
2,3-nona (7e) u 4-xmopanwnmHa. Beixog 0.33 1
(80%), cetno-xkentoe BemecTBo, T.IuL. 178—180°C.
UK cnextp, v, cM ': 3314, 3164 (NH, OH), 1714
(C*=0), 1674 (C*=0). Cnektp SIMP 'H (JIMCO-dy),
9, M.a.: 5.74 yurc (1H, OH), 7.40-7.55 M (4H,po)
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7.80 1 (2Hppoys J 8.0 T'w), 7.90 1t (2H, 0 J 8.0 T'w),
10.94 ¢ (1H, NH). Cnexrp AMP 13C (IMCO-dy), 3,
M. 97.7, 122.6, 129.0, 129.1, 129.2, 129.6, 130.8,
131.5, 1329, 134.3, 137.1, 159.0, 164.5, 192.9.
Haiineno, %: C44.72; H2.26; N 2.77. C{gH;(ClsNO,.
Brrancaeno, %: C 44.90; H 2.09; N 2.91. M 481.54.

4-{(4-bpomdennn)[(4-xaopdenun)amuno|me-
THIAUIEH}-5-THAPOKCH-5-(TPUXJTOPMETHI)TU-
ruapodypan-2,3-nuon  (8l). CunresupoBan u3
5-(4-6pomdpennin)-4-(2,2,2-Tpuxnopanetui)pypan-
2,3-nuona (7f) u 4-xnmopanmnuua. Beixox 0.35 T
(83%), cmeTmo-kenToe BemiecTBo, T.IW1. 179—181°C.
UK cnextp, v, cM ! 3182 (NH, OH), 1714 (C*=0),
1674 (C3*=0). Cnexrp AMP 'H (IMCO-dy), &, m.x.:
5.73 yu.c (1H, OH), 7.44 1 (2H,p, J 8.0 I'), 7.52
1 (2ZHgpon J 8.0 I'm), 7.79 11 (2H, 0, J 8.0 T'x), 7.90
1 (2H,poy, / 8.0 '), 10.94 ¢ (1H, NH). Cnexrp SIMP
BC (AMCO-dy), 8, m.i.: 97.7, 113.4, 122.5, 126.6,
128.9,129.1,130.9,131.6,132.1, 132.9, 137.1, 159.0,
164.6, 189.3. Haiineno, %: C 41.29; H 1.74; N 2.47.
CgH;(BrCI4NO,. Beruucneno, %: C 41.10; H 1.92;
N 2.66. M 525.99.

4-{[(4-Bpompennn)amuno|(peHua)MeTHuIN-
JeH}-5-ruApoKcH-S5-(TPUXJIOPMETHI)AUTHAPO-
¢ypan-2,3-muon  (8m). CunresupoBan u3 5S-¢e-
HUI-4-(2,2,2-Tpuxnopanerun)pypan-2,3-auona  (8a)
u 4-6pomanunuHa. Beixog 0.56 T (70%), cBeTin0-%Kemn-
TO€ BellecTBo, T.Iu1. 251-252°C. UK cnekrp, v, em L
3292 (NH, OH), 1721 (C?>=0), 1667 (C*<0). Cnektp
SMP 'H (IMCO-dy), 8, m.a.: 3.53 ymc (1H, OH),
7.12-7.66 M (SHypoy), 7.75 1 (2ZHgpey, J 8.0 T'mr), 7.84
A (2H,p0p J 8.0 '), 10.93 ¢ (1H, NH). Criexrp SIMP
BC (AMCO-dy), 8, m.a.: 97.9, 113.7, 116.3, 120.8,
122.7,128.6,129.4,130.9, 131.8, 137.5, 148.4, 159.0,
162.4, 188.8. Haiineno, %: C 43.79; H 2.43; N 2.63.
C,gH;1BrC13NOy. Beruncneno, %: C 43.98; H2.26; N
2.85. M 491.55.

4-{[(4-bpomdenn)aMuHO|(1n-TOTUT)METHIIU-
JeH}-5-TUAPOKCH-S-(TPUXJTOPMETHJI ) IUTHAPO-
¢pypan-2,3-nmon  (8n). CunrtesupoBaH u3 5-n-TO-
nuin-4-(2,2,2-rpuxnopanerun)pypan-2,3-muona  (7b)
n 4-6pomanmimHa. Bexog 0.56 T (69%), xentoe
BemecTBo, T.Iul. 182-184°C. UK cmektp, v, em
3241 (NH, OH), 1716 (C?>=0), 1674 (C3=0). Cnextp
AMP 'H (IMCO-dy), 8, m.z1.: 2.41 ¢ (3H, CH;), 5.63
yuc (1H, OH), 7.53-7.58 m (4H,,), 7.81-7.85
M (4H,p0,0), 10.94 ¢ (1H, NH). Cnekrp SIMP 3C
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(AMCO-dg), 8, M. 21.1, 97.1, 116.5, 120.8, 122.2,
122.4,128.1, 128.8, 124.1, 129.4, 130.7, 131.5, 131.6,
136.9, 156.8, 158.5, 161.7, 189.8. Haiineno, %: C
45.33; H2.76; N 2.54. C9H3BrCl;NO,. Beruncneno,
%: C 45.14; H2.59; N 2.77. M 505.57.

4-{[(4-bpompenn)amuno|(4-MeTokcuPenn)-
METUJIHAEH }-5-TUAPOKCU-5-(TPUXJIOPMETHJI)TU-
ruapodypan-2,3-1uon  (80). CuHTe3upoBaH U3
5-(4-metokcupenun)-4-(2,2,2-rpuxiopanetui)dy-
pan-2,3-nmroHa (7C) u 4-6pomanmiuHa. Bexon 0.64 T
(84%), OnempHO-)keNTOE BeliecTBo, T.I. 186—191°C.
UK crextp, v, cM ' 3189 (NH, OH), 1743 (C%=0),
1624 (C3*=0). Cnextp SAMP 'H (IMCO-dy), 8, m.1.:
3.88 ¢ (3H, OCHj), 5.60 ym.c (1H, OH), 7.08 n
(2Hypoy J 8.0 T'm), 7.43 1t (2H,pq,, J 8.0 T'), 7.67 1
(ZHgpons J 8.0 Tw), 7.89 1t (2H, e J 8.0 '), 10.94
¢ (1H, NH). Cnekrp SIMP 13C (JIMCO-dy), 8, m.1.:
55.5, 97.1, 113.9, 116.6, 120.9, 1224, 129.8, 130.7,
131.6, 136.9, 151.2, 158.5, 163.6, 188.8. Haiineno,
%: C 43.56; H 2.40; N 2.55. C;oH3BrCL3NO:s.
Brraucneno, %: C 43.75; H2.51; N 2.69. M 521.57.

4-{|(4-bpomdeHuT)aMUHO|THUEH-2-UIT}METH-
JUAEeH-5-TUAPOKCU-S-(TPUXJIOPMETHJ)TUTHAPO-
¢ypan-2,3-quon (8p). CunrtesupoBan U3 S-(TueH-2-
un)-4-(2,2,2-rpuxnopanetii)pypan-2,3-auona  (7d)
u 4-OpomanmnuHa. Beixon 0.67 T (64%), GecriBeTHOE
BemecTBo, T.I1. 176—178°C. UK cniextp, v, cm ' 3291
(NH, OH), 1704 (C?=0), 1664 (C3=0). Cniextp SIMP
'H (IMCO-dy), 8, m.1.: 5.55 ym.c (1H, OH), 7.27
T (1Hpyep00 J 4.0 T'm), 7.41 10 (2Hgp, J 8.0 I'm),
7.53 0 (2Hyp0y, J 8.0 T'm), 7.86 1 (1H puepnom /
4.0 I'm), 8.05 1 (1H ep-0s 4 4.0 '), 10.79 ¢ (1H,
OH). Crextp SIMP 3C (IMCO-dy), 8, m.1.: 97.0,
114.4,116.3, 120.9, 122.2, 128.1, 128.6, 130.7, 131.6,
136.9, 144.0, 156.9, 163.9, 181.8. Haiineno, %: C
38.43; H 1.60; N 2.69; S 6.66. C;cHgBrCl3NO,S.
Brrancaeno, %: C 38.62; H 1.82; N 2.81; S 6.44. M
497.58.

4-[(4-bpompennn)amuno] [(4-xa0ppheHu)me-
THUJINIEH]|-5-TuapoKCcU-5-(TPUXITOPMETHI)TU-
ruapodypan-2,3-nuon  (8q). CuHTE3MpoBaH U3
5-(4-xnoppennin)-4-(2,2,2-rpuxsnopauetiii)hypan-
2,3-nuona (7€) m 4-6pomanmnuHa. Beixom 0.32 r
(70%), OecupetHOE BeriecTBO, T.IL1. 178—180°C. MK
crexTp, v, cM : 3254 (NH, OH), 1714 (C>=0), 1674
(C3*=0). Cnextp SIMP 'H (JIMCO-dy), 8, m.1.: 5.74
yur.c (1H, OH), 7.58 M (4H,), 7.74 1 (2H J
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8.0 T'w), 7.83 1 (2H,poy, J 8.0 '), 10.93 ¢ (1H, NH).
Cnextp SIMP 13C (I[MCO de), 8, m..: 98.0, 106.3,
116.9,117.9,122.7, 128.6, 129.5, 130.9, 132.0, 137.6,
150.2, 152.4, 162.3, 190.1. Haiineno, %: C 41.26; H
1.74; N 2.51; S 7.44. CgH,(BrCl4;NO,. Brraucneno,
%: C41.10; H1.92; N 2.66; S 7.66. M 525.99.

5-I'uapoxcu-4-{[(4-uutpodenun)amuno|(pe-
HUJ)METHJIHAEH }-5-(TPUXJTOPMEeTHI)ITUTUAPO-
¢pypan-2,3-muon  (8r). CunresupoBan wu3 5S-¢e-
HAI-4-(2,2,2-Tpuxnoparnetun)pypan-2,3-auona (7a)
u 4-aurpoanununa. Beixox 0.41 r (61%), OGecuser-
HOE BemiecTBo, T.Iu. 177-179°C. UK cnektp, v, em l:
3197, 3336 (NH, OH), 1721 (C?>=0), 1674 (C3*=0).
Crnextp IMP 'H (IMCO-dy), 8, m.x1.: 5.80 ym.c (1H,
OH), 7.55-7.62 M (5H,,0y), 7.79 11 (2H,0y, J 8.0 T'mr),
8.37 1 (2ZHyp0y, J 8.0 Fu) 11.23 ¢ (1H, NH). Cnekrp
aMP B¢ (I[MCO -dg), 8, m.1.: 97.6, 114.0, 120.1,
123.9,127.6,128.5,129.2, 133.3, 134.5, 141.0, 143.7,
146.2, 163.8, 189.8. Haiineno, %: C 47.57; H 2.61;
N 6.21. CgH;;C15N,O¢. Boruucneno, %: C 47.24; H
2.42; N 6.12. M 457.65.

5-I'mapokcu-4-{[(4-uurpodenun)amuuo](n-ro-
JHUJ)METHIIH/IeH }-5-(TPUXJT0PMEeTHII)AUTUPO-
¢ypan-2,3-nuon  (8s). CunresupoBaH u3 5-n-TO-
nun-4-(2,2,2-rpuxnopaneti)pypan-2,3-1uona  (7b)
u 4-autpoanunuHa. Beixon 0.44 r (72%), xenTtoe Be-
mectBo, .1 185-187°C. UK cmekrp, v, cm ' 3179
(NH, OH), 1719 (C*=0), 1677 (C3=0). Cniexrp SIMP
"H (AMCO-dy), 8, m.z1.: 2.40 ¢ (3H, CH;), 5.80 yur.c
(1H, OH), 6.61 1 (2H J 8.0 I'm), 7.35 n (2H
J80TIm), 7.79 n (2Hap0M, J8.0In), 7.94 n (2H, ﬁ"’M’
J 8.0 I'm), 11.42 ¢ (1H, NH). Cnekrp AMP
(AMCO-dy), 8, m.a.: 21.7, 98.2, 112.9, 124.5, 126.8,
129.8,129.9, 134.6, 136.3, 141.6, 144.9, 146,8, 156,1,
165,8, 188.7. Haiineno, %: C 48.55; H 2.53; N 5.74.
C19H3C15N,Og. Beruncaeno, %: C 48.38; H 2.78; N
5.94. M 471.68.

apom? apom?

5-T'uapokcu-4-{[(4-meToxcudenns)(4-HuTpo-
(enn)aMuHO |METHTHIEH }-5-(TPUXJIOPMETHII ) TH-
ruapodypan-2,3-quon (8t). CunresupoBan u3
5-(4-metokcudenmn)-4-(2,2,2-TpuxaopaneTn)dy-
pan-2,3-nuoHa (7€) u 4-autpoanmnuHa. Beixox 0.42 T
(61%), xentoe BemecTBO, T.IUI. 188-190°C. MUK
crekTp, v, cM': 3318, 3184 (NH, OH), 1719 (C>=0),
1676 (C3*<0). Cnexrp AMP 'H (IMCO-dy), &, m.x.:
3.88 ¢ (3H, OCHy), 5.68 ym.c (1H, OH), 7.09 n
(2Hgpons J 8.0 T'm), 7.78 1 (2H,p0y, J 8.0 T'), 7.90 1

(2H,por J 8.0 Tw), 8.35 1 (2H, 0, J 8.0 Tmr), 11.42 ¢
(1H,NH). Cnexrp SIMP 13C (Z[MCO -dg), 8, M.11.: 55.5,
97.6, 113.9, 120.5, 123.9, 129.3, 129.8, 131.7, 131.9,
141.1,143.6, 146.2, 158.5, 163.6, 188.6. Haiineno, %:
C46.57;H2.57;N 5.65. C;9H3C15N,O,. Berancneno,
%: C46.79; H2.69; N 5.74. M 487.67.

5-I'mapoxcu-4-{[(4-auTpodeHun)amMuHo|(Tu-
€H-2-HJ)MeTUJIUJeH }-5-(TPUXJIOPMeTHI)IUr-
apogypan-2,3-quon (8u). Cunre3upoBaH u3 5-(Tu-
eH-2-mn)-4-(2,2,2-Tpuxiopaneruin)pypan-2,3-1uoHa
(7d) u 4-uutpoanununa. Beixoq 0.33 r (60%), Gec-
[BeTHOE BemiecTBo, T.IUI. 189-191°C. UK cmektp, v,
em !t 3177 (NH, OH), 1721 (C*=0), 1674 (C3=0).
Cnextp AMP 'H (IMCO-dy), 8, M.11.: 5.64 ym.c (1H,
OH)» 7271 (IHTHeH-Z-Hm J4.0 FI_[), 177 n (2Hap0M’ J
8.0I'm),7.90 1 (1H yep0-ps 9 4-0I'x), 8.05 1 (1H ;e pypins
J4.0 I'n), 8.35 1 (2H,50, J 8.0 I'), 11.40 ¢ (1H, NH).
Cnextp AMP 13C (mvlco de), 8, M0 97.5, 114.2,
120.5,123.9,128.1, 128.6, 129.3, 134.9, 135.5, 141.1,
144.0, 146.2, 163.9, 181.5. Haiineno, %: C 41.62;
H 1.78; S 6.72. C;4HgCI3N,O¢S. Brruncneno, %: C
41.45; H 1.96; S 6.92. M 463.68.

S5-I'mapoxcu-4-{(4-xaopdpenu)[(4-uutpode-
HUJ)AMHUHO|MeTHIH/IeH }-5-(TPUXI0pPMeTHJI) I U-
ruapodypan-2,3-qnuon  (8v). CunTesupoBaH wu3
5-(4-xnopdennn)-4-(2,2,2-rpuxnopanerun)ypaHn-
2,3-nuona (7€) m 4-uurpoanmnuna. Beixox 0.31 r
(63%), cBemno-kentoe BemecTBo, T.Iul. 193-195°C
UK crextp, v, cM ': 3329 (NH, OH), 1699 (C>=0),
1672 (C3=0). Cnextp SIMP 'H (AMCO-dy), 8, M.x1.:
4.25 yur.c (1H, OH), 7.62 1 (2H,p,y, J 8.0 I'w), 7.78
n (2H J8.0TIm), 7.88 1 (2Ha o J 8.0 T'mr), 8.34
A (2H,p0y, J 8.0 '), 11.40 ¢ (1H, NH) Cnekrp SAMP
3¢ (Z[MCO de), 8, M. 97.5, 144.2, 120.5, 123.9,
128.1,128.6,129.3,134.9,135.5, 141.1, 144.0, 146.2,
163.9, 181.5. Haiineno, %: C 43.71; H 2.26; N 5.42.
CigH1oCLN,Og. Brruncneno, %: C 43.93; H 2.05; N
5.69. M 492.09.

apom?

4-{(4-bpomdpennn)-S-ruapoxcu|[(4-uutpode-
HUJ)aMUHO |MeTUINAEH }-5-(TPUXJI0PMeTHI) -
ruapodypan-2,3-nuon  (8w). CuHTe3mpoBaH U3
5-(4-6pomdpennin)-4-(2,2,2-trpuxnopaneTii)pypan-
2,3-muona (7f) u 4-uurpoanunuua. Beixom 0.44 T
(60%), cBeTnmo-xkenToe BemecTBo, T.Iur. 170-172°C.
UK crextp, v, cM ' 3195 (NH, OH), 1781 (C>=0),
1714 (C3*=0). Cnektp SIMP 'H (IMCO-dy), 8, m.1.:
4.25 yur.c (1H, OH), 7.07 1 (2H,,y, J 8.0 '), 7.75~
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7.83 M (4HapOM), 8.05 &t (2HapOM, J80TIm), 11.21 ¢
(1H, NH). Cnextp AMP 13C (IMCO-dy), 8, m.a.:
98.2, 113.5, 120.8, 124.5, 127.8, 128.2, 129.3, 131.6,
136.8, 141.6, 144.2, 146.8, 164.4, 189.2. Haiineno,
%: C 40.42; H 1.62; N 5.39. CgH;q BrCl3N,Oq.
Brrancaeno, %: C 40.29; H 1.88; N 5.22. M 536.54.

5-I'mppoxcu-4-{penn|[(2-TpudTopmern.)de-
HUJI|aMHHO } MeTHJINAEH-5-(TPUXJIOPMETHII ) IUTH-
apodypan-2,3-1uon (8x). CunresupoBan u3 S-¢e-
HUI-4-(2,2,2-Tpuxnoparnetun)pypan-2,3-auona (7a)
u 2-(tpudropmernn)anununna. Beixon 0.48 r (90%),
6ecuBeTHOe BemecTBo, T.IU. 186—188°C. MK cmextp,
v, em 1 3207 (NH, OH), 1716 (C?>=0), 1677 (C3=0).
Crnextp AMP 'H (IMCO-dy), 8, m.x.: 5.76 ym.c (1H,
OH), 7.57 T (2H J 8.0 I'm), 7.67 t (1H J

apom> apom?

8.0 T'w), 7.72-7.85 M (4H,p0,), 7.93 1 (2H, 0y J
8.0 I'm), 11.13 ¢ (1H, NH). Cnexrp SIMP 1C
(IMCO-dy), &, m.i1.: 97.8, 123.0, 125.1, 125.8, 128.6,
129.0, 129.3, 129.5, 129.8, 130.2, 130.4, 133.4,
133.9, 136.1, 137.9, 164.6, 190.5. Cnexrp AMP °F
(AMCO-dy), 6, m.z1.: =61.00 (2-CF5). Haitneno, %: C
47.34; H2.53; N 2.57. C19H;,Cl;F3sNO,. Beruncneno,
%: C 47.48; H2.31; N 2.91. M 480.65.

5-I'mapokcu-4-(n-roania){[2-(tpudropmern.)-
(enmsi]aMmuHo }MeTHINAEH-5-(TPUXTOPMETHIT) U~
ruapodypan-2,3-1uon  (8y). CuHre3upoBaH u3
S-n-ronui-4-(2,2,2-rpuxiopanerui)pypan-2,3-au-
ona (7b) wu 2-(rpudropmernn)aHwinHa. BbIxox
0.56 T (70%), spko->KedaToe BelEecTBO, T.OuL. 172—
174°C. UK cnextp, v, cM ' 3150 (NH, OH), 1749
(C?=0), 1617 (C*=0). Cnextp SIMP 'H (JIMCO-dy),
0, m.a.: 2.40 ¢ (3H, OCHy), 5.20 ym.c (1H, OH),
7.13-7.38 M (SHgpow), 748 T (1Hgp0y, J 4.0 T'x), 7.79
1 (2H,p00 / 8.0 T'), 11.60 ¢ (1H, NH). Criexrp SIMP
BC (IMCO-dg), 8, m.i.: 21.1, 98.7, 107.1, 115.3,
124.5,125.2,126.6,128.1, 128.7,129.2, 129.8, 132.8,
133.7, 141.1, 165.1, 168.5, 188.2. Cnextp SIMP °F
(AMCO-dy), 6, m.1.: —61.38 (2-CF3). Haiineno, %: C
48.71; H2.47; N 2.64. C,yH3Cl3F3NO,. Brruncieno,
%: C 48.56; H 2.65; N 2.83. M 494.68.

S5-Tuapokcu-4-[(4-meToxcupenunn){[2-(Tpu-
¢propmerna)penn]aMuHo}MeTHINAEH |-5-(TpH-
dropmerun)auruapopypaun-2,3-nuon  (8z). Cun-
Te3upoBaH u3 S-(4-metokcudennn)-4-(2,2,2-rpuxiiop-
anernn)pypan-2,3-quona (7C) u 2-(TpudTopmMeT)-
anmmHa. Beixog 0.42 r (66%), sSipKO->KeNITOE Bellle-
ctBO, T.IuL. 155-156°C. UK cmektp, v, em 1t 3145
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(NH, OH), 1804 (C?>=0), 1622 (C3=0). Cnextp SIMP
"H (IMCO-dy), &, m.1.: 3.87 ¢ (3H, OCH;), 5.03
yurc (1H, OH), 6.92 11 (2H,0, / 8.0 T'wy), 7.07-7.10
M (2H o) 7-19 & (2H oy J 8.0 ), 7.81-7.82 1
(2Hp0p J 8.0 I'm), 11.60 ¢ (1H, NH). Cnekrp SIMP
BC (IMCO-dg), 8, m.i.: 55.6, 97.8, 107.0, 113.9,
115.2,116.7, 119.5, 125.8, 126.7, 128.3, 129.7, 131.6,
133.1, 134.1, 141.5, 163.7, 190.0. Criextp SIMP '°F
(IMCO-dy), 8, m.1.: —61.14 (2-CF;). Haiineno, %: C
47.26; H 2.34; N 2.86. CoH;C1;F3NOz. Beraucneno,
%: C 47.04; H2.57; N 2.74. M 510.68.

5-I'mapoxcu-4-{Tuen-2-ua|(2-rpudropmern)-
(¢eHuI]aMUHO}MeTHINACH-5-(TPUXJIOPMETHI)-
auruapogypan-2,3-nuon  (8aa). CuHTe3upoBaH
u3  S-(tuen-2-un)-4-(2,2,2-rpuxiopanerun)pypaH-
2,3-nmuoHa (7d) u 2-(tpudropmernin)anununa. Boixos
0.45 t (82%), OecnBeTHOE BemiecTBO, T.IUL. 185—
187°C. UK cmektp, v, cM ': 3185 (NH, OH), 1719
(C?=0), 1672 (C*=0). Cnextp SIMP 'H (JIMCO-dy),
o, m.a.: 4.73 yur.c (1H, OH), 7.29 T (1H e-0omm I
4.0I'm), 7.35 T (1H,0y, J4.0T11), 7.64-7.97 M (3H o),
8.22 1t (1H,poy J 8.0 T'w), 8.32 1 (1H,p0,, J 8.0 I'ny),
8.88 ¢ (1H, NH). Crexrp SIMP '3C (IMCO-dy), 3,
m.a.: 86.3, 101.9, 122.6, 123.4, 125.3, 127.0, 128.7,
129.8,130.4,131.3,131.7,132.1, 135.5, 164.6, 170.1,
170.8, 185.2. Criextp SIMP '°F (IMCO-dy), §, m.1.:
—61.25 (2-CF;). Haiineno, %: C 41.88; H 1.53; N
2.98; S 6.67. C;;HgCl3F3sNO,S. Brruucneno, %: C
41.95; H 1.86; N 2.88; S 6.59. M 486.93.

4-[5-T'uanpokcu-(4-xaopdenun){[2-(rpudprop-
MeTuJ1)(peHunJ | aMUHO} MeTUIH IeH |-5-(TpUuxJiopme-
Tua)auruapodypan-2,3-quon (8ab). Cunrezupoan
3 S5-(4-xmopdenmn)-4-(2,2,2-rpuxnopanetin)dy-
pan-2,3-nuona (7€) u 2-(TpudTOpMETHI)aHUINHA.
Brxox 0.32 1 (64%), OecrBeTHOE BEIIESCTBO, T.ITI.
160-162°C. UK crniektp, v, em 13195 (NH, OH), 1721
(C*=0), 1677 (C3*=0). Cniextp SIMP 'H (JIMCO-dy),
0, M.1.: 4.16 yur.c (1H, OH), 7.60 T (1H,p,,, J 8.0 I'mx),
7.68 1 (2H,p0y J 8.0 Tw), 7.73 1t (1H,p0 J 8.0 T'w),
7.90 T (1Hyp0y,J 8.01'w), 7.97 1 (1H,pgy, I 8.0 '), 8.18
A (2H,p0y, J 8.0 T'), 10.98 ¢ (1H, NH). Cniexrp SIMP
BC (AMCO-dy), 8, m.a.: 86.6, 101.9, 117.0, 122.6,
124.4,125.3,126.9, 129.6, 130.4, 131.3, 131.7, 139.1,
135.4, 162.1, 170.4, 170.9, 192.9. Cnekrp SIMP '°F
(AMCO-dy), 6, m.1.: —61.25 (2-CF;). Haiineno, %: C
44.55; H 1.86; N 2.52. CoH(Cl4F3NO, Brruncneno,
%: C44.30; H 1.96; N 2.72. M 515.09.
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4-{(4-bpomdennn)-S-rugpokcu-[(2-Ttpudrop-
MeTHJ1)(peHu1|]aMIuHO } MeTHINAEH-5-(TpUXJI0pMe-
THI)auruapodypan-2,3-nuon (8ac). CunresnpoBan
u3 5-(4-6pompennn)-4-(2,2,2-TpuxaopaneTri)-
¢bypan-2,3-muona (7f) m 2-(TpudropmMeTHI)aHUIU-
Ha. Beixog 0.33 1 (72%), OecuBeTHOE BeIIECTBO,
.. 186-188°C. UK cmektp, v, em ! 3187 (NH,
OH), 1721 (C?>=0), 1676 (C3*<0). Cnextp IMP 'H
(IMCO-dg), 8, m.a.: 4.55 yurc (1H, OH), 7.52 1
(1Hgpons J 8.0 I'), 7.73 1 (2H,p0y, J 8.0 T'm), 7.83 11
(ZHgpons / 8.0 I'mx), 7.90 T (1Hp0y, J 8.0 I'm), 8.10 1
(2Hgpons J 8.0 '), 11.18 ¢ (1H, NH). Cnekrp SIMP
BC (IMCO-dy), 8, m.1.: 86.6, 101.9, 119.9, 122.6,
123.4,125.3,126.9, 129.4, 130.0, 131.0, 131.7, 132.5,
135.7, 170.3, 193.2. Criextp SIMP !°F (JIMCO-dy), §,
M.1.: —61.25 (2-CF5). Haiineno, %: C 40.55; H 1.55;
N 2.65. CgH;(BrCl3F;NOy. Berancneno, %: C 40.78;
H 1.80; N 2.50. M 559.55.

3-({[2-T'unpoxcu-4,5-1noKco-2-(Tpuxjaopme-
Tuan)auruapodypan-3(2H)-nanaen|(n-roana)me-
T} aMuHO0)0eH30HUTpuI (8ad). CunTe3upoBaH u3
5-n-tonun-4-(2,2,2-rpuxnopaueruia)pypan-2,3-1u-
oHa (7b) m 3-ammnoGenzonutpuna. Beixom 0.33 r
(73%), cBemino-xentoe BemecTBo, T.aul. 186—187°C.
UK cnektp, v, cm ' 3189 (NH, OH), 2230 (CN), 1743
(C?=0), 1624 (C*=0). Cnextp SIMP 'H (JIMCO-dy),
0, m.a.: 2.40 ¢ (3H, CH;), 5.68 yur.c (1H, OH), 7.36
I (ZHgpoys J 8.0 T'), 7.56-7.63 M (3H,p0y), 7.71 T
(1Hgpos J 8.0 '), 7.81-7.88 (2H,p), 10.99 ¢ (1H,
NH). Crnextp IMP 3C (IMCO-d), 8, m.a.: 21.7,
97.8, 112.1, 119.0, 123.6, 125.4, 125.7, 128.5, 128.7,
129.6, 130.0, 130.7,134.3,139.1, 157.6, 162.0, 190.1.
Haiineno, %: C 53.26; H2.83; N 6.35. C5oH3C13N,04.
Brruucneno, %: C 53.18; H 2.90; N 6.20. M 451.69.

3-({[2-T'uapoxcu-4,5-nnokco-2-(Tpuxjopme-
Tua)auruapodypan-3(2H)-unuaen|(4-meTokcu-
denna)merun}amuno)oenzonurpua (8ae). Cunre-
3upoBaH m3 S-(4-meTokcudenun)-4-(2,2,2-Tpuxiop-
anerun)ypan-2,3-quona (7€) u 3-aMUHOOEH30HU-
tpuna. Beixon 0.57 r (72%), OGecuiBeTHOE BEIIECTBO,
T.m1. 194-196°C. UK cnekrp, v, em': 3306, 3197
(NH, OH), 2234 (CN), 1718 (C*=0), 1674 (C3*=0).
Cnektp AMP 'H (JIMCO-dy), 8, m.1.: 3.89 ¢ (3H,
OCHy), 5.64 yur.c (1H, OH), 7.13 1 (2H,,,, J 8.0 T'wy),
7.62-7.87 M (3H,p0y,), 8.05 1t (1H,p0y, J 8.0 '), 8.14
A (2Hypoy, J 8.0 '), 11.19 ¢ (1H, NH). Cnexrp SIMP
BC (IMCO-dg), 8, m.i.: 55.7, 86.1, 101.6, 112.6,
114.2,117.4, 123.5, 128.3, 128.9, 129.0, 129.9, 131.1,

131.5,131.8,133.3, 164.3, 170.1, 190.9. Haiineno, %:
Csl1 46, H 266, N 5.86. C20H13C13N205. BBI‘-H/IC.HCHO,
%: C51.36; H 2.80; N 5.99. M 467.69.

Itnia-4-({|2-ruapoxcu-4,5-1uokco-2-(TpuxJaop-
MeTua)auruapopypan-3(2H)-nnunen|(penna)me-
TIJa}amuHo)oen3oar (8af). CunaresupoBan u3 5-de-
HUI-4-(2,2,2-Tpuxnopanerun)pypan-2,3-nuona (7a)
n aHecte3nHa. Beixon 0,56 T (68%), cBetio-kenToe
BemectBo, T.IUI1.180-182°C. MK cnektp, v, SYE
3328 (NH, OH), 1701 (C?=0), 1681 (C3=0). Cnextp
AMP 'H (JIMCO-dy), 8, m.a.: 1.33 T (3H, CH,CH3, J
8.0Tm),4.38x (2H, CH,CH;,J8.01'm), 5.73 ymr.c (1H,
OH), 7.91-8.01 M (5H,p,), 8.05 11 (2H,p,,,, J 8.0 T'm),
8.18 T (2H,pqy J 8.0 '), 10.94 ¢ (1H, NH). Cnexrp
SAMP BC (IMCO-dg), 8, m.i.: 14.07, 60.4, 86.0,
119.7,125.5,126.7,129.2, 129.4, 129.9, 130.3, 141.8,
157.2,161.7,163.8, 165.1, 169.9, 193.1. Haiineno, %:
C52.25; H3.21; N 2.78. Cy1H;cCI3NO¢. Berancneno,
%: C 52.04; H 3.33; N 2.89. M 484.71.

Itua-4-({|2-rugpoxcu-4,5-1uoxco-2-(TpUXJIOp-
Metua)auruapodypan-3(2H)-uauaen](n-roamni)-
MeTHiI}aMuHO)Oen30atr (8ag). CunTe3upoBaH U3
5-n-tonun-4-(2,2,2-tpuxnopanetui)pypan-2,3-nu-
ona (7b) u anecresuna. Beixon 0.41 r (73%), cBet-
JI0-)KenToe BemiecTBo, T.Iul. 182—184°C. UK crekrp,
v, eM 1 3106 (NH, OH), 1726 (C>=0), 1661 (C>=0).
Cnektp SIMP 'H (JIMCO-dy), 8, m.1.: 1.32 1 (3H,
CH,CH;, J 8.0 I'm), 2.42 ¢ (3H, CH;), 431 x (2H,
CH,CHj;, J 8.0 T'm), 5.66 ym.c (1H, OH), 7.42 n
(2H J 8.0 I'm), 7.54 1t (2Hyp0y, J 8.0 T'm), 8.00 1
(2Hypop J 8.0 T'm), 8.18 1 (2H, 4y, J 8.0 I'w), 10.94
¢ (1H, NH). Cnextp IMP 13C (AMCO-dg), 6, m.x.:
14.1, 21.2, 60.4, 86.0, 119.7, 125.5, 126.7, 129.3,
129.5,129.9,130.3,141.9,157.2,161.7, 164.8, 165.1,
170.0, 192.4. Haiineno, %: C 52.79; H 3.78; N 2.75.
CyHgC3NOg. Boruncneno, %: C 52.98; H 3.64; N
2.81. M 498.74.

apom’ oM>

Itnia-4-({[2-ruapoxcu-4,5-1uokco-2-(TpUXJI0p-
MeTua)auruapodypan-3(2H)-nauaen|(4-MmeTokcu-
(pennn)mermi}amuno)oenszoar (8ah). Cunresupo-
BaH u3 5-(4-meroxcudenmn)-4-(2,2,2-Tpuxiopare-
tin)pypan-2,3-nuona (7C) u aHecte3uHa. Boixox
0.38 r (62%), cBeT0-)KeNATOE BEIIECTBO, T.ILI. 185—
187°C. UK cmektp, v, cM : 3189 (NH, OH), 1716
(C?=0), 1676 (C*=0). Cniextp SIMP 'H (JIMCO-dy),
o, m.a.: 1.34 T (3H, CH,CHj5, J 8.0 I'm), 3.88 ¢ (3H,
CH;0), 4.34 x (2H, CH,CHj;, J 8.0 I'n), 5.63 yu1.c
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(1H, OH), 7.10 1 (2H,py, J 8.0 T'wx), 7.66 11 (2H,p0ys
J8.0Tw), 7.91 1 (2H,p0 J 8.0 I'my), 8.05 11 (2H, 50, J
8.0 I'm), 10.95 ¢ (1H, NH). Cnexrp SIMP 13C
(AMCO-dg), 6, m.a.: 14.6, 56.1, 61.3, 97.9, 120.3,
126.0,127.2,129.2,129.9,130.5, 132.3, 139.9, 157.7,
162.2, 164.1, 165.7, 170.7, 189.3. Haiineno, %: C
51.45; H 3.43; N 2.88. Cy,H3CI3NO. Brrancneno,

%: C51.33; H3.52; N 2.72. M 514.74.

Ituin-4-({|2-ruapoxcu-4,5-1uokco-2-(TpuxJaop-
Metug)auruapodypan-3(2H)-nauaen|(Tuen-2-
wi)MetTu}amuto)oenszoar (8ai). CuntesnupoBaH
m  5-(tmeH-2-un)-4-(2,2,2-TpuxnopaneTin)dypaH-
2,3-nuona (7d) u anectesuna. Beixoq 0.51 r (61%),
CBETIIO-)KEJITOe BemlecTso, T.Iui. 171-173°C. UK
crekTp, v, cM ' 3182 (NH, OH), 1716 (C>=0), 1681
(C3=0). Crextp AMP 'H (JIMCO-dy), &, m.m.: 1.32
T (3H, CH,CHj, J 8.0 I'n), 4.31 x (2H, CH,CH;, J
8.0 I'm), 5.58 ym.c (1H, OH), 7.29 T (1H ,ep-00m I
4.0 '), 7.52 1 (2H,pey J 8.0 T, 7.64 1 (2H, 0y
J 8.0 Tu), 822 n (I1H enoup J 4.0 T'm), 832 1
(IH g0 3 4.0 T'm), 10.94 ¢ (1H, NH). Cnexrp
AMP 13C (IMCO-dy), 8, m.a.: 14.6, 60.9, 86.2,
120.3,126.1,127.2,129.2,129.8, 129.9, 130.5, 139.9,
157.8, 164.5, 165.3, 165.7, 170.0, 185.3. Haiineno,
%: C46.42; H2.77; N 2.95; S 6.65. C{gH4CI3NO¢S.
Breruucineno, %: C 46.50; H 2.88; N 2.85; S 6.53. M
490.74.

Itnia-4-({[2-ruapoxcn-4,5-1uokco-2-(TpuXI0p-
MeTua)auruapodypan-3(2H)-nanaen](4-xaopde-
HUJI)MeTH1}aMiHO0)0eHn30aTt (8aj). CuHTe3upoBaH U3
5-(4-xnmopdenmn)-4-(2,2,2-rpuxsopaneti)pypan-
2,3-nuona (7€) u anecresuna. Bexog 0.47 r (64%),
CBETIIO-)KEJITOE BellecTBo, T.IuL. 174-176°C. UK
cexTp, v, eM ' 3307 (NH, OH), 1714 (C?>=0), 1669
(C3=0). Crextp AMP 'H (IMCO-dy), 8, m.1.: 1.34
T (3H, CH,CHj3, J 8.0 I'y), 4.38 x (2H, CH,CH;, J
8.0 I'm), 5.78 yur.c (1H, OH), 7.54 1 (2H,,0y, J
8.0 I'm), 7.68 1 (2H,p0y, J 8.0 '), 8.00 1 (2H,0y
J 8.0 I'm), 8.18 1 (2Hy,y, J 8.0 T'm), 11.12 ¢ (1H,
NH). Crektp SIMP 13C (IMCO-dy), 8, m.1.: 14.6,
61.6, 86.5, 120.5, 126.3, 127.3, 129.6, 130.5, 130.9,
131.6,135.4,157.8,164.7,165.3,165.7, 170.0, 192.0.
Haiineno, %: C 48.38; H2.87; N 2.89. C,1H;5C1,NO.
Brruncneno, %: C 48.58; H2.91; N 270. M 519.16.

3AKIJIIOYEHHNE

[Tokazan mpocToit MeTox cuHTe3a 4-3aMEIIeH-
HBIX S5-THIPOKCH-5-(TPUXIIOPMETHI ) TUTUAPODYpaH-
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Synthesis, Antimicrobial and Antinociceptive Activity
4-Substituted S-Hydroxy-5-(tricholoromethyl)-
dihydrofuran-2,3-diones

O. A. Myshkina, S. S. Kharitonova, S. Y. Balandina, R. R. Makhmudov, and N. Y. Lisovenko*

Perm State University, ul. Bukireva, 15, Perm, 614990 Russia
*e-mail: lisovn@mail.ru
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As a result of the reaction of 5-substituted 4-trichloroacetylfuran-2,3-diones with aromatic amines, 4-substi-
tuted 5-hydroxy-5-(trichloromethyl)dihydrofuran-2,3-diones, were synthesized, which have antibacterial and

antinociceptive activities.

Keywords: 5-substituted 4-trichloroacetylfuran-2,3-diones, 4-substituted 5-hydroxy-5-(trichloromethyl)di-
hydrofuran-2,3-diones, X-ray crystal structure analysis, antibacterial and antinociceptive types of activity
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