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BBEJIEHUE

B mpenpiaynux Hammx padoTax MpoJeMOHCTPHU-
pPOBaHBI BO3MOXXHOCTH NPUMEHEHHUS 3-apuii-2-0poMm-
MIPOTIAHOBBIX KHUCIOT U MX 3(UPOB B KOHCTPYHPOBA-
HUU TATHWICHHBIX TeTEPOIMKIOB C apUIMETUIHHBIM
(6ensunbpHBIM) (pparmenToMm [1-9]. C ToUkHM 3peHUs
MEJMIIMHCKOW XMMHU HaJINM4YMe OCH3WIBHOTO 3aMe-
CTUTENS] OOBIYHO CIOCOOCTBYET OMOJIOTMYECKOW aK-
TUBHOCTH coefuHeHuH. OHAKO CIEKTpP CHUHTETHYEe-
CKHUX ITPHEMOB JUTsI POPMUPOBAHUS TAKOTO parMeHTa
OTpPaHWYEH W YacTO JUIsl 3TOTO HEOOXOIWMBI IOPOTO-
CTOSIIIIAE W TPYAHOAOCTYITHBIE METAJUIOOPTaHUIECKUE
peareHThI U KaTaliu3aTopshl.

B macrosmeir paboTe MBI UCCIICIOBAIH BO3MOXK-
HOCTh IOJyYeHHS MIECTHWICHHBIX TETEPOIMKIOB —
ITPOW3BOJIHBIX OKCa3WHa, THA3WHA W XHHOKCAJIMHA
¢ OCH3WIBHBIMH 3aMECTUTEIIIMUA. BakHO OTMETHUTh
OMOM30CTEPU3M ITHUX TETEPOLMUKIOB U CIEIYIONIYIO
M3 DTOr0 MX B3aWMO3aMEHSIEMOCTH B OMOMEIMIIMH-
CKHX HCCIIEIOBAHUSAX U TMTOUCKE COSTMHEHUN-ITNEPOB
[10-12]. B wacTHOCTH, H3y4eHBI CBOWCTBA MPOU3BO-
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JHBIX YIOMSIHYTBIX KJIAcCOB TETEPOLMKIOB B Kaue-
CTBE aHTUTHIIEPTEH3MBHBIX [13], GakTepmocrarnye-
ckux [14] u anTHapuTMudeckux [15] areHTOB.

PE3VIIBTATBI U ObCYXIAEHUNE

B kadecTBe KIII0UEBOTO peareHTa AJisi KOHCTPYUPO-
BaHHUs OKCa3sMHOBOI'O, THA3MHOBOI'O M XHMHOKCAJIHMHO-
BOTO IIMKJIOB MBI MUCIOJB30BaN 3-apui-2-OpoMIpo-
MTaHOBBIC KUCIIOTHI U UX PUPHI 3, 4 — MPOIYKTHI OpO-
MapHUJIUPOBAHUS aKPUIIOBOW KHUCIOTHI M aKPHJIATOB B
ycioBusix peakuuu Meepseiina [16—18]. M3BecTHO,
910 3(pUpBI AKPHUIIOBOW KHCIIOTHI 2 BCTYMAIOT B peak-
ouio ¢ OpomuIamMu apeHaua3oHus 1 B MPUCYTCTBHU
CuBr umu CuBr,, ob6pa3sys sdupsr 3-apun-2-0pom-
nponaHoBbiXx KucioT [1, 5]. Tlo aHamornyHoil cxeme
MOKHO TIOJTy4aTh U 3-apwii-2-OpOoMITpONIaHOBBIE KHC-
JIOTHI 4, OTHAKO OPOMapUINPOBAHUE aKPUIOBOH KHUC-
JIOTBI COIPS’)KCHO C HEKOTOPbIMU HpCHapaTuBHBIMU
ocnoxHeHusiMH [7]. B TO e Bpemsi, pOAyKThl Opo-
MapWIMPOBAHUS aKPUIATOB 3 JIETKO BBHIACIATH B UH-
crom Buze [1, 4, 5], a COOTBETCTBYIOITNE KUCITOTHI 4
MOYKHO TIOJTy9aTh TUAPOIU3OM ITHX I(HUPOB B MITKHUX
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1, R' = H (a), 4-i-Pr (b), 4-Bu (¢), 2-F (d), 4-F (e), 2-CI (f), 4-Cl (g), 2,4-Cl, (h), 2,5-Cl, (i), 3.4-Cl; (j);
2, R*=H (a), Me (b), Et (¢); 3, R' = H, R* = Et (a), R' = 4-i-Pr, R? = Et (b), R' = 4-Bu, R? = Et (c);
R'=2-F, R?=Me (d), R' =4-F, R* = Et (e), R' = 2-Cl, R? = Et (f), R' = 4-Cl, R* = Et (g);

R' =3,4-Cl,, R? = Me (h); 4, R? = H: R' = 2,4-Cl, (a); R' = 2,5-Cl, (b), R = 3,4-Cl, (c);

8, R' = H (a), 4-i-Pr (b), 4-Bu (¢), 2-CI (d), 4-Cl (e), 3,4-Cl, (f); 10, R' = H (a), 2-F (b), 4-F (c).

ycnoBusix. OTMeTnM, 4To 3¢pups! 3-apui-2-6poMIipo-
MTAHOBBIX KUCIOT 3 MOTYT OBITB JIETKO MPEBPAIICHEI B
3-apuin-2-MepKanTonpoNaHOBEIE KUCIOTHI [2], KOTO-
pBI€ TaKXe — MePCIEeKTUBHbBIE CTPYKTYpHBIE OJIOKH B
CUHTE3€ IIECTUWICHHBIX TeTeponukiioB. Hampumep,
B3aMMOJICHCTBHEM MEPKANTOKHCIIOT C 3aMETeHHBIMHU
O-XJIOPHUTPOOCH30JIaMH, TOCIEAYIONIMMHA BOCCTa-
HOBJICHHEM W NHKJIH3AIUei monmyvaroT 1,4-0eH30TH-
asuH-3-0HHI [19, 20].

PaccmarpuBast a¢upsl U kucnotsl 3, 4 Kak CHH-
TETUYECKHE SKBHUBAJIEHTHI OmdnekrpoduiabHoro C,-
CHUHTOHA, MBIl HCCIICIOBAIM WX B3aUMOJICHCTBHE C
1,4-OnHyKII€OQMIFHBIMA peareHTaMu C IEIbI0 MOy
YEHUS! IIECTHWICHHBIX TeTePOLIMKIOB. M3BecTHO, 4TO
MPOM3BOJIHBIC aHUIIMHA, COJCPIKAIINE B OPmMO-TIONO-
KEHUH THAPOKCUIILHYIO, AaMUHO- WJIH MEPKANTOTPYTI-
Ty BCTYIIAIOT B ITONOOHBIE TTMKIu3anmn [21-26].

VYcTaHOBIEHO, YTO TIPU B3aUMOJAEHCTBHU OpOM-
a¢upa 3d ¢ o-penunenguamuaom 5 B cpene JIMDA
B npucytcTBuu K,CO; 00pa3yeTcs XUHOKCATHHOBBIN
LUK, B pe3ylbrare 4ero monydeH 3-(2-dropOen-
3m)-3,4-nuruapoxunokcanud-2(1H)-0H 6 ¢ BBIXOI0M
84% (cxema 1). Peaxiust HaunHAETCS TIPU KOMHATHOU
TEMIIEpPaType U CONPOBOXKAACTCS MHTCHCUBHBIM BbI-

nenenusm tera. [locine 8 1 mo mamaeiM TCX wmc-
XOJIHBIE PEareHThl B PEaKIMOHHOW cpele Hhcues3ad,
HO aHHEJIMPOBAaHHE IUIEPA3UHOBOIO IMKJIA OBLIO
He MONMHBIM. [l 3aBepiieHus] MUKIU3AUH PEeaKIIn-
OHHYIO cMech HarpeBaiu npu 120°C Ha npoTsHKeHUN
I 4.

Peakumu  adupoB  3-apmii-2-OpoMIIpOIIaHOBBIX
kucioT 3 ¢ S,N-uykieodmiaMn n3ydeHBI Ha IIpUMe-
pe o-MmepkanToaHwiMHa 7 ¥ nuctenHa 9 (cxema 1).
Coenunenus 3a—c, f—h B3auMonencTByIOT C o-Mep-
KalTOAHWINHOM 7 TIpW HarpeBaHWU pEeareHToB 0e3
pactBoputensi. Peaknus waunmnaercs npu 120°C u
3akaHuuBaercs yepe3 30-50 mun nmpu 150-160°C
obpazoBanneM OeHzoTuazuHoB 8a—f ¢ BeIXOZAMH
40-86%. Haubornee BeposTHO, CHayasla MPOUCXOJUT
HYyKJIeo(HIbHOE 3aMelleHrne aToMa OpoMa MepKarTo-
TPYIIION, a 3aTeM, MPHU MOBBIMICHUN TEMIIEPATyphl —
6-3K30-TPUT ITUKJIU3AIMS ¢ yIaCTHEM aMWUHO- U Kap-
OOHMITBLHOU TpymI. TakuM e 00pa3oM ¢ 0-MepKarTo-
AQHUJIMHOM 7 pearupyror 3-apuii-2-0poMIpoIiaHOBbIC
KHCIIOTHI 4, OJTHAKO BBIXOJBI COSTMHEHNH 8 B TaHHOM
CiIy4ae OKa3aJMch HEMHOTO HIDKe. B kagecTBe anmnda-
THdeckoro S,N-Hykieopuia B peakiuu ¢ o-0pomadu-
pamu 3 ucnbitanu nuctenH 9. Okas3anock, 4TO LUKIIN-
3a1us TIAJKO TPOTEKAET MPH KUIISTYEHUH PEareHToB B
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BOJIHO-CITUPTOBOM Cpejie B MPHUCYTCTBHU JIBYX DKBHU-
BaJICHTOB OCHOBAHHS, B pe3yjbTaTe 4Yero MOIydeHbI
6-0eH3UII-5-0KCOTUOMOP(OINH-3-KapOOHOBBIE  KHUC-
notel 10a—¢ ¢ xopormmmMu Bbixogamu (cxema 1).

Crioco® KOHCTPYHMpOBaHMS MPOHM3BOAHBIX OKCa-
3UuHa ¢ OCH3WJIBHBIMH 3aMECTUTEIISIMH, HCXOIS W3
OpomMdGHUPOB 3, MPEACTABISICTCS BEChMa TIEPCIICKTHB-
HbIM. OJIHaKO, MOCKOJBKY aTOM KHCJIOpOJa THAPOK-
CWIBHOU rpynnbl amuHO(deHona 12 — Gonee crnaObIit
HYKJICO(UIBHBIA LIEHTP, YeM aMHHO- M MEPKaITO-
rpynmnsl B peHuneHnnamMuae 4 U MepKanTOaHWITHHE
6, To Bo3pacTaeT BEpOATHOCTh MOOOYHBIX PEAKIHH.
[Tostomy s GopMUpOBaHUST OKCA3MHOBOIO LIMKIJIA
MbI BBIOpaIM HECKOJIbKO MHOH moaxoma. Ddupsr 3d, f
mpeBpamaid B COOTBETCTBETCTBYIOIIME KHCIIOTHI
4d, e u xyopanruapuasl 11a, b, uto nmo3BoNIKUIO IPO-
BOAWTH IMHUKJIM3AIIMN XEMOCEIeKTUBHO (cxema 2). Ha

nmpuMepe xjopanruapuaa 11a mokasaHo, 9To OKcas3u-
HOBBIW IIUKJI MOYHO TOJIYYUTh OJJHOCTAJIUUHO YyTEM
AIMIIMPOBAaHUS aMHUHOTPYIIEI amMuHOpeHona 12 B
MSTKHX YCIIOBUSIX B JUXJIOPMETAHE C MOCIEAYIOIIeH
LUKJIA3AIUeH pu KUTsT9eHnH. Berxon 6eH30Kca3uHa
13a cocraBuia 91%.

Jlnst BBeneHUs THIPOKCHIIBHBIX TPYMI B MOJIEKY-
ny OeH30Kca3WHa OCYIIECTBIEH MHOTOCTaJNIHHBIHN
cuHTe3. AuunupoBaHueM 2,4- u 2,5-1MMETOKCUAHU-
nuHOB 14a, b xmopanrunpunamu 1la, b momywamn
amuzpl 15a, b, B KOTOPBIX OJHY W3 METOKCUTPYIIIT
MpeBpaIiaiv B THIPOKCHWIBHYIO (coeanHenus 16a, b)
neiicteuem BBr; (cxema 2). Iuknmsanus amunos
16a, b B 6enzokcazuns! 13b, ¢ MPONCXOANT TPH KUTIS-
YeHUH B JUXJIOPMETaHEe M MPUCYTCTBUM TOTAIla.
Kapbonunenyro rpymimy B coeauaeHusx 13b, ¢ Mox-
HO BOCCTAHAaBJIHMBATh C MOMOIIBIO JHOOpaHa, TeHEPH-

Cxema 2
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11,R'=F (a), R'=Cl (b); 13, R' =F, R2=H (a), R' = F, R? = 7-MeO (b),
= Cl, R? =6-MecO (¢); 14, 2,4-(MeO),C¢H3NH; (a), 2,5-(MeO),C¢H3NH, (b);

15,16,R'=F,R>=H, R’*=
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POBaHHOTO in situ U3 OOPrUApPUIa HATPHUS U Homa B
TeTparuapodypane, 4To ObUIO IPOIEMOHCTPUPOBAHO
Ha mpuMepe ToiydeHus 3,4-muruapo-1,4-0eH3okca-
3uHa 17.

OKCIIEPUMEHTAJIBHA S YACTb

Crnextpel SIMP 'H s3ammcanmsl Ha npuGope
VarianUnity+400 (Varian Co., CHIA) c¢ paboueii
gactoto 400 MI'n, pactBopuresns JMCO-dg.
Buytpennuit crangapt — TMC. Macc-criekTpsl 1o-
JNy4eHbl Ha Xpomaromacc-criekrpomerpe Agilent
1100 LC/MSD (Agilent Technologies Co., CILIA) co
cnoco6om monmzaumu APCI. DnemeHTHBIN aHamu3
BeImoHeH Ha npubope Carlo Erba 1106 (Carlo-Erba
Co., Urtanus). Temmeparypsl IUIaBICHUS OMpEaEis-
nu Ha npubope Boetius (VEB Wigetechnik Rapido,
I'epmanmus).

Cunte3 3¢pupoB 3-apuia-2-0poMNIPONUOHOBBIX
kucaot 3 (obwas memoouka) [S]. PactBop apeHnn-
a30HMH OpomMuaa (MOJyYEHHBIH JHA30THPOBAHUEM
0.2 MOJIB COOTBETCTBYIOILIETO apOMaTHUYECKOIO amu-
Ha 1 B 72 mu xonn. HBr npu 0°C pactBopom 13.8 T
(0.2 momp) HUTpHTA HATpHS B 40 MJI BOZIBI) TIO KaTUISIM,
pU HMHTEHCUBHOM TMEpEeMEIINBAHUH, NPHOABISIN
K pactBopy 0.22 MOJIb METWJI- WX dTHJIAKpUiIaTa u
3 r CuBr B 150 mut anerona. Temneparypy noanepxu-
Banu B nuamnaszone 20—40°C. [Tocie momHOTO Mpekpa-
LICHUS BBIACICHHUS a30Ta PEaKIMOHHYIO CMECh BBUIH-
Bain 200 MII BOJIBI, OpraHuYecKyo a3y OTIAeINsUI 1
cymma MgSO,. PactBoputens ynapusaiu, a ocTa-
TOK TEPETOHSUTH B Bakyyme. OTui 2-0poM-3-denm-
nponanoar (3a) [5], atun 2-6pom-3-(4-0ytundenun)-
npomanoat (3¢) [4], atun 2-6pom-3-(4-propdenmr)-
nponanoar (3e) [4], atun 2-6pom-3-(2-xaopdenun)-
npomanoat (3f) [7], atun 4-6pom-3-(4-xsopdenmn)-
nponanoat (3g) [5], metun 2-6pom-3-(3,4-nuxiopde-
nwn)nponadoat (3h) [9] onucans! panee.

ITua-2-o6pom-3-(4-usonponuadeHuns)npomna-
Hoat (3b). Beixon 22.14 r (37%), Bsi3Kas >KUJIKOCTb.
Cnextp AIMP 'H (400 MTI'ti, IMCO-dy), §, m.zi.: 1.21
T 3H, CH;, J 7.4 Tn), 1.22 1 (6H, CH;, J 7.2 T'n),
2.56-2.60 m (1H, CH), 3.14 n.x (1H, CH,, J 13.8,
6.4 I'n), 3.34 n.n (1H, CH,, J 13.8, 9.0 I'ny), 4.12 k
(2H, OCH,, J 7.4 Tn), 4.52 T (1H, CH, J 7.4 T'n), 7.04
n (2H, H3:S,, J 7.2 Tw), 7.10 1 2H, H33y, J 7.2 T).
Macc-criexrp (XW), m/z: 299,301 [M + H]*. Haiineno,
%: C 56.29; H 6.27. C{4H,9BrO,. Beruncneno, %: C
56.20; H 6.40.

Metna  2-6pom-3-(2-¢propdenma)nponanoar
(3d). Brixon 27.15 1 (52%), Bsizkast »KUAKOCTh. CIIEKTp
AMP 'H (400 MT'u, IMCO-dy), §, m.a.: 3.27 n.n
(1H, CH,, J 13.8, 7.4 I'n), 3.43 n.1 (1H, CH,, J 13.8,
7.4Tm),4.59T1(1H,CH,J7.4Tn),3.71 ¢ (3H, OCHj).
7.02-7.18 M (2H, H3:3), 7.22-7.40 m (2H, H5).
Macc-cnekrp (XW), m/z: 261; 263 [M +H]". Haiineno,
%: C46.13; H3.72. C;,H;(BrFO,. Boruucneno, %: C

46.00; H 3.86.

3-Apua-2-6poMnponaHoBble  KHCIAOTHI  4a—c
(obwass memoouka) [27-29]. K pactBOpy amazoco-
JY, TPUTOTOBIEHHOM anazoTupoBanueM npu 0°C
0.05 MOJIb COOTBETCTBYIOLIETO APOMATHYECKOTO aMU-
Ha, 3.45 r (0.05 monp) NaNO, u 15 mi 48% HBr B
50 mn ametona, mpubassuta 40 MII aKpUIIOBOU KHIC-
nmotel, U mpu Temmeparype 5-10°C — 0.2 r CuBr.
Temneparypa peakurOHHOW cMecH OBICTPO MTOJHUMA-
nacsk 10 25-30°C. Ilocne npexpaiieHus BblIEIEeHUs
a30Ta PEaklMOHHYIO cMeCh BeuTHBAIH B 700 MII BOJIBI,
OpraHWYEeCKU# CIIOHN oTAemnsn, cMmemmBaii ¢ 200 M
BOIBI M Ipubasisuin HeOonboi n30eTok NaHCO;.
HepacTtBopumblii 0cTaToOK OT(HUIBTPOBBIBAIHN, (HIIb-
TpaT MOAKHUCIUIA COJSHOM KHCIOTOM 10 KHUCIIOH
peaknuu. MaciaooOpa3Hoe BEIIECTBO, €CIIM OHO HE
KPHCTAJLTU30BAIOCH, PACTHPAIIN B OCH30JIE U JIBAXKIBI
NEPEeKPUCTAIIIM30BBIBAIN U3 OEH30I1a.

2-bpom-3-(2,4-nuxaoppheHu1)IponaHoBasi KUC-
Jgora (4a). Beixon 6.41 1 (43%), T 99-100°C.
Cnexrp SAMP 'H (400 MT'n, IMCO-dy), 6, m.a.: 3.29
o1 (1H, CH,, J 14.4, 8.1 I'n), 3.48 n.x (1H, CH,, J
14.4,8.1T),4.53t(1H,CH,J7.5'n), 7.32 n.x (1H,
H3ons J 7.8, 1.8 T), 7.40 1 (1H, HS,,,. J 7.8 T'),
7.48 o (1H, H3ap0M, J 1.8 I'm). Macc-cniekrp (XW), m/z:
297; 299 [M + H]*. Haiineno, %: C 36.46; H 2.21.
CyH;BrCl,0,. Beruucneno, %: C 36.28; H 2.37.

2-bpom-3-(2,5-nuxyoppeH 1) IponaHoBasi KUC-
aora (4b). Beixon 6.70 T (45%), T 122-123°C.
Cnextp AMP 'H (400 MTI'ti, IMCO-dy), 8, m.x1.: 3.31
o (1H, CH,, J 13.8, 8.1 I'n), 3.49 n.x (1H, CH,, J
13.8,8.1I'n), 4.56 T (1H, CH, J 6.9 I'n), 7.32 n.x (1H,
Hiow J 8.7, 2.7 Tw), 7.42 1 (1H, H3,,. J 8.7 T,
7.43 o (1H, H?,I,OM, J 2.7 T'm). Macc-cniexkrp (XWN), m/z:
297; 299 [M + H]*. Haiineno, %: C 36.24; H 2.23.

CyH,BrCl,0,. Beruucneno, %: C 36.28; H 2.37.

2-bpom-3-(3,4-nuxaopdeHn)NponaHoBas
kucjora (4¢). Beixon 4.47 r (30%), .. 97-98°C.
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Crnextp SIMP 'H (400 M, AIMCO-d), 5, m.x1.: 3.14
a.n (1H, CH,, J 14.7, 7.2 T'n), 3.38 n.n (1H, CH,, J
14.7,7.2T'n), 4.55 1 (1H, CH, J 7.2 Tn), 7.25 n.a (1H,
HS o J 7.5, J 2.1 T), 7.47 1 (1H, H 0, J 7.5 T),
7.51 1 (1H, H3 ,,»/ 2.1 Twr), 13.00 ym.c (1H, COOH).
Macc-criexrp (XW), m/z: 297; 299 [M + H]". Haiineno,
%: C 36.39; H 2.28. CoH,BrCl,0,. Beraucneno, %: C
36.28; H 2.37.

3-Apui-2-6poMunponaHoBble KHCI0THI 4d, e.
CwmemmBanu pactBop 0.02 monp 3¢upa 3-apui-2-
opomriporinonoBoit kuciotel 3 (d wim f) B 45 mn
metanona ¢ pactBopoMm 0.8 r NaOH B 10 M Bogs! u
OCTaBJUIM Ha HOYb. MeTaHOJ ymapuBajiu B Bakyy-
Me 0e3 HarpeBaHUs, BOTHBIA pacTBOpP 00padaThIBaiiu
XJIOPUCTBIM METHUJICHOM, NPUOABISIIIN COJISIHYIO KHC-
JOTYy 70 KHCJIOH peakuuu, oOpa3oBaBIIMICS 0CaOK
OT(GWILTPOBBIBAIN U MPOMBIBAIN Ha (HUIBTPE TeKca-
HOM.

2-bpom-3-(2-¢propdennmn)nponanoBasi KUCJI0TA
(4d). Beixon 4.59 r (93%), T.ru1. 70°C. Cnextp SAMP
'H (400 MI't, IMCO-dy), 8, m.a.: 3.21 a1 (1H, CH,,
J 142,74 I'n), 3.39 n.n (1H, CH,, J 14.2, 7.4 Tn),
445 1 (1H, CH, J 7.4 Tn), 7.03-7.23 m (2H, H2:> ),

ap oM

7.22-7.39 m (2H, H;‘f,%M). Macc-cnekrp (XW), m/z:

247; 249 [M + H]". Haiineno, %: C 43.93; H 3.11.
CyHgBrFO,. Berancneno, %: C 43.75; H 3.26.

2-bpom-3-(2-xnopdeHna)nponaHoBas KUCJI0Ta
(4e). Berxon 4.64 1 (88%), T.ur. 116°C. Cnekrp SAMP
'H (400 MT'n, IMCO-dy), §, m.1.: 3.28 a.1 (1H, CH,,
J 13.8, 7.4 I'm), 3.49 n.x (1H, CH,, J 13.8, 7.4 T'n),
4.481(1H,CH,J7.2I'n), 7.67-6.98 M (4H,,,,,). Macc-
criexktp (XW), m/z: 263; 265 [M + H]". Haiineno, %:
C41.18; H 3.19. CoHgBrClO,. Beraucneno, %: 41.02;
H 3.06.

3-(2-DTopoen3n)-3,4-TUMrHAPOXNHOKCATUH-
2(1H)-on (6). Cmecn 0.22 T (2 MMoIb) o-(heHUIICH-
muamuHa 5, 0.52 T (2 MMonb) metnn 2-0pom-3-(2-
dropdpenun)nponanoara 3d u 0.28 r K,CO; B 1 ma
JAM®A octapnsiM OpU MHTEHCUBHOM IepeMelln-
BaHUM Ha HOYb, 3aTE€M HArpeBajiM B TCUCHUE 3 U MPHU
120°C. Oxmaxgaid 10 KOMHATHOW TeMIIepaTyphl,
pa3baBIsI BOIOW M OTQHUIBTPOBBIBAIN 00pa3oBaB-
muics ocagoK XxuHokcanuHna 6. [IpoMbiBanu Bomoil u
CMECBI0 TUXJOpMEeTaH—TeKcaH, 1:3, mepekpucTamim-
30BBIBANM U3 ATOU ke cMmecu. Brixom 0.43 1 (84%),
.. 123°C. Criexrp SIMP 'H (400 MI', AMCO-dy),
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S, m.a.: 2.81 n.o (1H, CH,, J 14.0, 7.0 I'n), 2.98 n.n
(IH, CH,, J 14.0, 4.2 T'n), 3.99 a.n (1H, CH, J 7.0,
4.2T'm), 5.95 ¢ (1H, NH), 6.54-6.64 M (1Hy,,,), 6.66—
6.82 M (3H,pow)s 7.07-7.16 M (2H,p,,), 7.19-7.32 M
(2Hgpom)> 10.28 ¢ (1H, NH). Macc-cniekrp (XU), m/z:
257 [M + H]". Haiineno, %: C 70.19; H 5.27 N 10.78.
CysH 3FN,O. Beruucneno, %: C 70.30; H 5.11; N
10.93.

2-R!-6en3un-3,4-nuruapo-2H-1,4-6enzoTua-
3uH-3-0HbI 8a—f (00w as memoouka). Cmechb 5 MMOITb
COOTBETCTBYIOIIEr0 3dupa 3-apui-2-0poMIIpPOITH-
oHoBor kucioTel 3 u 0.59 mu (0.69 1, 5.5 MmomB)
O-MEepKalTOaHWINHA 6 HarpeBaiu MpH TeMIieparype
120-160°C 6e3 pactBoputens B Tedenue 30—50 mun
JI0 3aTBepleBaHusl peakuuoHHOH cmecu. [locne ox-
JKACHUSI TBEPIBIH OCTATOK pacTHUpalId B CIUPTE,
OT(OWIBTPOBBIBAIM M TEPEKPHCTATH30BBIBATIA U3
aTaHojya win cMecu 3TaHo— IM®A. C 1enpio moiy-
YeHHUsS] CHHTE3MPOBAHHBIX COCIWHEHHWH B BUIE CBO-
OOIHBIX OCHOBaHWH, B Mpolecce KpUCTAITU3ALHNU
npubasmsi 2 M 25% pactBopa amMmmuaka Ha 15 mu
pacTBOpUTEIISL.

2-ben3ua-3,4-nuruapo-2H-1,4-6eH30THA3UH-
3-ou (8a). Berxon 1.10 T (86%), .. 158-158.5°C
(3ranon-JIM®A, 5:1). Cnekrp IMP 'H (400 MT1,
IMCO-dy), 0, m.a.: 2.69 0.0 (1H, CH,, J 14.0, 8.4 I'ny),
3.19 .1 (1H, CH,,J 14.0,5.8 '), 3.60 n.n (1H, CH, J
8.4,5.8Tm), 6.94 1 (1H,H’, J7.8 T'w), 7.00 o (1H, H>,
J 7.8 T'y), 7.12-7.28 M (TH,pey), 10.59 ¢ (1H, NH).
Macc-cnexrp (XWN), m/z: 256 [M + H]". Haiineno, %:
C 70.30; H 5.09; N 5.29. C,5H3NOS. Bsruucneno,
%: C 70.56; H 5.13; N 5.49.

2-[4-U3onponundensun|-3,4-nuruapo-2H-1,4-
oenzornazun-3-on (8b). Bexox 0.86 T (58%), T.m.
152-153°C (stanon). Crnexrp AMP 'H (400 M,
IMCO-dy), 8, m.1.: 1.22 0 (6H, CHs,J 7.2 '), 2.58 x
(1H,CH,J7.2Tn),2.86 n.n (1H, CH,,J 14.0, 7.4 T'n),
3.15 n.n(1H, CH,, J 14.0,5.8 I'ny), 3.56 n.n (1H, CH, J
7.4,4.8 Tw), 7.15-6.91 M (8H,,,), 10.57 ¢ (1H, NH).
Macc-cnexrp (XWN), m/z: 298 [M + H]". Haiineno, %:
C 72.56; H 6.36; N 4.87. C,gHQNOS. Brraucneno,
%: C72.69; H 6.44; N 4.71.

2-(4-n-byrnnodensun)-3,4-nuruapo-2H-1,4-0en-
3oTtua3uH-3-oH (8c). Breixog 1.04 r (67%), T.mi.
119-120°C (»ramon). Crnexrp AMP 'H (400 MTI'w,
IMCO-dy), 6, m.n.: 1,17 T (3H, CH;3, J 7.2 T'm),
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2.40-2.65 m (7H, CH,), 3.10 n.x (1H, CH,, J 14.0,
7.4 Tm), 3.75 n.n (1H, CH, J 7.4, 4.0 T'n), 6.97 T (1H,
H’,J 7.8 Tu), 7.07 yurc (4H,,,), 7.18 T (1H, HS, J
7.8 Tu), 7.17-7.27 m (2H, H>%), 10.61 ¢ (1H, NH).
Macc-cnexrp (XW), m/z: 312 [M + H]". Haiineno, %:
C 73.08; H 6.90; N 4.32. C;5H3NOS. Bsruucneno,
%: C 73.27; H 6.80; N 4.50.

2-(2-Xnopoen3uni)-3,4-muruapo-2H-1,4-6en3o-
THa3un-3-oH (8d). Beixox 0.60 r (41%), .. 184.5—
185.5°C (sramon-IM®A, 1:1). Cnexrp SIMP 'H
(400 MI'u, AMCO-dj), 6, m.1.: 3.28-3.50 m (3H, CH +
CH,), 7.00 T (2Hyp0y, J 7.8 '), 7.28-7.31 M (SHyp0,),
7.41 yurc (1Hgpe,), 10.69 ¢ (1H, NH). Macc-criekrp
(XW), m/z: 290 [M + H]". Haiineno, %: C 62.14; H
4.28; N 4.76. C;5sH;,CINOS. Boruucneno, %: C 62.17;
H4.17; N 4.83.

2-(4-Xnop0oen3un)-3,4-nuruapo-2H-1,4-6enzo-
Tna3un-3-oH (8e). Beixox 0.81 r (56%), T.mwt. 177.5—
178°C (sranon-JIM®A, 1:1). Crexrp SIMP 'H (400
MTI'n, AMCO-dj), 6, m.a.: 2.70 n.x (1H, CH,, J 14.0,
8.8 I'm), 3.16 n.x (1H, CH,, J 14.0, 5.6 I'y), 3.63 n.n
(1H, CH, J 8.8, 5.6 I'm), 6.94 T (1H, H’, J 7.8 Tn),
6.99 n (1H, H>,J 7.8 ), 7.12-7.27 m (6H,p00), 10.60
¢ (1H, NH). Macc-cnexrp (XW), m/z: 290 [M + H]".
Haiineno, %: C 62.05; H4.21; N 4.68. C,5H,,CINOS.
Berunciieno, %: C 62.17; H4.17; N 4.83.

2-(3,4-Auxaopoen3ui)-3,4-nuruapo-2H-1,4-
oenzoruasun-3-on (8f). Brixon 0.99 1 (61%), T.1m.
183-184°C (3ranon—JIM®A, 1:1). Cnekrp SIMP 'H
(400 MI', IMCO-dg), 8, m.a.: 2.74 n.n (1H, CH,, J
14.0,9.0 I'n), 3.18 n.x (1H, CH,, J 14.0, 5.8 T'n), 3.70
n.a(1H, CH,J9.0, 5.8 T), 6.95 t (1H, H’, J 7.2 T'n),
6.99 1 (1H, H>, J 7.8 T'm),7.11-7.17 M (2H,pow)» 7:21
n (1H, H®, J 7.6 Tu), 7.40 ¢ (1H, H?, ), 7.42 1 (1H,
HZPOM, J 8.2 T'm), 10.61 ¢ (1H, NH). Macc-crektp
(XW), m/z: 324 [M + H]". Haiineno, %: C 55.51; H
3.49; N 4.37. C;sH,;C,NOS. Bsruucneno, %: C
55.57; H3.42; N 4.32.

6-(R'-Ben3un)-5-oxcoTnomop poaun-3-kapoo-
HOBble KHCJAOTHI 10a—c¢ (oOwas memoouxa). K
pactBopy 0.24 T (2 Mmoms) L-ttuctenHa 9 u 0.08 T
(4 mmoiie) NaOH B 8 M1 BozibI TpHOaBIsIA 2 MMOJTh
COOTBETCTByIOLIEro 3¢upa 3-apui-2-OpoMIIpONHo-
HOBO KHCTIOTHI 3 ¥ CHPT 10 0Opa30BaHMs TOMOTEH-
Horo pactBopa. OCTaBIsUIM NMPH WHTCHCHBHOM Iie-
pPEMEIINBAHUN HA HOYb, 3aT€M KHUISITHIIN B TCUCHHE

5 4. Oxylaxaanu, ynapuBald CIUPT U TOTKUCIISUTH
coJstHOM kucnoroit 10 pH 2. OTdunsrpoBsiBann 00-
pa3oBaBIINICS 0CATOK, TPOMBIBAIN BOJOH M BOJXHBIM
CIIUPTOM.

6-ben3uni-5-oxkcornomopdoann-3-kapooHoBas
kuciaora (10a). Bexog 0.43 1 (86%), .. 210°C
(pasn.) Crmextp SIMP 'H (400 MTu, JIMCO-dy),
O, M.1.: ocHOBHOH KoH(popmep — 2.84-2.77 m (2H,
CH,), 2.90-2.98 m (2H, CH,), 3.53-3.43 m (1H, CH),
4.18-4.24 m (1H, CH), 7.12-7.24 M (5Hy,0y), 7-39
yur.c (1H, NH); munopusiii koHpopmep — 2.70-2.78
M (1H, CH,), 2.88-2.98 M (1H, CH,), 3.00-3.12 m
(1H, CH,), 3.28-3.36 m (1H, CH,), 3.45-3.50 m (1H,
CH), 3.62 n.x (1H, CH, J 14.1, 7.2 T), 7.12-7.24 m
(5Hypo0)s 7.67 ¢ (1H, NH). Macc-cuexrp (XH), m/z:
250 [M — H]". Haiineno, %: C 57.52; H 5.10; N 5.63.
C,H{3NO;S. Beraucieno, %: C 57.35; H 5.21; N
5.57.

6-(2-PTopOen3ud)-5-okcoruomopdoanu-3-
kapOonoBasi kucjora (10b). Brixox 0.45 r (83%),
T 215°C (pasn.) Cmekrp SAMP 'H (400 MIm,
IMCO-dg), 6, m.a.: ocHOBHOH KoHpopmep — 2.87—
2.94 M (1H, CH,), 3.08-3.16 m (1H, CH,), 3.42-3.34
M (2H, CH,), 3.57-3.45 m (1H, CH), 4.24-4.32 m
(1H, CH), 7.08-7.18 m (2H, H2:> ), 7.22-7.35 m

ap oM
(2H, HS,). 7.93 1 (1H, NH, J 2 I'1); MHHOpHEI#
koHpopmep — 2.67-2.74 m (1H, CH,), 2.87-2.94 m
(1H, CH,), 3.08-3.18 M (1H, CH,), 3.34-3.42 m (1H,
CH,), 3.45-3.57 m (1H, CH), 3.78-3.86 M (1H, CH),
7.08-7.18 m (2H, H3:3,), 7.22-7.35 m (2H, Hg:5),
7.82 n, (1H, NH, J 2.2 I't). Macc-cniektp (XW), m/z:
268 [M — H]*. Haiinenro, %: C 53.31; H 4.53; N 5.37.
C,H|,FNO;S. Berancneno, %: C 53.52; H 4.49; N

5.20.

6-(4-DTopdeH3mi1)-5-okcoTuoMopoIuH-3-Kap-
oonoBasi kuciaora (10c). Bexon 88%, 1.t 227°C
(pasn.) Crextp AMP 'H (400 MT'u, IMCO-dy), 3,
M.J.: OCHOBHOI1 koH(opmep — 2.83-2.97 m (2H, CH,),
3.34-3.45m (1H, CH,), 3.56-3.67 m (1H, CH,), 3.75—
3.87 m (1H, CH), 4.24 n.n (1H, CH, J 7.0, 4.2 I'n),
7.06 1.1 (2H, HZS,,. J 8.8, 4.2 Tw), 7.26 T (2H, H;3 .
J8.8Tn), 7.77 ¢ (1H, NH); MuHOpHBII KOHpOpMEp —
2.66-2.76 m (1H, CH,). 2.83-2.97 m, (1H, CH,),
3.07-3.15 m (1H, CH,), 3.19-3.27 m (1H, CH,), 3.56—
3.67 m (1H, CH), 4.24 n.n (1H, CH, J 7.0, 4.2 T'n),
7.06 n.x (2H, H26  J8.8, 4.2 ), 7.26 T (2H, H2:>

ap om> ap om>

J 8.8 '), 7.93 ¢ (1H, NH). Macc-criekrp (XHW), m/z:
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268 [M — H]". Haiineno, %: C 53.43; H 4.69; N 5.03.
C,H{,FNO;S. Boruucneno, %: C 53.52; H 4.49; N
5.20.

XuopaHruapuabl 2-6poM-3-apuInponaHoBbIX
kuciaor 11a, b. K 10 MMoub kuciiotsr 4 nipubasiisuin
2.5 MJI THOHWIXJIOPUA U KUISATWIN 1 4. YnapuBanu
OCTaTOK THOHMJIXJIOpUAA, XJIopaHruapuas! 11a, b mo-
JIy4aJy ¢ KOJINYECTBEHHBIMU BBIXOJAMU.

2-(2-®Topodensun)-2H-1,4-0en3okcaznn-3(4H)-
oH (13a). K cycnensuu 0.5 r K,CO5; 1 0.2 r (2 MMOIIB)
amuHo(deHona 12 B 15 M XJI0pUCTOrO METHIIEHA, OX-
naxaeHHon 1o 0°C, npuOaBisid MPU UHTEHCUBHOM
nepememuBaand 0.53 T (2 MMOIB) XJIOpAHTHIPHU-
na 11a u ocTaBIIANIM NpU MEepeMEelINBaHUM Ha HOYb.
Kunarnnm 5 4 m ynapuBanm 10 CyXoro ocTarka, Ko-
TOPBIA PacTBOPSUIM B BOJIE M TMOJKUCIISIN COJSTHON
KHUCIIOTON O KUCIIOH peakmuu. Ocagok MPOMBIBATH
BOJOM M moiy4anu 4ucThIl mponykT 13a. Bsixon
0.47 (91%), .. 137°C. Cniexrp IMP 'H (400 MTI'm,
HAMCO-dy), 6, m.1.:3.28 1.1 (1H, CH,, J 14.0, 7.4 T'n),
3.44 n.n (1H, CH,, J 14.0, 7.4 '), 5.17 T (1H, CH, J
7.4 Tu), 6.72 1 (1H, H’, J 7.8 Tn), 6.82 1 (1H, H>, J
7.8 I'm), 6.85-6.91 M (1H,pq,), 7.00-7.16 M (2H,y,,),
7.22-7.29 M (1Hy,), 731T(1H H®, J 7.2 Tu), 7.85
n(1H, H8,J 7.9 ru) 9.48 ¢ (1H, NH). Macc-criektp
(XW), m/z: 258 [M + H]". Haiineno, %: C 70.14; H
4.54; N 5.57. C;sH|,FNO,. Beruncneno, %: C 70.03;
H4.70; N 5.44.

Amugbr 15a, b. K cycnensuu 0.8 r NaHCO; u
0.77 T (5 mMoip) amuHa 14 B 25 MJT XJIOPHUCTOTO Me-
TUJICHA TIPUOABISUIM MPU MHTEHCHBHOM IEpEMEIH-
BaHMHM 5 MMONb XJjopaHruapuaa 11 u mpomormkamu
nepeMennBanue euie 3 4. [IpomsiBanu BogoH, copoi
1 pa30aBleHHOW COJITHOW KHCIIOTOH, pacTBOPHUTEIH
yHapuBaJIH U MOITy4aJIy YUCTBIN amun 15.

2-bpom-3-(2-¢propdennii)-N-(2,5-1umMeTOKCH-
¢pennm)nponanamua (15a). Bexon 1.85 1t (97%),
.. 88°C. Cnextp SIMP 'H (400 MTI'u, IMCO-dy),
o, m.a.: 3.28 n.n (1H, CH,, J 14.0, 7.4 I'n), 3.43 n.n
(1H, CH,, J 14.0, 7.4 '), 3.71 ¢ (3H, OCH,), 3.76 c,
(3H, OCH;), 5.23 1 (1H, CH, J 7.4 Fu), 6.55 n.m (1H,
HY N, J 8.8, 2.2 Fu) 6.84 1 (1H, H3\, J 8.8 Fu),
7.04-7.12 m (2H Ha 3w, 7.21-7.34 M (2H, HapoM
7.76 n (1H, HY s J2 2 I'm), 9.44 ¢ (1H, NH). Macc-
cniexrp (XW), m/z: 382; 384 [M + H]". Haitneno, %: C
53.52; H 4.37; N 3.78. C7H,BrFNOj;. Bpraucneno,
%: C 53.42; H 4.48; N 3.66.
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2-bpom-3-(2-xaop¢pennn)-N-(2,4-1uMeTOKCH-
¢pennn)nponanamug (15b). Beixog 1.89 r (95%),
.. 118°C. Crextp AIMP 'H (400 MI'u, IMCO-dy),
S, m.a.: 3.36 n.o (1H, CH,, J 14.1, 7.2 I'n), 3.52 n.n
(1H, CH,, J 14.1, 7.2 T'n), 3.76 ¢ (3H, OCH;), 3.79 ¢
(3H, OCHy;), 5.11 T (1H, CH, J 7.2 I'n), 6.42 n (1H,
H3\ n» / 8.8 T), 6.51 ¢ (1H, HArN) 7.18— 728M(2H
H:%\). 7.29-7.43 m (2H, H3:S,), 7.76 1 (1H, HY
J 8.8 I'm), 9.31 ¢ (1H, NH). Macc-cuekrp (XW), m/z:
398; 400 [M + H]". Haiineno, %: C 51.42; H 4.23;
N 3.61. C;7H;7BrCINO;. Brruncneno, %: C 51.21; H
4.30; N 3.51.

2-bpom-3-apua-N-(auruapoxkcudenunn)npo-
nanamuabl 16a, b. K pactBopy coegunenus 15
(1 mMmonb) B 25 M XJIOPHCTOTO METHJIEHA TIpPH-
0aBIsUIM TIPU MHTEHCHUBHOM TIepeMEInBaHUU 1 M
(10 mmonb) BBry 1 ocTaBnsnu npu nepeMennuBaHuM
Ha HoYb. [IpoMbIBanu BOJOM, CONON 10 HEUTPAIbHON
peakiuu, pacTBOPUTEh YIapUBaId U MOIydald CO-
enuHenus 16a, b.

2-bpom-3-(2-¢propdennit)-N-(2,5-1uruapoxcu-
¢penun)nponanamug (16a). Berxon 0.31 T (89%),
. 158-159°C. Cmexrp SMP 'H (400 M,
IMCO-dy), 6,m.1.:3.28 n.n (1H, CH,,J 14.1, 7.4 '),
3.45 1.1, (1H, CH,, J 14.1,7.4'n), 5.17 T (1H, CH, J
7. 4Fu) 6.30 1. (1H, HY \, J 8.5, 2.5 Fu) 6.61 1 (1H,
H3 . J 8. 6 I'a), 7.04-7.12 m (2H, H , 1.21-7.35
M (2H, H 6., 7.39 1 (1H, HArN,J22Fu), 8.74 ym.c
(1H, OH), 9 42 ¢ (1H, NH). Macc-cnexrp (XUW), m/z:
354; 356 [M + H]'. Haiineno, %: C 50.71; H 3.77;
N 4.07. C;5H3BrFNO;. Beruucneno, %: C 50.87; H
3.70; N 3.95.

2-bpom-3-(2-xj0poeHun)-N-(2,4-TuruipoKcu-
¢penun)nponanamug (16b). Brexoxg 0.25 v (91%),
. 175-176°C. Crmektp SIMP 'H (400 MIn,
JIMCO-dy), 6,m.1.:3.36 1.1 (1H, CH,, J 13.8, 7.0 '),
3.52 n.n (1H, CH,, J 13.8, 7.0 '), 5.09 T (1H, CH,
J 7.0 Tn), 6.15 n (1H, H3, N, J 8.4 T), 6.29 ¢ (1H,
H3 ), 7.19-7.31 m (2Hapou)s 7-45-7.30 M (3Hgpow)
8.90 ¢ (1H, OH), 9.39 ym.c (2H, NH+OH). Macc-
cnektp (XH), m/z: 370, 372 [M + H]". Haiineno, %: C
48.42; H 3.64; N 3.73. C;5H3BrCINO;. Brruncneno,
%: C 48.61; H 3.54; N 3.78.

6/7-I'uapoxcu-2H-1,4-6en3oxcazun-3(4H)-oHbl
13b, ¢. K cycnensun 0.21 r (1.5 mmons) K,CO5 B
25 MJT XJIOPHUCTOTO METHIIEHA TPHOABIISUIN TPU UHTEH-
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CHBHOM IepeMelnBaHun 1 Mmolb coequHeHust 16 u
OCTaBJISUIH TIPU TIEPEMEIIMBAHUN HA HOYb. Kunsatumu
3—5 4, mpoMbIBaIN pa30aBICHHOW COJSHOM KHCIO-
TOW JIO KUCJIOW PEaKIUy, PaCTBOPUTEIh yIIapUBAJIH.
Coenunenust 13b, ¢ mepexpuUCTaNTU30BBIBATIN W3
cMecH quxJiopMeTaH—TeKcaH, 1:3.

2-(2-®Topoen3ua)-6-ruapoxcu-2H-1,4-06en3-
okca3uH-3(4H)-ou (13b). Brxox 0.26 r (94%), T.1m1.
148-149°C. Crextp SIMP 'H (400 MTI't, AIMCO-dy),
O, m.a.: 2.95 n.n (1H, CH,, J 14.4, 9.4 I'n), 3.17 n.n
(1H, CH,, J 144, 3.4 I'n), 4.65 n.n (1H, CH, J 9.4,
3.4 Tn), 6.30 o1 (1H, H, J 8.6, 2.7 T'm), 6.39 1 (1H,
H5, J 2.7 Tn), 6.63 o (1H, H®, J 8.6 T'), 7.10-7.20
M (2H, H3:3,), 7.26-7.36 M (2H, Hg:5,), 9.24 ¢ (1H,
OH), 10.66 c (1H, NH). Macc-cniektp (XW), m/z: 274
[M + H]*. Haiineno, %: C 65.71; H 4.62; N 5.23.
C,sH,FNO;. Bpruucneno, %: C 65.93; H 4.43; N
5.13.

2-(2-Xaopoen3un)-7-ruapoxkcu-2H-1,4-06en3-
okca3uH-3(4H)-on (13c¢). Beixox 0.27 r (93%), ..
161-162°C. Crextp AMP 'H (400 MTI'ti, AIMCO-dy),
o, m.a.: 3.00 o.n (1H, CH,, J 14.4, 9.8 I'n), 3.34 n.n
(1H, CH,, J 14.4, 3.4 I'n), 4.63 n.x (1H, CH, J 9.8,
3.4 Tn), 6.22 1 (1H, H8 J 2.0 T'm), 6.31 x.1 (1H, HS,
J8.4,2.0Tm), 6.67 n (1H, B>, J 8.4 Tw), 7.21-7.42 m
(4H,p00), 8.93 ¢ (1H, OH), 10.42 ¢ (1H, NH). Macc-
cnekrp (XW), m/z: 290 [M + H]". Haiineno, %: C
61.97; H 4.07; N 4.89. C;sH,CINO;. Brruucneno,
%: C 62.19; H4.18; N 4.83.

2-(2-®TopoOen3un)-3,4-qnuruapo-2H-1,4-6en3-
okcasuH-6-041 (17). K oxnaxnennoit no 0°C cycnen-
3un 0.07 r NaBH, B 15 mu TI'® npubasinsuu 0.17 1
tona. Ilocne oOecrBeunBaHHUs PAacTBOPA BBIACPKH-
Baimu cMmech 10 muH, npubasnanu 0.1 r (0.4 MMoinb)
coeaunenust 13b, MeyieHHO HarpeBajiu 0 KUIEHUS
M KUISATHIM 5 4. OXJ1a)kaaiau 10 KOMHATHOM TeMIle-
paTypsl U MPUOABISIIA 10 KarumsiM 0.2 MIT COJSTHOU
KHCIOTHI B 4 M1 Boabl. Kunsitunu 15 muH, pactBopu-
TeJIb YIIApUBAJIN B BAKyyMe, a K OCTaTKy NpHOaBIsiin
NaHCO; 10 HelTpallbHOI peakuuu. DKCTparupoBain
XJIOPUCTBIM METHUJIIECHOM, YIIapUBAIN PACTBOPHUTEND U
noyyvainu uesnesoid npoaykt 17. Beixox 0.05 r (53%),
.. 125°C. Criextp IMP 'H (400 MI', IMCO-dy),
o, m.a.: 3.01-3.06 m (1H, CH,), 3.11-3.19 m (1H,
CH,), 3.48-3.57 m (2H, CH,), 4.32-4.42 m (1H, CH),
5.12 ym.c (1H, NH), 6.48 1 (1H, H’, J 8.8 '), 6.52 ¢
(1H, H%), 6.64 n (1H, H8, J 8.8 T'r), 7.04-7.16 m (2H,

H3:3\), 7.21-7.31 M (1H, Hy,,), 7.36 T (1H, HS .,
J 7.4 Tm), 9.01 ¢ (1H, OH). Haiineno, %: C 69.58; H
5.56; N 5.64. CsH4FNO,. Boruucineno, %: C 69.49;

H 5.44; N 5.40.
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Oxazines, Thiazines and Quinoxalines with a Benzyl Fragment
from 3-Aryl-2-bromopropanoic Acids or its Esters
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By the reaction of ethyl/metyl 3-aryl-2-bromopropanoates with ortho-phenylenediamine, ortho-mercaptoani-
line and cysteine, the new quinoxaline, thiazine and thiomorpholine derivatives with a benzyl fragment were
obtained in one step cyclization. Starting from 3-aryl-2-bromopropanoyl chlorides and ortho-hydroxy- or
ortho-methoxyanilines, the benzoxazine derivatives were synthesized.

Keywords: quinoxaline, thiazine, benzoxazine, thiomorpholine, Meerwein reaction, bromarylation, heterocy-
clization
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