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CUHTE3 ¥ CBOMICTBA 6,7,8-3AMEIEHHBIX
2-(4-OKCO-3 4-TAT AP O-2-XHHASONTHHADHATNETCHATPAIIOB

2-(4-Oxco-3,4~marunpo-2-XvEas3oNviryIa e TORATPIIEL  TOJlyIeHsl  B3auMOASHCT-
BHEM O-lIHAaHOSTUITHONMHUHOANETATA C 3aMEIICHHBIME AHTPAHINOBBIME KHCIO-
TaMmH. BhIIBNEHa NPOTOTPONI B PSAY CHHIC3HPOBAaHHBIX coeauHeHmi. [Ipose-
AeHBl peaxumy 2-(4-0KCo-3,4-IUTHApo-2-XUHA3O0IMHUI)aUSTOHHTPIIIOB C PSIOM
(rerepo)apoMaTHUECKHX ANBAECTUIOB, Bexylue K 00pa3oBaHMIO 3-apui-2-(4-
OKCO-3.4-TUruapo-2-X ¥HA30UHAT )aKPUTOHUTPHIIOB.

Karodesnie cji0Ba: aHTpaHMiIOBas KHCIOTA, 3-apui-2-(4-oxco-3.4-murunpo-
2-XWHA30HHIT)aKPUNIOHITPHI, 2-(4-0KC0-3,4-AUrunpo-2-XHHA3ONUHEI )al[eTO-
HHUTPHA. 4-0KCO-3.4-IMriApOXHUHA30IMHOH, 3-IUpuAuI-2-(4-0Kco-3,4-1urnnpo-
2-XUHa30IMHNN )aKPUITOHUTPHIL, O-IHAHOTHOACTAMHA, IPOTOTPOIIKS.

2-(4-Oxco-3,4- muranpo-2-XuHA30NHHIT ) aueTOHUTPrT (18) NHMpoKC HUCHONE-
3yeTcs B CHMHTe3e KpacuTenedl pasiuuHbIX KiIaccoB: CTUPHIOBBIX [1], asokpa-
catene [2—5], xkymapuHOBBIX [6] 1 M3ouHAOIKHHORBIX |7, 8].

IIponzsognsie 4-0xco-3,4-TUIMAPOXHHAZOIHHOB IPOSBILIIOT 3HAYHTENHHYIO
aHTAMHKPOOHYIO aKTUBHOCTE [9]. TlpomyKTel KoHAEHCAIMH 3-QermT- ¥ 3-THpHIwI-
2-metnn-4(3H)-X1Ha30MHHOHOR C apOMaTHUCCKUMH ANBACTHAAMH MOTYT HC-
MOJTB30BATLCH IS JieueHHs psda HEBPOJOIHUECKHX paccTpoiicTe (0onesHb
TlapkuHcoHa, snwiencus, umeMus) [10]. M3sectHo, 9T0 HexCcTOpHIE CTHpHN-
XMHA30JIMHOHB! ABJSIOTCS [POTHUBOPaKOBbIMH Tpenaparamu {11]. Ilpusenesn-
Hele QakThl 00YCTIOBMIH Hall HHTEPeC K W3YUSHHIO CBOMCTB M peaki[MOHHOU
crocOOHOCTH NPOU3BOTHBIX 4-0KCO-3,4-TUTHAPOXUHA3OIHHOR.

Briepebie muTpwi la nomyued B 1962 r. mpu B3auMOACHCTBUY aHTpaHU-
JIOBOM KHCJIOTBI C BeCbMa HEYCTOWYMBBIM W TPYAHONOCTYNHBIM STHITHMEHO-
upa”oaneratoM [12]. 3amaTeHTOBaHBI TAKXKe CHOCOOBI CHMHTE3a 3TOr0 COSHH-
HEHHS ¥3 aMu[a aHTPaHIJIOBOM KHCJIOTHI W STWIOBOre 3(upa IUAaHYKCYCHOH
KHUCIOTHI [13] wiu ¥i3aToBOTO aHTHAPH/A U aMM/ia IIMAHYKCYCHOH KucIoTs! | 14]
B wHepTHOH arMmocdepe. FcronezoBanye 3aMeIEHHBIX aMHJOR aHTPAHIUIOBBIX U
{IMaHYKCYCHBIX KHCJIOT IO3BONMIO CHHTC3UPOBATh OOJBIIOE KOMHUYECTBO PasHOO0-
pazHeiX 3,5,6,7,8-3aMemeHHBIX  2-(4-0KCO-3,4- AUTHIPO-2-XHHAZOJIMHILT )alleTo-
autpunos [13-15]. Onucaner Taxke cHHTess! HuTpwia 1a u ero 3-N-mpous-
BOOHBIX IMyTeM pPEUMKIN3aluy 2-UMaHoMeETwI-3, 1 -6en3okcasun-4(H)-ona ¢
dopmamunom [9, 16}, aueratoM aMMOHHS M 3aMEINCHHBIMU aHWMHaMU |17-19].
[puBencHHBle METOHB! HENB3S CUYHTATh NPENApPATHBHBIMH H3-3a HEOOXOIH-
MOCTH MHOTOCTAHIHOTO CHHTE3a UCXOJHOTO 2-I[HaHOMETIIOCH30KCAa3MHOHA.
Taxke 3aTpyTHHTENBHO MOAYYEHHE HUTpHIA 1a MyTeM [OCIeNOBaTelbHOrO
Opomupopanus ¥ mmaHupoaHus 2-metun-4(3H)-xunazommmonos [20]. Iio
HaleMy MHEHHI0, HamboJjiee NMpUEMIIEMbIM METOI CHHTE3a OIHCaH aBTOPaMH
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[21], monydmemumu coequHEHHE la ¢ XOPOIIMM BBIXOOOM IPH B3auUMOACH-
CTBHH aHTPAHHIIOBOH KHCIOTH C C-LIMAHOTHOAETaMHUIOM (2) Wi ero MeTun-
THOIIPOH3BOIHBIM.

[ockonbky B pabote [21] ommcan cHHTE3 TOJIBKO CaMOr0 HUTpHIA la, MBI
PELOMIIM ONpeNeNuTh TPaHyLIBl NPUMEHHMMOCTH HaHHOIO MeETOZd, BBOJIS B
PEeaKUHI0 aHTPAHUIORBIE KHCTIOTHI C 3aMEeCTHTEISIMY Pa3iMiHOM 37IEKTPpOHHOH
IIPUPOXBL.

3amMelneHHble aHTPAHIIOBbIE KHUCIOTHl BHOCH/IM B CIUPTOBOH (METaHOIb-
HBIH, STAHOJBHBIN) pacTBOp STWIOBOTO 3dupa O-LHAHOUMHMHOTHOYKCYCHOMH
KUCHOTH (3) ¥ KMIATWIH, KOHTPOJHPYS pearlinio xpomartorpaduuecku. llpH
5TOM HaOJIONATIOCH PACTBOPEHUE aHTPAHWIIOBOH KHCIOTHI U Hepe3 HEeKOTOpoe
BpeMs BBIMIafeHNe OCajika COOTBETCTBYIOIEro HMTpwia 1, Kak mpaBusiio, B
xpomarorpaduyecky YUCTOM Buie. Peakliig OTWHAKOBO JIETKO IPOTEKAET Kak
B ota”one [21], Tak ¥ B MeTaHONE, B KOTOPOM HCXOIHbIC KOMIOHEHTHI JTy4Ile
pacTeopuMEL. B mccnenyemyio peaklMiO BBOJWIM aHTPAHWITOBBIE KHUCIOTHI C
anekTpoHoaoHopHbIMHE (5-Me, 5-Et, 5-i-Pr, 3,5-(Me),, 4,5-(MeO), N-Me) u sek-
tponoakuentopusiMa (5-F, -Cl, -Br, -1, -CF3, -NOy; 3,5-CL, 3-Cl) zamectn-
TeIIMH, & TakKe He3aMeIIeHHYIO aHTPAHWIOBYIO KHCIOTY:

R- CO,H
2 Rl I
R NH,
) SEt b : NH
NC /Y NC /\n/ . //K/ CN
NH, EtONa NH R? N
2 3 R 1ak

1a3,kR'=H,b,eR'=Me, ¢cR'=Et, dR'=i-Pr, fR'=OMe, gR'=Br, hR'=CL iR' =1,
jR'= F,a—e,ijz H,fR*=0Me, kR*=Cl;a—d, FkR*=H, e R> = Me

Panee Opury momyueHsl coeamueHums la [21], 1g [17], a taxe 1bh wu
2~(6-auTpPO-4-0KCO-3,4-TUrHAPO-2-XUHASONMHI Jale TOHUTPHIT [13].

Crenyer OTMETHTB, YTO ITPU MHOTOKPATHEIX HONBITKAX CHHTE3a ITPOIYKTOR
1 mo meromuxe [21, meton C], B KOTOpOii HCHIOIB30BATHCH SKBHMONSIPHEBIE
KOJIMYECTBA O-HMAHOTHOALETaMHAa 2 B aHTPAHMIIOBOM KHUCIIOTHI, a Takke 10%
u30BITOK 3TUIATA HATPHA M AJKHITIOTCHUA], BBIXOMIbI He mpeBbiuany 57-70%.
Mp! HamnM, 4YTO BBeACHME B peakuMio Hebomnpimoro m30eiTka 2 (10%)
anxunranorenraa (20%) 3HAYMTENHHO MOBBIMAST BBIXOAB! MPOTYKTOB PEak-
L{{iH, BO MHOTHX CIIy4asx He TPeOVIOUX TalbHeHIeH ouncTKH.

Coenunenns 1 npencraBmsmior cobol NpakTHUecKd GeclBeTHBIE BBEICOKO-
IJIaBKHE KPUCTAUIHYECKAE BeECTBRA.

Bup 3amecTHTeNst B HOJOKCHHH 5 MOJISKYJIBI AHTPAHWIOBON KHCIIOTHI
OKa3bIBAET ONPENCHCHHOE BITMIHIE HA BRIXOARI COeNHHeHHM 1.

Hanudue 00BeMHBIX 3aMeCTHTENeH BOIH3H PEaKLIIOHHOIO LEHTPa (AMUHO-
TPYHIBI) CHIDKAET BBIXOH MPOJYKTa PEakifiH, HTO, BEPOSTHO, BHI3BAHO CTEPH-
YeCKHMHM MpensaTcTsHaMM. Tak, Hampumep, IpH B3auMONCHCTBUM O-LHAHOTHO-
aueramuaa 2 ¢ N-METHNaHTPaHMUIIOBOH kuciaoTod BeIXOA 2-(1-merwii-4-okco-
1 4-,[[1/11‘1/1)1})O-2-XHH830JIHHPUI)3H6TOHHTpI/Uia He npesriaer 20% (mo crekTpy
AMP 'H), HECMOTpS Ha JuTenpHoe Kupiaenue (30 u) wnm Gosee >xecTkue
ycroBus peakituy crutasneHusd (130150 °C).
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Hanu4ue ranorena B [OJNOXKEHUH 5 aHTPaHHIOBOH KHCJIOTH HE CHIDKAIO
BHIXOZA NMPOAYKTOB 1 ITO CPaBHEHMIO ¢ BBIXOZAMU IIPO.1yKTOB pEaKkM# aHTpa-
HIJIOBBIX KHCIOT C AJIKWIBHBIME 3aMECTUTENIMH B 3TOM MoJioxkeHnn. OIHAKO ¢
3-x70p- ¥ 3,5-AMXIIOPaHTPaHWIOBBIME KHUCIIOTAME peakilys BooOHie HE UAET.
OueBunno, 310 06yCIOBIEHC COYETAHHWEM JIBYX HEraTHBHBIX (DaKTOPOB: Mpo-
CTPaHCTBEHHBIMH 3aTPYJHEHHSAME ¥ TIOHVDKEHHEM OCHOBHOCTH aMHHOIDYIIIBI
IOJ BJIMSIHMEM CTOALUIEro PsiiOM raoreHa.

Tlogenenuie cunmbHOM 3siekTporoaxuenToproli rpynmel (CFs, NO;) B nono-
JKEHUH 5 MOJIEKyJIBl aHTPAHUIOBON KKCJIOThI OKa3biBAeT BEIPAKECHHOE JE3aKTH-
BUPYIOIIEE BIHIHWE HA XOJ PeaKLHi.

B cmydae B3amMomelcTBHA O-IHaHOTHOAUETaMIa 2 C S-HUTPOAHTPaHMIOBOMH
KHUCJIOTOR peakiys He IPOXOJNia HY Npy [UIMTeJbHOM Kuinrdenuu (30 =), Hu
HOpy CIUIABIIEHWM PEareHTOB, & C S-TpUQTOPMETWIAHTPaHHIOBOH KHCIOTOR
IIPOIYKT 00Pa3OBBIBAICA C HU3KUM BBIXOJOM. B umcTOM BHIE NpPOTYKTHI B3au-
MOZEHCTBUS COeIUHEHUI 2 ¢ S5-TpH(TOpMETHIAHTPaHWIOBOM ©u N-MeTui-
aHTPAHKIOBOM KHCIOTaMK He ObUTH BBIICIICHBL.

Xapakrepuctuki coequsenuit 1a—k npreeness: B Ta61. 1.

B cnextpax SIMP 'H nonyuernnsix coemumenuit 1a—k nabmonanores: xapax-
TepHBIH CcHrHal1 MeTwIeHOBOH rpymmsl 4.13—4.19 M. . u curHambl COOTBET-
CTBEHHO 3aMEIIEHHON apoMaTHYeCKOH JacTH MOJEKYJIb, 8 TAKKE CHTHAN Ipo-
toHa N—H xunaszononoBoro nmxia npu 12.3-12.6 m. a. (Tabmn. 2).

Tadbnuua I

Xapaxrepuctunku 2-(4-oxce-3,4-AMTrHApo-2-XWHAZ0AMHENX)alleTOHUTPpUIoB fa—k

c 5 Haiingro. % T .
ocnm= pyTTO- Brryucneno, % -, °C R* Brixox, %
HEHHUE tdopmyma (BuOH) >
N Hal

la CioHNZO 235 94%% 70

ib | C11HeN5O 21.39 — 250-252 0.36 87%* 61
21.09 (224-226 [13})

Ic Ci2HiNsO 15.82 — 238-240 0.36 65
19.71

1d Ci3H1sNsO 18.54 — 252 0.35 74
18.49

le CuHiN;O 19.38 — 260-261 035 57
19.71

if CioHiNs05 17.17 — 287-288 036 59
17.14

1g C1oHeBrN;O 16.16 30.13 266-268 0.33 59
1591 30.26

1k CoHsCIN;O 19.39 16.31 254-256%** 0.34 60
19.13 16.14 (243-245 [13))

1i CioHsIN;O 13.69 236-238 036 60
13.51

1j CioHeFN;O 20.63 — 245-247 0.33 67
20.68

1k C10HgCIN;O 18.82 16.21 265-267 0.34 48
19.13 16.14

* Cucrema pacrsopurerneit: CHCL,-MeOH, 9 : 1.
** BRIX0j [0 METOJHKE, ONUCAHHOR B SKCIIEPAMCHTAIBHOH JaCTH.
**% PacrBoputens IMOA.
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Crexrpsl AMP "H coepumennit 1b-k

Tabnuna 2

SAMP 'H, §, m. 1., J (Mm)*

Coenu- ~CHy—,

HeHye (2H, ¢) 5-H 6-H 7.4 8-H Alk (IHN;H 5
1b 4.15 7.91 (1H, yu. ) — 7.67 (1H, & 4, 7.56 (IH, 1, >/ = 8) 2.45 (3H, ¢, 6-Me) 12.38
3. 45 _

J=8,%=2)

Le 4.15 791 (1H, 1, %7 =2) — 7.69 (1H, 1. 1, 7.59 (1H, p, >/ =8.5) 2.74 (2H, x, °J =1, 6-EX), 1232
3J=85,%=2) 123 (3H, 1,3/ =17, 6-Et)

1d 4.16 793 (1H, 1, '/ =2) — 7.75 (I, . 1, 7.6 (1H, 1,%/ = 8.5) 3.06 (1M, cn, i-Pr-6), 1237
3, o= 4y 1.26 (6] L, °J= 7, I'Pr"G)
J=85,%=2)

fe 415 7.73 (1H, 1, 4/ =2) — 7.52 (1H, 1,4/ =2) — ;Zg 83 )y ﬁm 12.33

if 4.13 742 (1H, ¢) — — 7.14 (1H, ¢) gzg gg 2 ggdez; 12,29

1g 4.15 8.16 (1M, 1, '/ =2) — 7.95 (14, & 1, 7.62 (1H, n,*J = 8.5) — 12.65
3=85,%=2)

1h 4.16 8.02 (1H, 1, Y/ =2) — 7.85 (1H, 1. a, 7.69 (1H, 1,3/ =8.5) — 12.64
3=85,%=2)

. T A _ 8.1 (1H, n n, 3.

1i 4.17 835 (IH, ,%/=2) 3=8.5.4=2) 7.46 (1H, 1, *J = 8.5) — 12.59

1j 4.18 7.69-7.79 (3H, M) — 7.69=7.79 (3H, M) 7.69 ~7.79 (3H, m) — 12.60

1k 4.19 8.09 (1H, 1, >/ =8.5) 7.57 (1H, a. &, — 775 (1H, 1, =2) — 12,51

37=857=2)

* Curganpl NPOTOHOB XHHA30JI0HOBOTO LIKKIIA,

(%}
(O8]




(U8) .
@ Tabnuua 3

XapakTepucTHKU 3-apui- u 3-nupuani-2-(4-01co-3,4-ANrHapo-2-XMHASOIMHMA)AKPUTOHHTPUAOB Sa—k 1 6a,b

Haiineno, %

(]:IZZIS: Ar (Het) Bpytro-hopmyna NBWRI 1(“[[][:2(1’):\(): R Yd;\ :ffﬁ ((]?gu(g))H), BLLX‘)O}L
5a 4-NMe,CgHy CaoH1sN4O 16,63 — 328 0.74 425 (4.43), 220 (4.53) ' 0l
5b 4-NMe,CsHa CaiaoN4O ﬁ — 313-313.5 0.72 425 (4.42),220 (4.47) 87
5¢ 4-NMeCeHy C1oHsBINGO g; 20.40 324-324.5 0.72 460 (4.43), 300 (4.19), 223 (4.56) 85
5d 4-NMe;CoHy CoH 5FNO _ig:_éi e 329-330 0.65 450 (4.59), 214 (4.52) 89
Se 4-NMe;CeHy CioH5CIN4O i_g_;_? 9.92 334 0.68 460 (4.38), 300 (4.03), 235 (4.52), 208 (4.35) 86
5¢ 4-NMe;CoHy CaHoN4O3 E',_Z;_ 10%10 5350 0.63 420 (4.25), 328 (3.92), 208 (4.18) 20
5g 4-MeCgH, CisHisNz0 ji_ﬁgi — 329-330 0.75 315 (4.43), 230 (4.61), 208 (4.60) 83
5h 4-MeCgHy CigH2CIN;O gig 11.36 319 0.74 315 (4.34), 236 (4.62), 206 (4.48) 83
5i 4-OMeCgHy CaoHi7N3O, Eﬁ ! Lz 282-283 0.66 333 (4.38), 235 (4.51), 215 (4.49) 81
55 4-OMeCgH, C gt 12PN3O, E& — 319-320 0.74 335 (4.40),215 (4.52) 83
5k 4-OMeCqHy C1sH1CINSO; ﬁg_g 10.68 295-296 0.74 330 (4.33), 240 (4.60), 208 (4.36) 79
6a (4-TTupupn) CiH NGO E_@ 1450 290-291 038 370 (4.14), 330 (4.13), 275 (4.34), 223 (4.50) 70
Gb (3-Ttupuaum) CyHoBIN4O g@ 22.88 294 0.37 277 (4.29), 225 (4.56) 80

15.86 22.63

* Cucrema pactBopureneit: CHCl,-MeOH, 9@ 1.




IlpumevarenpHO, WTO BO BCEX CIIEKTPaxX MYNBTUILIETHI apOMAaTHUECKHX
NPOTOHOB MpOXyONHpOBaHBl MaloWHTEHCHBHBIME curnamamu (10-15% ot
OCHOBHOTC CHTHA&T&), CABUHYTHIMU B cunpHoe moje Ha 0.1-0.2 m. n. otHOCU-
TeIEHO COOTBETCTBYOLIMX OCHOBHBIX CHIHAJIOB. XapaKTEePHO TAaioKe HaLMYHe
JBYX VINUPEHHBIX PABHOMHTEHCUBHBIX cuHmieToB npu 10.7 u 11.3 M. 1., koTOpBRIE
ucuesaroT npu pobapineHun D-O. Mel Npearonoxuny Hajld4ue MOpAMecH B
CHHTE3UpPOBaHHAIX IMpoayKTax 1. OIHaKo Bce Hallld MHOFOYHCIICHHEIE MIOIBITKY
OUUCTUTh HX YCIleXa He uMeny. MBI cuuTaeM, 4To [TONy4YeHHbIe JaHHBIE MOTYT
CBUZETENLCTBOBATh O HAIMYHMH NPOTOTPONNH Y 3THX BEIECTB C PABHOBECHEM,
COBUHYTBHIM B CTOPOHY IpOaykTa 1:

CregyeT OTMETHTH, YTO HPHM MOBBILEHUM TeMIlepaTypsl HaOIOAAeTCS
,ELEU’IBHGPH_HHH CABMI PaBHOBECHA B CTOPOHY H30Mepa 1, duxcupyemsblii c
IOMOIIBIO criekTpockoruu SIMP 'H (puc. mns coenuuens 1g).

Beenenue 31eKTpOHOAKIENTOPHBIX 3aMecTHTeIel (aTOMOB rajiorena) B OeH-
30JIBHOE AP0 XHMHA30JIOHOB 1 MOBBIIIAST copepkanue nomMepa 4. 3T0 BIUIHUE
JOTHYHO OOBICHWTH YBEJMUYCHHEM I[OJBIDKHOCTH IIPOTOHOB METHIICHOBOMH
IPYIIIBL. :

Curean NpoToHa METHHOBO! I'DYIIIEL TayToMepa 4 COBHAAaeT ¢ CHTHATAMH
HPOTOHOB OEH30ABHOTO A1pa.

Cox., %
16 4
0
] N NH
14 - / N/[\/CN
H
i 4g
12
10+
8_
J =
[ - : T T Y T T T T — T.K
300 320 340 360 380

3aBMCHMOCTD CONEPKAHNS H30MEPa 4Z OT TEMIEPATYPBI

[F8]
Lh
(]
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Tabnuna 4
Cnexrpet AMP "H coepunennii Sa—k, 6a,b
Coe- SIMP 'H (JIMCO-dy), 8, m. 1., J (T'm)*
JHUHC~
NH ~CH=
5-H 6-H - -I | .
Hue 7-H 8-H Alk (1H, y. ) (1, ¢) [IpoTonst Ar
5a 7.92 (1H, yu. c) — 7.64 (1H, y. 2, 7.57 (1H, 4, 2.45 (3H, ¢, 6-Me) 12.17 8.24 7.93 (M, 1, > = 8.5, 2-H, 6-H);
=3 3J=8) 6.86 (21, 1, >/ =8.5, 3-H, 5-1);
3.10 (6H, ¢, 4-NMey)
5b 7.94 (1H, yw, c) —_ 7.69 (1H, yur. 1, 7.59 (14, 1, 275 (2H, x, 12.29 8.26 7.93 (2H, n, >J = 8.5, 2-H, 6-H);
3J=8.5) 3J=18.5) 3="17,6-Et); 6.86 (2H, 1, %/ = 8.5, 3-H, 5-H);
125 GH, 1, %=1, 3.10 (6H, ¢, 4-NMey)
6-Et)
5¢ 8.17 (1H, yu. ¢) — 7.92 (1H, yiu. 7.60 (1H, &, — 12.42 8.26 7.92 2H, 1, >J =8, 2-H, 6-H);
nJ=8) 5J=18) 6.85 (2H, n, /=8, 3-H, 5-H),
3.08 (61, ¢, 4-NMey)
5d 7.67-7.8 (3H, m) — 7.67-1.8 BH, m) | 7.67-7.8 3H, m) — 12.45 8.27 7.93 (2H, g, %/ =9, 2-H, 6-H),
‘ 6.87 (2H, 1, >/ =9, 3-H, 5-H),
3.09 (6H, ¢, 4-NMey)
5¢ 8.10 (1H, 1, 7.51 (1H, 1. n, 7.69 (1H, g, o 1245 8.29 7.94 2K, 1,3/ =9, 2-H, 6-H);
3J=8) 5J=8,1=2) 4=2) 6.88 2H, 1,7 =9, 3-H, 5-10);
3.09 (6H, ¢, 4-NMey)
sf 7.45 (1H, ¢) — — 7.11 (1H, ¢) 3.93 3, ¢, 12.17 8.22 7.89 2H, 1, 3 = 8.5, 2-H, 6-H);
7-OMe); 3.89 (3H, 6.83 (2H, 1, >J = 8.5, 3-H, 5-1);
¢, 6-OMe) 3.07 (6H, ¢, 4-NMey)
5g 7.95 (1H, yw. ¢) — 7.68 (1H, 1. 1, 7.64 (1H, 1, 2.47 (3H, ¢, 6-Me) 12,50 8.42 7.91 21, n, 37 = 8.1, 2-H, 6-H);
J=85Y=2 3/=8.5) 743 (21, 1, 3 = 8.1, 3-H, 5-H);
2.42 (3H, ¢, 4-Me)




Sh

5i

5k

6a

6b

8.11 (1H, n,
3/=8.5)

7.97 (14, 1,
J=2)

7.69-7.82 (3H, M)
8.13 (1H, a,
3J=8)

7.96 (1H, yw. c)

823 (1H, yui. ¢)

7.56 (1H, 1. 1,
3/=8.5,4=2)

7.56 (I1H, 1. 1,
U=8,%=2)

7.72 (1H, a. ,
V=8, 4=2)

7.69-7.82 (3H, m)

7.71 (1H, 4. 1,
5J=8,
=2)

8.01 (1H, yw. 1,
5/=8.5)

* 5-H — 8-H, Alk n NH — npoTOHEI XHHA30JI0HOBOTO LIMKIIA.

LEE

7.74 (14, 1,
J=2)

7.64 (1H, 1,
5J=18)

7.69-7.82 (m)

774 (1H, 1,
17=2)

7.66 (1H, n,
J=9)

7.70 (LH, 1,
17=8.5)

2.77 (2H, x,
3J=1, 6-Et);
126 (3H, T,

*J=17,6-Et)

2.47 (3H, ¢, 6-Me)

12.69

12.47

12.63

12.59

12.65

12.83

8.44

8.41

8.39

8.42

8.47

8.54

7.90 (2H, 1, %/ =8.1, 2-H, 6-H),
7.41 (2H, 1, >J = 8.1, 3-H, 5-H);
2.4 (3H, ¢, 4-Me)

8.02 (2H, 1, *J = 8.7, 2-H, 6-H);
7.19 (H, 1, %/ = 8.7, 3-H, 5-H);
3.88 (3H, ¢, 4-OMe)

7.99 (M, 1, >/ = 8.7, 2-H, 6-H);
7.16 (H, 1,5/ = 8.7, 3-H, 5-H);
3.87 (3H, ¢, 4-OMe)

8.02 (2H, 1, >/ =9, 2-H, 6-H),
7.17 QH, g, *f =9, 3-H, 5-H);
3.89 (3H, ¢, 4-OMe)

8.83 (2H, 1,3/ =5.8, 2-H, 6-1);
7.80 2H, 1, 3/ =5.8, 3-H, 5-H)

8.99 (1H, ym. ¢, 2-H);

8.76 (1H, ym, p, °J =35, 6-H);
8.44 (1H, ym. g, >/ = 8, 4-H);
7.65 (1H, & 1, Jspan =8,
3;/5.}—{)().]—[ = 5, 5-H)




Hanuuue uzomepa 4 BO3MOXXHO 3aduxcupoBars B ¢ nmomowmpto TCX mpu
HAHECEHUH OONBIIOr0 KOJMYECTBa BEIIECTBA Ha XPOMATOrpaduuecKyio Iuia-
cTUHKY. 3HaueHue R, Tayromepos 4 6omsme Ha 0.2, yem R, COOTBETCTBYIOLIUX
TayTomMepos 1.

Panee OpUTM INPOBENEHHI PEAKUMH KOHAeHcalwy 2-ipaxometun-4(3H)-
xuHazononos {1, 16, 21] ¢ apomatryeckuMu anpaerugaMu. Hamu usydena Kou-
Jencanys coenuuenuit 1h,e,f,g,ik ¢ pasnuaHsMU apOMATHYECKHMH ¥ HEKOTO-
PBIMH TEeTEPOAPOMATHYSCKUMY alberHAaMy, NPUBOAAINAs K OOpa3sOBAHMIO
cooTBeTCcTBYIOmMX 3-apui- (5a—K) u 3-mupuann-2-(4-okco-3,4-nuruipo-2-xu-
HA3OTHHIT )AKPUIOHHTPIIIOB (6a,b):

0 CHO O
R Rl
X NH
Ar—CHO P _ CN

<——- -

_ R2 R2 N
R? Ar

Sa-k

5a,gR'=Me b, iR'=Et, ¢R'=Br,d,jR' =F. ¢, h, kR'=H, fR' =OMe; ad, g, i, jR*=H,
e. kR>=ClL fR*>= OMe, a—k R® = H: f Ar=4-Me,NC¢Hs, h Ar = 4-MeCgH,,
k Ar = 4-MeOCH,; 6 a R! =Me, b R! =Br, a, bR*=R* =H, a Het = 4-C;ILN,
b Het = 3-CsH,N

Peakiyiss 1erKo NPOXOQWT TP KMISTYSHUH CMECH PeareHros B OyTaHone B
OPHUCYTCTBUM TPUSTHIAMEHA. Bee MoNyHeHHbIe COEIUHEHMS UMEIOT SPKYIO OK-
packy (KenTyio, OpamkeBy:o). OUHKO-XUMUUECKUE U CHEKTpajibHbIe Xapax-
TEPUCTHKY JAHHBIX COSAHHCHUM MpUBENIeHB! B Tabu. 3 u 4.

Taxum o6pa3oM, HaMy ONpeneNeHbl IPaHulbl IPUMEHUMOCTH METOa CHH-
Tesa 2-(4-0kco-3,4-Iuruapo-2-XuHa30 M-I jaleTOHUTpuiioB [21], a Taroke on-
TUMM3HPOBAHB! YCJIOBHS NPOBENEHHA PEaKl(id, YT IPHBENIO K YBEIUYCHHIO
BLIXOJIa LEJIeBBIX TpoaykToB. CHenaHo IPEANONOXEHHE O CYIIECTBOBAHHHU
m3oMepuH (IIPOTOTPOIMHK) B coenpHeHwIx 1. C Xopomumy BeIXoAaMy ObLUTH 110~
JIy4eHbl TPOLYKTH KOHIEHCAIMY MO AKTUBHOH METUICHOBOH IpYIIe COS/H-
genuit 1b,c,h,m,n ¢ (rerepo)apoOMaTHYeCKUMH ATbJETHIAMU.

IKCHEPUMEHTAJIBHAA HACTDH

KoHTpomnb 3a XONOM pEakimit U YMCTOTOH CHHTE3MPOBAHHBIX COCIHHCHWH NPOBOIMICA
meronom TCX ma mracrtuakax Silufol UV-254 B cucreme xiopodopym—meraron, 9 o 1. Crexrpst
SIMP 'H m3Mepensl Ha crexrpoMerpe Varian Mercury (300 MI'm) ¢ BHYTPEHHEM CTaHIapTOM
TMC. V® cnextpn cuarel Ha crnekrpomerpe Specord UV-vis 8 BuOH npwu kommeHTpanmsax
¢ ~32107° mons/n pu Tommuee cios 1 o (0.5 om mus coemumenns Sh). Temueparypsl MIas-
nesns usmepenst (B "pasHoBecun” 1o Kodaepy) Ha ManoraGapurTHOM HaIDEBATE/EHOM CTOJE
tuna Boetius ¢ mabmonarensusiM yerpodicrsom PHMK 05 ¢upmer VEB Analytik. AnTpanm-
JIOBBLIE KHCIOTHI [IOJYYEHB! 10 METOJIMKE, OIMCAaHEOH B paboTe [22].

2-(4-Oxc0-3,4-3uruapo-2-XHHA30TMHILT)AeTOHUTPUInl (1a—c,e-K) moiydensr mo Mmero-
nuke paborst [21, meton C).

Ob6mas MeroauKa cuuresa 2-(4-okco-3,4-Murnapo-2-XUHa30JIHHN)-aAKEeTOHUTPHIIOB
1a,b,d). K pacreopy 2.53 r (0.11 mons) Harpus B 50 mn Meranona (3Tanona) nodasmiror 11 ¢
(0.11 mons) C-IMAHOTHOALETAMHEIA 2 M NEPEMEUIMBAIOT, HAIPEBas N0 MONHOTO PaCTBOPEHMA
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coemwuernst 2. 3arem mo6aBasioT 9.6 mi (0.12 Mois) GpPOMHCTOTO 3THNA, NEPEMENIMBAIOT U
ocraisior Ha 3—4 4. K momygensoMy pactBopy coenmvHeHus 3 roSasmuor 0.1 Mons cooTBeT-
CTRYIOUWIEH aHTPAHWIOBONH KUCIHOTHI K KUILITAT (3—4 9), KOHTPOJHPYS NOJHOTY PEBPalICHUS
xpomarorpaduuecku. [pomykr 1 Bbmanaer w3 ropsyero pacrsopa. OxXnaxnawoT, OTQUIb-
TPOBBIBAIOT OCANOK, MPOMBIBAIOT CIIPTOM, BOJOH, CYMIAT ¥ NEPeKpHCTANIM30BEIBAIOT U3 [OI-
XOISIIEro pacteopurens (Tabm. 1, 2).

Obmas meroauxa cunresa 3-apui- (Sa—k) un 3-mupunui-2-(4-okco-3,4-1ArUApo-2-XHHA-
30JIMHIT)aKPUICHETPUIOR (6a,b). PactBopsior 3 Mmons muTpmna 1 npu Harpesanuu B 10 Mna
BuOH, no6aBnsoT 3 MMOIbL COOTBETCTBYIONIETO aFbACTHAA M 3 MMOIL TPHITHIAMEHA. Peak-
[MOHHYIO CMeCh KHIATAT 3—4 4, Xxpomarorpadu4eckd KOHTPOJIUPYS IPOXOKACHHE DEaKIdM.
PeaxiOHAYI0 CMECh OXJAXIAIOT, OT(HWIETPOBEIBAIOT OCAZOK (5, 6), IPOMEIBAIOT CIMPTOM,
CYIUAT M FIONYyJaloT COeaHHEHus 5, 6 (tadi. 3, 4).

Aemopwr seipadicatom onazooaprocme A.-B. Typosy (Kuesckuii HayuoHatb-
N 1
Holli yHugepcumem um. 1apaca [lleeuwenxo) 3a cvemxy cnexmpos AMP “H.
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