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B3anmopeiicTBue 3THI0BOTO 3(prpa HUKOTHHOBON KUCIOTHI € (DeHAMIOPOMUIAMHE, COJCPIKAIUMHU AIIEKTPO-
HOJIOHOPHbIE 3aMECTHTENIU B ()EHUIIBHOM SIJIPE, IPUBOAUT K COOTBETCTBYIOIMM YETBEPTUUHBIM COJISIM TTHPHU-
nuHUs. BoccTaHoBIeHHE COeit OOPTHAPUIOM HATPHSI JaeT dTHII- 1 -(2-0kcu-2-apumdtun)-1,2,5,6-TeTparuapo-
MTUPUIUH-3-KapOOKCUIIaThl, KUCIOTHBIH THAPOJIU3 KOTOPBIX MPOTEKAET C PACIICINICHHEM TEPMUHAIBHON CBSI3U
C—-N u obpa3oBaHneM TyBalliHa, MOIYYEHHOTO ¢ BhIxomamMu 76—93%. ITomoOHBIM 00pa3oM CHHTE3HPOBAHBI
nMHUIa30[4,5-clnupuaniabHbIe U 3-KapOOTHMHOBBIC IPOM3BOAHBIC, COACPIKAIIIE B CBOCH CTPYKType (parMeHT

aJIKaJiona ryBanuHa.
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BBEJIEHUE

B mutomax apexoBoit manemsl (Areca catechu) co-
JEPKUTCSI TPy aNKAJIOHWIOB — TPOHU3BOAHBIX Te-
TParuApPONHUPHUANHA, K YHCIY KOTOPBIX IMPUHAIJIC)KAT
apexonuH (1), apexauauH (2), nzorysaruH (3), ryBa-
KOJUH (4), sABJIAIOMIMECS IMPOW3BOAHBIMH TyBalllHA
(1,2,5,6-TeTparuApOHUKOTHHOBOW KHCIIOTHI, 5), KOTO-
P Takke 0OHapyKeH B apekoBoil nanbme [ 1, 2].

[To xumMHYECKOMY CTPOEHHIO BCE BBINIENEPEUHC-
JICHHBIE ~aJIKAJIOMIbl TOJOOHBI Y-aMHUHOMACIISIHOM
kuciore (FAMK, 6) u sBnsrores aronucramu [AMK-
peneniropoB [3]. I'yBanuH, SBISISICH HHTHOUTOPOM
HelpoHasnbHOro 3axBara IAMK B KOHIEHTpanmsx
107°~1073 MoNB/11, yMEHBIIACT €€ TIOITIOMEHHE Cpe3a-
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MU KOPBI TOJIOBHOTO MO3Ta M HCIIONB3YeTCS B DKCIIE-
PUMEHTAJIbHOH MEIMLMHE B KauyecTBE MHCTPYMEHTa
it uccnenosanus ¢pynkuuit LIHC [4].

I'yBanuu 5 ObUT MPEUIOKEH JUIs Tepanuu 0oje3-
HU Aublreiimepa, snwierncud u mm3odpeHun [S],
o/iHaKo Oojiee 3(PPEKTUBHBIMU OKA3aJIKUCh €r0 MPOU3-
BOJIHBIC, CPEIU KOTOPBIX B KIMHUYECKYIO MPAKTUKY
BBesieHbl 4 mpemapara: Xanomeline®, Tazomeline®,
Milameline®, Alvameline®. Tem He Menee BEIyIIIN-
MU MHPOBBIMH (DapMarieBTHYECKUMH KOMITaHHSIMU
BEJIETCSI MHTCHCUBHBINM TIOUCK HOBBIX HWHTHOMTOPOB
HeliponansHoro 3axBata AMK ¢ menbio co3manus
6omee 3¢ (hEeKTUBHBIX JIEKAPCTBEHHBIX IIPEIapaToB
B OTHOIIICHHH HEWPOJEreHEPATUBHBIX PACCTPONCTB.
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R=R'=Me (1), R=Me, R'=H (2), R=H, R'=Me (4), R=R'=H (5).
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[6]
Cpenu yxe HaMJICHHBIX BEIECTB, MPOSBISOIINX
BBINICYKA3aHHbBIC CBOWCTBA, U3BECTCH PsIJi COCIMHE-
HUH-JIHJIEPOB — MPOU3BOIHBIX TYBallMHA, U3 KOTOPHIX
4 B HacTofIEe BPEMs yKE MPOXOIAT KIMHUYCSCKUE
ucneitTanus [6—-10].

DDPM-2571 [7; 8]

Bnepsble ryBanuH cuHTe3upoBaH B 1946 r u3
Tpu(P-kapoaTokcudTIIIaMuHa) [11], mozxe [12] Obun
pa3paboTaH  aJbBTEPHATHBHBIA  MHOTOCTAJUNHBIN
croco6, OCHOBaHHBIN Ha MUKIM3AIMK Mo JlMKMaHy.
OOHapy»XeHHbIC y T'yBalliHa ILICHHBIC (apMaKoIOTH-
YECKHE CBOMCTBA CTUMYJIUPOBAIM MOUCK MyTEH CUH-
Te3a Pa3NUYHBIX TPOU3BOTHBIX STOTO COEAMHEHUS
[13—15]. C npuMEHEHHEM METAITIOKOMIUIEKCHOTO
KaTaJnu3a CUHTE3UPOBAH PAJl CIOXKHBIX 0 CTPYKType
MPOM3BOIHBIX ryBanuHa [ 10], ero a¢upsl [16] u amie-
HOBBIE 3aMeIleHHbIE [ 7], KOTOpbIE TaKKe MOTYT UHTH-
O6upoBars HelipoHambHBIN 3axBaT [AMK.

Hamu npesuioskeHn anpTepHaTUBHBIN c11OCO0 MOMTy-
YeHMs TyBallMHA 5 M psaa ero aHaJoroB M3 JOCTYII-
HBIX PEareHToB, HE TPEOYIOMHNH MeTaTOKOMILIEKC-
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CI-966 [9] SKF-100300-A[10]
HOTO KaTalln3a W HKCTPEMANbHBIX yCIIOBHA MPOBEE-
HUS peaKiuii.

PE3VIIBTATBI 1 OBCYXIAEHUNE

B xauecTBe MCXOTHBIX COCIMHEHUN B CHHTE3E Ty-
BaIlMHA BEIOPAHBI ATHJIOBBIH 3(prp HUKOTHHOBOM KHC-
JIOTHI 7 W 3aMeIICHHBIC AJICKTPOHOAOHOPHBIMHU 3aMe-
CTUTEIISIMU B apOMaTHIECKOM sipe (heHaITNI0POMHIIBI
8a—d. BsaumopeiicTBHe HSKBHMOJIBHBIX KOJINYECTB
ATHUX COEIMHEHUH B Cpejie aleToHa MNpU KOMHATHOM
TeMIiepaType MPUBOIUT K YUSTBEPTHUHBIM cOJIiM 9a—d
¢ BeIxomamu 66-92% (cxema 1).

[TomyueHHBIE TPOU3BOAHBIE TIPEICTABISIOT COOOM
TBepJible OECIIBETHBIE PAaCTBOPHMEIE B BOJIC BEIIECTBA
C BBICOKMMH TEeMITepaTypamH TUIaBieHns. B ux crek-
tpax IMP 'H, mOMHMO CHIHAJIOB IPOTOHOB, COOTBET-
CTBYIOIUX MUPUANHNEBOMY (hparMeHTy, IpUCYTCTBY-
FOT CUTHAJIBI IPOTOHOB METUJICHOBBIX TPYIIT (CHHIJIET
mpu 6.55-6.60 M.71.), a TakKe CHUTHAJIBI apoMaTHde-
CKHX MPOTOHOB AapWJIBHBIX OCTATKOB. B crekTpax
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R = 4-Me (a), 4-OMe (b), 3-Br-4-OMe (¢), 3,4-di-OMe (d)
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SAMP 13C YETBEPTUYHBIX cojeil 9a—d mpucyTCTBYIOT
CHUTHAJIBI aTOMOB yTiepofa KapOOHWIHHOW TPYIIIEI
npu 188.7-190.4 M.1., a TakxKe CUTHAIBI COCEIHEN C
Hel MEeTHUJIEHOBOM rpynmsl npu 66.7-66.9 m.1.

B3aumopelicTBue MOMy4eHHBIX YETBEPTHUUHBIX
coneit 9a—d ¢ wu30ObITKOM OOpruApuAa HATPUS B
BOJIHO-METaHOJIBHOM pPacTBOpE MPU KOMHATHOM TeM-
neparype HPUBOAUT K IMOJIYUYECHHUIO TETParuapoIpo-
n3BoHbIX 10a—d (cxema 2), mpudeM JIBOMHAS CBSI3b
COXpaHseTCsl B MOJOKEHNH 3—4 TeTparuaponupuIn-
HOBOTO (hparMeHTa.

CunresnpoBaHHble  N-2-apui-2-0KCUITHIIPOU3-
BonHble ryBanrHa 10a—d mpencrasisior coboit Oec-
LBETHbIE MJIM CJIA000KPALICHHBIE BEIIECTBA C TEMIIE-
paTrypaMu IUIaBJI€HHUsS HAMHOTO HIKE, YEM Y COOTBET-
CTBYIOIIMX UM YETBEPTUIHBIX coieit 9a—d.

B cnekrpax SAMP 'H coequnennii 10a—d na6mro-
JTaeTCsl MCUYE3HOBEHUE CHUTHAJIOB MPOTOHOB MUPHUIU-
HHUEBOIo ()parMeHTa U IMOSABJICHUE CUTHAJIOB IIPOTO-
HOB TETPAarHIpONHUPUINHOBOrO (parMeHTa (yIIu-
pEHHBIE CHHIVIETHl WHTEHCHBHOCTBIO B 2 TMPOTOHA
mpu 2.14-2.41, 2.60-2.68 u 3.11-3.21 m.1.), a Tak-
K€ YUIMPEHHBI CHHIVIET 3THJIEHOBOTO MPOTOHA NP
6.85-7.04 m.1. B cnekrpax SIMP '3C dept-135 npo-
JOYKTOB BOccTaHOBIeHHs coeanHennii 10a—d nabiro-
JaroTCcsl 0OpaTHBIE CUIIBHOINOJBHBIE CUI'HAJIBI 3 METH-
neHoBelx rpynn: 2-CH, npu 49.0-50.5 m.x., 5-CH,
npu 26.4-27.8 m.a. u 6-CH, mpu 51.2-52.7 m.n.
[lapannensHO € BOCCTaHOBJICHHEM HHPUANHHEBOTO
LMKJIa TPOTEKaeT BOCCTAHOBJICHHWE KapOOHMIHHOMN
IPYIIIBL 10 CIIUPTOBON. DTO MOATBEP)KIAAETCS JaHHbI-
mu IMP 'H crekTpoB — mosBieHHeM pacIIenaeHus
CUTHAJIOB BHMLMHAJIBHBIX IIPOTOHOB TEPMHMHAIbHON
METHJICHOBOH Tpynmnbl B coeauneHusx 10b u ¢ (asa
CUMMETPUYHBIX nyOnera npu 3.22-3.49 M.A. ¢ KOH-

CTaHTOM cnHH-cruHOBOTO B3amMonelicTBus (KCCB)
15.2-16.8 I'm). Taxke HaOIIOMACTCS MOSIBICHUE CHUT-
Haja METHHOBOTO MPOTOHA B BUJE KBAJPYIUIETA WU
nyonera ipu 2.79-2.97 m.a. ¢ KCCB 16.8-18.0 I'm u
THIPOKCHIIBHON rpymmsl (xy6mer npu 4.69-4.79 m.na.
¢ KCCB 4.8-5.8 T'n). B ciextpax SIMP 13C dept-135
HAOJIOIAETCS HATMYHUE TTOJIOKUTEITFHOTO CUTHAIIA Me-
THUHOBOTO aroMa yriepoa npu 68.8—71.0 m.a.

Kunsuenue coenunenuit 10a—d B BOJHO-CIIUPTO-
BOM PacTBOPE COJITHOM KHUCIOTHI B TEUEHHUE 5 U MPH-
BOJIUT HE TOJILKO K THPOJIA3Y CIOKHOA(DUPHOU TPyTI-
Tbl, HO U K PacLICIUVICHUIO TePMUHAIBHOH cBsizu C—N
¢ 00pazoBaHHEM THAPOXJIOPUIA TYBAIlUHA 5, KOTOPBIT
ObLT MoTyueH ¢ BeIxogaMu 76-93% (cxema 3).

l'uppoxiopua ryBalmHa S BBIIEISIM U3 yHApeH-
HOM J0CyXa PEaKLMOHHOM CMECH C IOCIELYHLIUM
OTMBIBAaHHEM OT CMOJIMCTBIX MPOAYKTOB CYXHM alle-
TOHOM U NepeKpucTaIn3anuen u3 sranona. Crexkrp
SMP 'H coenunenns 5 COZEPKUT CUTHAJ MPOTOHA
KapOOKCWIbHON Tpynmsl mpu 12.89 M.m., TpyImbel
N'H, (yurc mpu 9.82 M.J1.), CHTHAI 3THIEHOBOTO
npotoHa npu 6.98 M.a. U Ipyniy CUTHAJIOB METHJIIE-
HOBBIX npotoHoB npu 2.54 (5-CH,), 3.11 (6-CH,) n
3.66 (2-CH,) m.11. B cniextpe SIMP 3C na6monarorcs
CUTHaJI KapOOKCHIIbHOMW rpymmbl pu 165.5 m.a., cur-
HaJl CBSI3aHHOTO ¢ Hell aroMa yrepozaa mpu 124.6 m.1.
B cnekrpe SIMP '3C dept-135 rumpoxiopuma rysa-
LMHA HaOIIOJAeTCsl HAIMYKE IOJOKUTENIBHOIO IHKa
STUJIEHOBOI'O aTtoMa yrieponaa npu 136.9 m.a. u 3 or-
pULATENbHBIX MMMKOB METHJICHOBBIX Ipynmn mpu 21.5
(5-CH,), 38.3 (2-CH,) u 39.7 (6-CH,) m.1. B criektpe
COSY coeaunenus S5 HaOmomaeTcsi CMH-CIIMHOBOE
B3auMoelicTre Mexay npotonom CYH (6.98 m.x.)
u rpynnoit 5-CH, (2.54 m.1.), a Taxoke MexXay AByMs
MeTuiaeHoBbIMH Ipynnamu 5-CH, (2.54 m.1.) u 6-CH,
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(3.11 m.11.), HA 4TO YKa3bIBAIOT KPOCC-IIUKU COOTBET-
CTBYIOIIMX CUTHAJIOB.

Crnenyer oTmeTuTh, 4To paHee [17] Hamu ObLI
pa3paboTaH aJbTEpPHATUBHBIN CIIOCOO MOIy4EHUS ajl-
KaJou/1a U30TyBalMHA U PsAJia €ro MPOU3BOJHbIX, OC-
HOBaHHBII Ha TEX K€ CUHTETMYECKUX IOIXOAAX, YTO
OIMCAaHBbI BhIILE.

B kadecTBe HCXOOHBIX COEAWHEHUM B CHHTE3E
nMuna3o[4,5-c|mupuamIbHBIX U B-KapOOIMHOBBIX
aHaJIOTOB, COJIePKAINX (PparMeHT I'yBalllHa, BHIOpa-
Hbl  4-(mpuann-3-un)-3H-umunazo[4,5-c|nupunua
(11), ero 6-xapOoxcumnponssognoe 12 [18], 1-(mupu-
nuH-3-11)-9H-B-kap6oaua (13), ero 3-kapOoMeToK-
cunpousBogHoe 14 [19]. BzanmoneiicTBre npousBo-

nHBIX 11-14 ¢ DKBUMOJIBHBIM KOJIUYECTBOM 4-METOK-
cudenanunopomua 8b B pactBope crimpra IpUBOIUT
K 00pa30BaHUI0 YETBEPTUYHBIX COJICH MCKITFOUYUTEIb-
HO 110 MOHOIIMKIINYECKOMY TTUPUIMHOBOMY (hparMeH-
Ty MOJIEKYJbI (cxema 4).

B cnexrpax IMP 'H nomy4eHHBIX 4eTBEpTHUHBIX
coneit 15—18, momMmuMo CUTHaIOB apOMaTHYECKUX MPO-
TOHOB, PUCYTCTBYET CUI'HAJ IPOTOHOB METUIICHOBOM
rpymmsl (cuHTIeT npu 6.63-6.66 m.a.). B cnekrpax
SMP 13C nabmionarorcsi CHTHAJIBI aTOMOB YIVIEpOA
METOKCHIPYIIIBI IpH 55.6—-56.3 M. 1 KapOOHMIBbHON
rpynmnsl npu 189.0-189.4 m.x.

Boccranosnenue npousBoaHbix 15-18 mpoBoau-
1 (cxema 5) Tak ke, Kak M JiJIs YSTBEPTUUHBIX COJIeH

Cxema 4

T D
R 0 N
DO ”
N - i
+ - . b Br
N NN
N OMe

11-14 8b

(0)

OMe
15-18

N N

11,15, R =H, ||:>=E > - 12,16, R = COOH, ||:>: E Y.
N N
H H

13,17.R =L, ||:> - (@ . 14, 18, R = COOCH;, ||:> - (@
N N
H H

JKYPHAJI OPTAHUYECKOM XUMUH Ttom 58 Ne 6 2022



636 JIOMOB wu np.

Cxema 5
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9a—d — u30bITKOM OOpruapuaa HaTPHUs B BOJHO-ME-
TAHOJILHOM pacTBOpE IPHU KOMHATHOM TeMIieparype,
MpUYeM JBOWHAsL CBS3b COXPAHIECTCS B IMOJOKECHHH
3'4' MOHOIMKJIMYECKOTO TETPAaruAPOTUPHIAHOBOTO
dparmenTa. B crextpax SIMP 'H terparumponpons-
BOAHBIX 19-22 HaOirogaeTcs NCUE3HOBEHHE CUTHAIOB
apOMaTHYECKHUX MPOTOHOB MOHOLMKIMYECKOTO TUPH-
JUHUEBOTO (pparMeHTa v MOsIBJICHHE 3 CUTHAJIOB MPO-
TOHOB METHUJIEHOBBIX I'PYIII TETPAruApOIUPUANHOBO-
ro ¢pparmenTa npu 2.74-3.59 m.x. (2'-CH,), 2.39-2.70
(5'-CH,) u 2.42-2.67 (6'-CH,) m.x1., a Takxe CUTHaJIa
strseHoBoro nporona H mpu 6.57-7.38 m.x1. B crek-
tpax SIMP 3C dept-135 mpomykToB BoccTaHOBIe-
Hus 19-22 HabmrogaroTcss 00paTHBIC CHITBHOIIOIBHEIE
curHaisl 3 MetwieHoBelx rpynm: 2'-CH, mpu 49.8—
50.2 m.n., 5'-CH, npu 25.9-26.9 m.a. u 6'-CH, npu
53.5-54.3 M.7., a Tak)Ke CHTHAJI 3THJIICHOBOTO aToMa
yrepoaa npu 106.7-112.0 m.x.

OnHOBpPEMEHHO C BOCCTaHOBJICHUEM MOHOIIMKIIH-
YEeCKOTO MUPHIUHUEBOTO (pparMeHTa nmpoTeKkaeT BOC-
CTaHOBJICHHE KapOOHHMILHOW TPYIIIEI IO CITUPTOBOH.
OO0 >TOM CBHIETEIBHCTBYET MOSBICHUE CHUTHAIA TIPO-

TOHA THAPOKCHUTPYTIIHI B criekTpax IMP 'H B coenu-
HeHusx 19-21 B Buze ay6raera npu 4.76-4.81 m.1. ¢
KCCB 4.8-5.4 I't1 1 cABUT IPOTOHOB HEIUKJIMYECKOM
METHJICHOBOW TPYyMIBI B Oojiee criibHOE Tojie (3.64—
3.78 M.1.) IO CPaBHEHUIO C UCXOJHBIMH YETBEPTUY-
HeIMH consimu. B cniekrpax SIMP 13C dept-135 mpo-
JIyKTOB BOccTaHOBIIeHUsT 19-22 HaOmromaercs MosiB-
JIEHUE TOJIOKUTEIHHOTO CUTHATa METHHOBOTO aToMa
yriepoja mpu 69.6—70.0 m.j.

Harpesanue coenunennii 19-22 B BOJHO-CIIUPTO-
BOM PACTBOPE COJIIHOM KHUCIOTHI B TEUEHHUE 5 U MpPHU-
BOJIUT K PACHIETUIEHUIO TepMHUHAIBHOH cBa3m C-N
¢ o0OpazoBaHweM UMHIa30[4,5-c|MUPUANIBHBIX U
[-xapOOIMHOBBIX MPOU3BOAHBIX C ()ParMEHTOM T'yBa-
IIMHA, IOJTYYEeHHBIX ¢ BhIxogaMu 68—84%. B cnekTpax
SMP 'H npoussomubix 23-26 nabmionaercst oTCyT-
CTBHE CUTHAJIOB MPOTOHOB, OTHECEHHBIX K 4-METOK-
cu(EeHWIPTAHOIBHOMY (pParMeHTy, HaJIW4YHe CHUTHA-
JIOB MPOTOHOB 3 METHJICHOBBIX Tpymm mipu 4.27-4.46
(2'-CH,), 2.64-2.74 (5'-CH,), 3.28-3.36 (6'-CH,) m.x.
U 3TUJIEHOBOIO aroMa Bogopojaa mpu 6.92-8.00 m.x.
dparmenTa rysamuna. B cnexrpax AMP 13C dept-135
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MIPOAYKTOB THApOim3a 23-26 Takke HAOIIONAIOTCS
CUTHaJBl aTOMOB yTiiepoia 3 METHJICHOBBIX TPYIIT
npu 39.2-39.8 (2'-CH,), 22.4-22.9 (5'-CH,), 42.0—
42.3 (6'-CH,) M.A. U 3TUJIEHOBOIO aToMa yIiepoaa
npu 109.7-113.4 m.1.

OKCIIEPUMEHTAJIBHA S YACTD

Crexrpsl AMP "H u 13C 3anmcsiBamm Ha criekTpo-
metpe Bruker Avance 11 400 ¢ paGoueii wactoroit 400
u 100 MI'y coorBerctBenHo B JIMCO-dg u CDCl; ¢
BHyTpeHHuM ctanaaproM TMC. Temneparypsl 1iaB-
JICHUSI CMHTE3MPOBAHHBIX COCIMHEHHH ONpeAeIeHBI
Ha HarpeBareJbHOM npubope Tuna Boetius u He moa-
BEPraJIuch KOPPEKIUH.

YerBepTuunsle conu 9a—d (obwas memoouxa).
K pactBopy 1.51 1 (10 MMoub) 3THIIOBOTO 3Upa HU-
KOTHHOBOM KHCIOThI 7 B 10 M arieroHa npubaBiisi-
gu 11 Mmosb 3amenieHHoro (exanunopomuia 8a—d,
pactBopeHHOTO B 3 Mi aneroHa. CMech BBIICPIKH-
BaJIM IIPYM KOMHATHOHM TemIeparype B TeueHue | cyT.
BreigenuBmmiics ocaok OT(QHUIBTPOBBIBAIH, MTPOMBI-
BaJIM allETOHOM M TIepEeKPUCTAIUTH30BBIBAIIN U3 dTAHO-
na.

3-(9Trokcukapoonui)-1-[2-(4-meTuagenun)-2-
okcodTWI|nupuauuus  opomua  (9a). Breixon
3.09 r (85%), T 177-180°C. Cnexrp SIMP 'H
(AMCO-dy), 6, m.n.: 1.37 T (3H, CH,CH;, J 14.1 T'n),
2.44 ¢ (3H, CH;y), 4.45 x (2H, CH,CH;, J 21.2 T'n),
6.58 ¢ (2H, CH,CO), 7.48 1 (2H, H*, H>, J 8.2 T'n),
7.97 n (2H, H*, H% J 72 Tw), 8.42 t (1H, H>, J
16.0 T'm), 9.12 1 (1H, H4, J 8.2 T'w), 9.25 n (1H, H, J
5.4Tu),9.64 ¢ (1H,H?). Ciekrp AMP '3C (JIMCO-dy),
o, m.a.: 14.4 (CH,CH3), 21.8 (CH3), 63.2 (CH,CH,),
66.9 (CH,CO), 128.6, 128.9, 130.1, 131.5, 146.0,
146.4, 147.8, 150.0, 162.0 (OCO), 190.4 (CH,CO).
Haiineno, %: C 56.03; H 5.02; N 3.80. C;;H,4BrNO;.
Brruuncneno, %: C 56.06; H 4.98; N 3.85.

3-(OTokcuxapoouuni)-1-[2-(4-meToxcudeHna)-
2-oxcodTHIA | mupuaAuHUA opomus (9b). Berxon 3.50 T
(92%), T.1111. 205-207°C. Criextp SIMP 'H (AMCO-dy),
o, m.a.: 1.38 T (3H, CH,CH;, J 13.6 '), 3.92 ¢ (3H,
OCH,), 4.46 x (2H, CH,CH;, J 18.4 T'n), 6.56 ¢ (2H,
CH,CO), 7.21 1 (2H, H*, H>, J 8.0 T'n), 8.06 1 (2H,
HZ, H®, J 8.0 I'n), 8.43 t (1H, H>, J 13.2 T'), 9.13
n (1H, H*, J 7.6 T'n), 9.25 n (1H, H%, J 5.2 Tn), 9.64
¢ (1H, H?). Cnekrp IMP 13C (IMCO-d,), 8, m.a.:
14.4 (CH,CH3;), 56.3 (OCH;3), 63.2 (CH,CH;), 66.7
(CH,CO), 114.9, 126.7, 128.5, 130.1, 131.2, 146.4,
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147.8, 150.0, 162.0, 164.8 (OCO), 189.1 (CH,CO).
Haiineno, %: C 53.61; H 4.80; N 3.52. C{7HgBrNO;,.
Beraucneno, %: C 53.70; H 4.77; N 3.68.

1-[2-(3-bpom-4-MeToKCH(eHUIT)-2-0KCOITII |-
3-(3Tokcukapoonua)nupuaunusa  opomua  (9c).
Berxon 3.03 1 (66%), 1., 193-195°C. Crniextp SIMP
'H (IMCO-dy), 8, m.a.: 1.36 T (3H, CH,CH;, J
14.0 T'n), 4.00 ¢ (3H, OCHjy), 4.44 x (2H, CH,CHj,
J 20.4 Tu), 6.55 ¢ (2H, CH,CO), 7.37 n (1H, H>, J
8.4 T'm), 8.09 n (1H, H®, J 7.6 T'n), 8.25 ¢ (1H, H?),
8.42 1 (1H, H>, J 14.0 T'w), 9.11 1 (1H, H*, J 8.0 '),
9.21 x1 (1H, H, J 5.6 T'w), 9.60 ¢ (1H, H?). Crextp
SAMP BC (IMCO-dy), §, m.n.: 14.4 (CH,CH5), 57.4
(OCHy;), 63.1 (CH,CH3), 66.7 (CH,CO), 111.5,113.3,
127.9,128.6,130.2,130.7, 133.5, 146.6, 147.8, 150.0,
160.7, 162.0 (OCO), 188.7 (CH,CO). Haiineno, %: C
44.37; H 3.76; N 3.00. C,,H,;,Br,NO,. BreruncneHo,
%: C44.47; H3.73; N 3.05.

1-[2-(3,4-IumeTorcudeHn )-2-0KCOITUI]-3-
(3TokcukapOOHWI)nupuanuus  opomuag  (9d).
Brixom 2.79 1t (68%), T.1ut. 176-178°C. Cnektp SAMP
'H (IMCO-dy), 8, m.n.: 1.36 T (3H, CH,CH;, J
14.0 T'), 3.84 ¢ (3H, OCH}), 3.90 ¢ (3H, OCH;), 4.43
x (2H, CH,CH;, J 20.8 T'n), 6.60 ¢ (2H, CH,CO),
7.22 1 (1H, B>, J 8.4 T'n), 7.51 ¢ (1H, H*), 7.75 n
(1H, HY, J 8.0 I'n), 8.42 T (1H, H>, J 14.0 '), 9.11
x (1H, H*, J 8.0 T'm), 9.26 a (1H, H®, J 5.6 T'm), 9.63
¢ (1H, H?). Cnektp SIMP 13C (IMCO-dy), 5, m.n.:
14.5 (CH,CH;), 56.3 (OCHj;), 56.5 (OCH;), 63.2
(CH,CHj), 66.8 (CH,CO), 110.8, 111.8, 123.9, 126.6,
128.6, 130.1, 146.5, 147.8, 149.3, 150.0, 154.8, 162.0
(0CO), 189.3 (CH,CO). Haiineno, %: C 52.63; H
4.93; N 3.37. C;gH,(BrNOs. Bruucneno, %: C 52.70;
H4.91; N 3.41.

BoccraHoBiieHue 4YeTBepTUYHBIX coJieil 9a—d
(obwast memoouxa). Pactopsiin 10 MMOJIb YeTBEp-
THYHOM COJIM STHUJIIOBOTO 3(PHpa HUKOTHHOBOW KHC-
sotel 9a—d B cmecu 10 M1 Bozel m 20 M1 MeTaHoOIA.
IIpu nmepemMeniiBaHUU MpU KOMHATHOW TeMmmeparype
B TeueHue 1 4 mpubaBmsum 2.28 T (60 MMoib) Gop-
ruapuaa HaTpus. 3aTeM PEeakLMOHHYIO CMECh Harpe-
Banmu npu 60—70°C B Teuenue 2 4. OTTOHSAIN MeETa-
HOJI, BBIICJIMBINIEECS MAacJO 3KCTParupoBaH XJIOPO-
(hopMOM, IKCTPaKT CyIIIH OE3BOAHBIM Cylb(haTom
HaTpus. XJopopopM OTTOHSIM Jocyxa. lIpomyKTbr
BOCCTAHOBJICHUS SKCTPArupoBaIi TOpsSYUM OCH30JI0M
B anmmapare Cokciera.
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Itnia-1-[2-ruapokcu-2-(4-MmeTua(eHna)ITHI| -
1,2,5,6-Tterparuaponupuaun-3-kapookcuaar
(10a). Beixox 2.83 1 (98%), .. 68—70°C. Cnektp
SMP 'H (CDCly), §, ma: 1.20 T (3H, CH,CHj;,
J 148 T'n), 2.14 ym.c (2H, 5-CH,), 2.25 ¢ (3H,
CHs;), 2.60 ymr.c (2H, 6-CH,), 2.79 n (1H, CHOH, J
17.6 I'n), 3.21 yur.c (2H, 2-CH,), 3.48 ¢ (2H, NCH,),
4.17 x (2H, CH,CH;, J 20.8 I'ny), 4.79 1 (1H, CHOH,
J 5.6 Tu), 7.04 ¢ (1H, H*), 7.17 n 2H, H*, B>, J
7.8 Tm), 7.24 1 (2H, H?, HY, J 7.2 T'). Cniextp SIMP
13C(CDCL,), §, m.1.: 14.2 (CH,CH;), 21.1 (CH;), 26.4
(5-CH,), 49.0 (2-CH,), 51.2 (6-CH,), 60.1 (CH,CH,),
65.9 (NCH,), 68.9 (CHOH), 125.8, 126.3, 129.0,
129.4, 137.6, 137.9 (CH*), 166.1 (OCO). Haiineno,
%: C70.51; H8.04; N 4.79. C,7H,3NO;. Brruucneno,
%: C 70.56; H 8.01; N 4.84.

Itua-1-[2-ruapokcu-2-(4-meTokcudpeHUJ)-
atuil-1,2,5,6-terparuaponupuaun-3-kapooxcu-
aar (10b). Bexox 3.02 v (99%), .. 98-100°C.
Crnexktp SIMP 'H (CDCly), 8, m.a: 1.30 T (3H,
CH,CHs;, J 14.0 T'm), 2.38 ymr.c (2H, 5-CH,), 2.62
yur.c (2H, 6-CH,), 2.83 k (1H, CHOH, J 16.8 I'n),
3.14 ym.c (2H, 2-CH,), 3.22 n (1H, HCH, J 15.2 '),
3.48 n(1H,HCH, J16.4I'n), 3.88 ¢ (3H, OCH3;), 4.19
k (2H, CH,CH;, J 21.2 T), 4.77 o (1H, CHOH, J
5.8 I'm), 6.88 1 (2H, H¥, H>, J 8.0 I';), 7.03 ¢ (1H,
H*%), 7.30 1 (2H, HZ, H®, J 8.0 I'm). Cniextp SIMP 13C
(CDCly), 6, m.a.: 15.7 (CH,CHy), 27.8 (5-CH,), 50.5
(2-CH,), 52.7 (6-CH,), 56.8 (OCHj3), 62.0 (CH,CH,),
67.4 (NCH,), 70.2 (CHOH), 115.6, 128.6, 131.7,
139.2 (CH%), 143.3, 166.3 (OCO). Haiinerno, % C
66.72; H7.61, N 4.64. C{7H,3NO,. Berancaero, %: C
66.86, H 7.59; N 4.59.

Ituia-1-[2-(3-6pom-4-meroxcudeHus)-2-rua--
poxcudTual-1,2,5,6-rerparnaponupuanH-3-xkap-
ooxcuaar (10c). Bexox 3.31 1 (85%), T 58—
60°C. Crextp AMP 'H (CDCl), 8, m.1.: 1.20 T (3H,
CH,CH;, J 14.4 I'n), 2.24 ym.c (2H, 5-CH,), 2.68
yur.c (2H, 6-CH,), 2.97 n (1H, CHOH, J 18.0 I'n),
3.17 ymr.c (2H, 2-CH,), 3.81 ¢ (3H, OCHj;), 3.94 ¢
(2H, NCH,), 4.10 x (2H, CH,CH;, J 21.0 I'n), 4.69
1 (1H, CHOH, J 5.6 Tn), 6.90 ¢ (1H, H*), 7.30-7.36
M (2H, HY, H), 7.55 ¢ (1H, H?). Cnexrp AMP 13C
(CDCly), 6, m.a.: 14.6 (CH,CHj5), 26.4 (5-CH,), 49.2
(2-CH,), 51.8 (6-CH,), 56.5 (OCH;), 60.3 (CH,CHj;),
65.9 (NCH,), 71.0 (CHOH), 108.4, 110.5, 112.5,
127.1,130.1, 138.4 (CH%), 143.3, 154.6, 165.5 (OCO).

Haiineno, %: C 53.08; H 5.83; N 3.63. C{7H,,BrNO;,.
Brrancneno, %: C 53.14; H 5.77; N 3.65.

Itua-1-[2-(3,4-numeToRcupeHNIT)-2-TrUAPOKCH-
stnial-1,2,5,6-terparugponupuanH-3-KapooKCcH-
aar (10d). Beixog 3.28 r (98%), T 58-60°C.
Cnextp SIMP 'H (CDCly), 8, m.a.: 1.32 T (3H,
CH,CH;, J 144 I'n), 2.41 ym.c (2H, 5-CH,), 2.64
yur.c (2H, 6-CH,), 2.85 k (1H, CHOH, J 17.2 I'n),
3.11 ymc (2H, 2-CH,), 3.27 n (1H, NHCH, J
15.6 '), 3.49 n (1H, NHCH, J 16.8 I'y), 3.90 ¢ (3H,
OCH;), 3.93 ¢ (3H, OCH,), 4.23 x (2H, CH,CH;, J
21.2 T'm), 4.79 o (1H, CHOH, J 4.8 I'y), 6.85 ¢ (1H,
H%), 6.88-6.93 m (3H, HZ, H>', H®). Cniextp IMP 13C
(CDCly), 6, m.a.: 14.3 (CH,CHj3), 26.4 (5-CH,), 49.0
(2-CH,), 51.2 (6-CH,), 55.8 (OCH;), 55.9 (OCHy),
60.5 (CH,CHy;), 65.9 (NCH,), 68.8 (CHOH), 109.0,
111.0, 118.2, 128.9, 133.6, 137.6 (CH*), 141.8, 149.1,
165.7 (OCO). Haiineno, %: C 64.34; H 7.59; N 4.23.
C,gH,5NOs. Beruucneno, %: C 64.46; H 7.51; N 4.18.

I'yBamuna ruapoxiaopusn (5) (obwas memoouxa).
PactBopsuin 1 mmoinb coequnenus 10a—d B 5 mut aTa-
HOJIa, TPUOABISLT 1 MIT BOABI 1 5 MJI KOHIIEHTPHPO-
BaHHOW COJISTHON KUCJIOTHI. CMeCh KUITATHIIH C 00pat-
HBIM XOJIOJIWJIBHUKOM B TeueHue 5 4. PacTBopurenu
OTTOHSUTA JIOCYyXa, OCTAaTOK 0O0pabaThIBalN areTo-
HOM W TIepEeKPUCTAJUITM30BBIBAIM M3 CIHpTa. BpIxon
76-93%, T.m1. 293-295°C (pasn.). Crexrp SIMP 'H
(AMCO-dy), 6, m.a.: 2.54 yur.c (2H, 5-CH,), 3.11
yurc (2H, 6-CH,), 3.66 ym.c (2H, 2-CH,), 6.98 ym1.c
(1H, H*), 9.82 ym. ¢ (2H, N*H,), 12.89 yurc (1H,
COOH). Cnekrp AMP 13C (IMCO-dy), 8, m.a.: 21.5
(5-CH,), 38.3 (2-CH,), 39.7 (6-CH,), 124.6, 136.9
(CH%), 165.5 (COOH). Haiineno, %: C 43.87; H 6.22;
N 8.52. C¢H,(CINO,. Bpruucneno, %: C 44.05; H
6.16; N 8.56.

YerBepTuunsle coun 15-18 (odwas memoouxa).
PactBopsimn 1 mmonb coeaunenus 15-18 B 20 mn
sta”ona, npudasmsanu 0.24 r (1.05 mmons) 4-MeToK-
cuenanmmOpomuaa 8b m HarpeBanmw HpHU KUTICHUH
B Teuerne 1 4. Otronsum 2/3 00bEMa pacTBOPUTEIS,
BBIMABUIYIO B OCAJ0K YETBEPTHUYHYIO COJIb OT(HIIb-
TPOBBIBAJIH, MPOMBIBAIN 3(UPOM H TEepPEeKpUCTAIIIHU-
30BBIBAJIM U3 3TAHOJA.

3-{(3H-Umupna3zo)[4,5-clnupuagun-4-nmn}-1-
[2-(4-MeTOoKCHU(PEHNT)-2-0KCOITUJI | IUPUTUHUSA
opomuy (15). Beixon 0.38 1 (89%), T.rur. 253-255°C.
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Cnekrp AMP 'H (IMCO-d,), 8, m.n.: 3.89 ¢ (3H,
OCHj), 6.64 ¢ (2H, CH,CO), 7.17 1 (2H, H¥, HY,
J 8.8 Tm), 7.79 n (1H, H’, J 5.2 T'm), 8.06 1 (2H,
H?' H®,J 8.8 Tn), 8.43 1 (1H, H>, J 14.4 I'n), 8.52
n (1H, H¥, J 5.2 Tm), 8.67 ¢ (1H, H?), 9.06 x (1H,
H®, J 5.6 Tm), 10.03 1 (1H, H®, J 8.0 T'w), 10.10 ¢
(1H, H?), 13.40 yu.c (1H, NH). Cnekrp IMP 13C
(IMCO-dy), &, m.1.: 55.7 (OCH3), 66.3 (CH,CO),
109.3,114.2, 126.2, 127.5,130.7, 137.0, 138.2, 139.7,
139.8, 141.3, 144.4, 144.8, 145.2, 145.4, 164.1, 188.9
(CH,CO). Haiineno, %: C 56.32; H 4.07; N 13.11.
CyoH7BrN4O,. Brraucneno, %: C 56.48; H 4.03; N
13.17.

3-(6-Kapooxcu-3H-umunazo[4,5-c|nupuaum-
4-un)-1-[2-(4-MeTokcuGeHnT)-2-0KCOITWI | U PU-
aunus 6pomun (16). Beixon 0,35 r (75%), T.m. 213—
215°C (pasn.). Crexrp SIMP 'H (IMCO-dy), 8, m.x.:
3.90 ¢ (3H, OCHy), 6.65 ¢ (2H, CH,CO), 7.19 1 (2H,
H*, HY', J 8.8 T'n), 8.08 1 (2H, H*', HY, J 8.4 T'n),
8.43 ¢ (1H, H?), 8.48 T (1H, H>, J 142 T'n), 9.10 1
(1H, H*, J 5.6 T'), 10.09 1 (1H, H®, J 7.6 T'y), 10.18
¢ (1H, H?). Cnextp SIMP 3C (JIMCO-dy), 8, m.n.:
56.3 (OCHj), 67.0 (CH,CO), 111.6, 114.9, 126.8,
128.2,131.3,136.8, 139.6, 140.6, 145.4, 146.2, 146 .4,
146.9, 147.3, 148.1, 164.8, 166.2 (COOH), 189.4
(CH,CO). Haiineno, %: C 53.70; H 3.71; N 12.01.
C,1H7BrN4Oy4. Brrancaeno, %: C 53.75; H 3.65; N
11.94.

3-(9H-B-Kapooaun-1-na)-1-[2-(4-MmeToKCH-
dennn)-2-okcodTui|nupuaunuss  opomua  (17).
Beixon 0.30 1 (63%), T.mn. 240-242°C. Cnektp SIMP
'H (IMCO-dy), 8, m.i.: 3.89 ¢ (3H, OCHjy), 6.63 ¢
(2H, CH,CO), 7.18 a1 (2H, H*, H>', J 8.0 T'n), 7.32 1
(1H, HS, J 14.8 Tu), 7.62 T (1H, H’, J 15.6 Tn), 7.71
n (1H, H8, J 8.0 T'm), 8.06 1 (2H, H*', H®", J 8.0 I'n),
8.34 1 (1H, H>, J 7.2 Tm), 8.36 n (1H, H* J 4.8 T'm),
8.47 1 (1H, HY, J14.0 Tn), 8.57 1 (1H, H*, J 4.8 I'n),
9.09 1 (1H, H3, J 6.0 T'w), 9.32 n (1H, H®, J 8.0 '),
9.73 ¢ (1H, H?), 12.16 yur.c (1H, NH). Cnextp SIMP
BC (AMCO-dy), 8, m.x1.: 55.6 (OCH,), 66.0 (CH,CO),
112.8,114.9, 116.8, 120.6, 121.0, 122.5, 126.9, 128.2,
129.6, 131.0, 131.2, 135.1, 137.8, 139.3, 141.7,
145.2, 145.7, 146.6, 164.7, 167.0, 189.3 (CH,CO).
Haiineno, %: C 63.12; H4.29; N 8.81. C,5H,(BrN;O,.
Brruucneno, %: C 63.30; H 4.25; N 8.86.

3-[3-(MeTtoxkcukapoonuna)-9H-p-kapooaun-1-
wi)-1-[2-(4-meToxcueHn1)-2-0KCOITHI | TUPUIH-
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Hust 6pomun (18). Beixon 0,32 r (60%), .ot 227—
229°C. Crmextp AMP 'H (IMCO-d), §, m.a.: 3.90
¢ (3H, OCHjy), 3.95 ¢ (3H, COOCHj,), 6.66 ¢ (2H,
CH,CO), 7.19 1 (2H, H*', H>", J 8.4 T'm), 7.38 T (1H,
HS, J 14.4 Tu), 7.67 T (1H, H’, J 14.8 Tu), 7.76 1
(1H, H?, J 8.0 I'n), 8.08 1 (2H, H*', H®, J 8.0 T'w),
8.47-8.56 m (2H, H, H>), 9.09 ¢ (1H, H*), 9.16 1
(1H, H*, J 4.8 Tw), 9.30 1 (1H, H®, J 7.6 Tm), 9.70
¢ (1H, H?), 12.53 yur.c (1H, NH). Cnexrp IMP 13C
(IMCO-dy), 8, m.1.: 52.8 (COOCHj), 56.2 (OCH;),
66.7 (CH,CO), 113.1, 114.9, 119.0, 121.3, 121.5,
123.0, 126.8, 128.3, 129.0, 130.8, 131.2, 135.4, 135.7,
137.2, 137.6, 142.0, 145.9, 146.4, 146.6, 164.7, 166.0
(COOCHj;), 189.2 (CH,CO). Haiinero, %: C 60.82;
H 4.21; N 7.76. Cy;H»,BrN;O,4. Brraucaeno, %: C
60.91; H4.17; N 7.89.

BoccraHoBiieHne YeTBepTHUYHBIX cojeil 15-18
(obwast memoouxa). Pactopsinu 0.5 MMOJIIb COOTBET-
CTByIOIIIEeH yeTBepTUUHOU cotn 15—-18 B cmecu 15 mn
Boabl U 30 My MeTaHoJa, IPU MEPEMEUIUBAHUU MIPU
KOMHATHOH TemIiepaType B TedeHue 1 9 mpuOaBIsiIn
0.91 r (2.4 mMonb) GopruzapuIa HaTpUs. 3aTeM peak-
IHOHHYIO cMech HarpeBanu npu 60—70°C B TeueHue
2 4. OTTOHSUIM METAHOII, BRINIABIINHN TP OXJIAXKICHUU
B OCAJOK MPOAYKT OT(HMIBTPOBBIBAIHN, MPOMBIBAIH
BOJIOM M MEPEKPUCTAIUIN3OBBIBAIINA U3 TOIYOJA.

2-{5-(3H-Umunpa3zo[4,5-clnupuaun-4-uma)-
3,6-nurnaponupuann-12H)-na}-1-(4-metoxcude-
nua)dTanoa (19). Beixon 0.14 r (81%), T, 175—
177°C. Cnextp SIMP 'H (IMCO-d,), 8, m.i.: 2.42
yurc (2H, 6'-CH,), 2.70 ym.c (3H, 5'-CH,CHOH),
3.59 ym.c (2H, 2'-CH,), 3.64 ¢ (2H, CH,CHOH),
3.73 ¢ (3H, OCHj;), 4.76 1 (1H, CHOH, J 4.8 T'n),
6.83 1 (2H, H*, H>', J 7.6 Tn), 7.27 n (2H, H>', H®", J
7.6 Tm), 7.38 yur.c (1H, H¥), 7.63 n (1H, H, J 5.2 T'),
8.19 n (1H, HS, J 5.0 T'w), 8.26 ¢ (1H, H?). Cnextp
SIMP 13C (IMCO-dg), 8, m.11.: 26.9 (5'-CH,), 50.2 (2'-
CH,), 54.0 (6'-CH,), 55.6 (OCHj), 67.0 (CH,CHOH),
69.6 (CH,CHOH), 106.7 (C*H), 113.1, 122.5, 126.9,
130.2, 134.2, 136.3, 139.7, 142.6, 144.8, 158.1.
Haiineno, %: C 68.39; H 6.40; N 15.83. CoH,,N,O,.
Breruncieno, %: C 68.55; H 6.33; N 15.99.

4-{1-|2-I'uapoxcu-2-(4-meTokcueHn)ITHJ|-
1,2,5,6-Trerparuaponupuaut-3-ui}-3H-ummnaazo-
[4,5-c]mupuaun-6-kapoonoBasi kucjora (20). Bor-
xox1 0.15 T (76%), T.n. 240-242°C. Cnexrp SIMP 'H
(AMCO-dy), d,m.11.: 2.42 ym.c (2H, 5'-CH,), 2.65 ym1.c
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(2H, 6-CH,), 2.74 ym.c (3H, 2'-CH,, CH,CHOH),
3.72 ¢ (3H, OCH,), 3.78 ¢ (2H, CH,CHOH), 4.81
n (1H, CH,CHOH, J 4.8 Tn), 6.86 n (2H, H*', H",
J 8.8 T'm), 6.88 ¢ (1H, H*), 7.30 1 (2H, H?', H®, J
8.4 I'm), 8.13 ¢ (1H, H?), 8.51 ¢ (1H, H’). Cnextp
AMP BC (IMCO-dy), §, m.x1.: 25.9 (5'-CH,), 49.8 (2'-
CH,), 53.5 (6'-CH,), 55.4 (OCHj), 66.3 (CH,CHOH),
69.6 (CH,CHOH), 109.5 (C*H), 113.2, 127.1, 127.6,
131.3, 133.5, 136.3, 137.8, 145.3, 150.7, 158.0, 166.7
(COOH). Haiinerno, %: C 63.84; H 5.67; N 14.16.
C,1Hy,N4Oy4. Beruucaeno, %: C 63.95; H 5.62; N
14.20.

2-[5-(9H-p-Kapo6oaun-1-wi)-3,6-1uruaponupu-
auH-1(2H)-un]-1-(4-metoxkcudennn)itanon (21).
Boixon 0.14 1 (72%), .. 128—130°C. Crnextp SIMP
"H (IMCO-dy), 8, m.a.: 2.46 yu.c (2H, 5'-CH,),
2.67 yuc (2H, 6'-CH,), 2.76 ym.c (3H, 2'-CH,,
CH,CHOH), 3.64 ¢ (2H, CH,CHOH), 3.71 ¢ (3H,
OCH;), 4.77 n (1H, CH,CHOH, J 5.4 T'm), 6.61 ¢ (1H,
H*), 6.86 1 (2H, H*, H>", J 8.0 T'm), 7.22 T (1H, HS,
J 14.8 Tm), 7.29 n (2H, H¥' HY, J 8.0 Tm), 7.52 1
(1H, H, J 14.4 Tn), 7.62 n (1H, H¥, J 8.4 '), 7.98
n (1H, H* J 4.8 Tn), 8.19 x (1H, H>, J 8.0 '), 8.28
n (1H, H3, J 6.4 T'm), 11.33 (1H, NH). Crextp SIMP
BC (AMCO-dy), §, m.1.: 26.5 (5'-CH,), 50.2 (2'-CH,),
54.3 (6'-CH,), 55.4 (OCH,), 66.7 (CH,CHOH), 70.0
(CH,CHOH), 112.0 (C*H), 113.2,119.2,120.7, 121.3,
127.1,127.2,127.8, 128.4, 132.3, 134.4, 136.6, 137.1,
140.5, 141.4, 142.3, 158.0. Haiineno, %: C 75.09; H
6.37; N 10.43. C,5sH,sN3O,. Beruncneno, %: C 75.16;
H 6.31; N 10.52.

Metua-1-{1-[2-ruapoxcu-2-(4-meToxcude-
HUI)ITUHA|-1,2,5,6-TeTparuaponupuauH-3-ui}-
9H-B-kapo6oaun-3-kapookcujaar  (22). Bwixon
0.21 r (93%), T 258-260°C. Cnekrp IMP 'H
(AMCO-dy), 6, m.1.: 2.39 ymi.c (2H, 5'-CH,), 2.62 ym1.c
(2H, 6'-CH,), 2.77 ym.c (3H, 2'-CH,, CH,CHOH),
3.69 ¢ (3H, OCH,), 3.72 ¢ (2H, CH,CHOH), 391 ¢
(3H, COOCHy), 4.77 ym.c (1H, CH,CHOH), 6.57 ¢
(1H, H*), 6.85 1 (2H, H>', H>", J 8.0 '), 7.24 n (2H,
H?' H, 8.0 I'm), 7.31 n (1H, H8, J 8.2 I'n), 7.54 T
(1H, HS, J 14.4 Tu), 7.69 T (1H, H’, J 14.4 T'ny), 8.26
n(1H, H?,J8.0 T'm), 8.72 ¢ (1H, H*), 11.73 (1H, NH).
Crnextp IMP 13C (IMCO-dy), 8, m.x.: 26.3 (5'-CH,),
49.9 (2'-CH,), 52.5 (COOCH,), 54.2 (6'-CH,), 55.4
(OCHjy), 66.5 (CH,CHOH), 69.9 (CH,CHOH), 113.1
(C*H), 113.7,115.6,116.7,117.8, 119.3, 120.8, 121.4,

122.3,127.6,128.9,134.8, 137.1, 140.8, 141.9, 142 4,
143.3, 159.8 (COOCHj;). Haiineno, %: C 70.69; H
6.01; N 9.22. C,;H,;N;0,. Boruucneno, %: C 70.88;
H 5.95; N 9.18.

I'maponu3 npousBoausix 19-22 (odwas memo-
ouxa). PactBopsuin 0.5 mmones coequHeHus 19-22 B
5 MI1 dTaHOJIa, TPUOABIISITH 1 MIT BOABI M 5 MJI KOHIICH-
TPUPOBAHHOH COJISTHON KHCIIOTHL. PacTBOp HarpeBasim
¢ 00paTHBIM XOJIOIMILHUKOM S5 4, PACTBOPUTEIH OT-
TOHSUIA B BaKyyMe, TBEPJIbIii OCTaTOK 00padaThiBaid
al[CTOHOM U MEePEKPUCTAIN30BBIBAIN U3 dTAHOJIA.

5-(3H-Umupazo|4,5-c|nupuann-4-mia)-1,2,3,6-
TeTparuaponupuannus  xjaopua  (23). Bexog
0.12 r (84%), . 252-254°C. Cnexrp SIMP 'H
(AMCO-dy), o, m.a.: 2.71 ym.c (2H, 5'-CH,), 3.30
yur.c (2H, 6'-CH,), 4.46 yum.c (2H, 2'-CH,), 7.55 ¢
(1H, H%), 8.01 o (1H, H’, J 6.4 T'), 8.43 x (1H, HS,
J 6.4 Tn), 8.86 ¢ (1H, H?), 9.91 ym.c (2H, N*H,).
Crnextp AMP 13C (IMCO-dy), 5, m.x1.: 22.9 (5'-CH,),
39.2 (2'-CH,), 42.0 (6'-CH,), 109.7 (C*H), 134.6,
136.7, 136.9, 141.9, 143.7, 148.7. Haiineno, %: C
55.73; H5.61; N 23.63. C;H;3CIN,. Boruucneno, %:
C 55.82; H 5.54; N 23.67.

5-(6-Kap06okcu-3H-umuna3zo[4,5-clnupuaux-
4-n1)-1,2,3,6-TeTparniponupuAnHAA XJ0pua (24).
Brixom 0.11 1 (68%), T.mu1. 288-290°C (paszn.). Cnextp
SAMP 'H (JIMCO-dy), 8, m.x.: 2.64 yur.c (2H, 5'-CH,),
3.28 ymr.c (2H, 6'-CH,), 4.27 ym.c (2H, 2'-CH,), 8.00
¢ (1H, H%), 8.19 ¢ (1H, H?), 8.60 ¢ (1H, H7), 9.52
yur.c (2H, N"H,). Cnekrp SIMP 3C (IMCO-dy),
8, M. 22.5 (5-CH,), 39.7 (2'-CH,), 42.0 (6'-CH,),
109.9 (C*H), 131.7,133.4, 137.2, 140.7, 142.3, 145.0,
146.3, 166.7 (COOH). Haiineno, %: C 51.28; H 4.73;
N 19.90. C;,H,3CIN,O,. Boruucneno, % : C 51.34; H
4.67; N 19.96.

5-(9H-B-Kap6oaun-1-uni)-1,2,3,6-reTparugapo-
nupuanHusa xjaopua (25). Berxon 0.11 r (76%), T.1m1.
278-280°C. Cuekrp SIMP 'H (AMCO-dy), 6, m.x.:
2.74 ymi.c (2H, 5'-CH,), 3.36 ym.c (2H, 6'-CH,), 4.36
yirc (2H, 2'-CH,), 6.92 ¢ (1H, H*), 7.41 T (1H, HS, J
14.4 T'm), 7.75 v (1H, H?, J 15.2 T), 7.82 n (1H, HS,
J 8.4 Tn), 8.44-8.49 m (2H, H*, H), 8.65 1 (1H, H3,
J 5.6 T'm), 9.91 ym.c (2H, N*H,), 13.02 ¢ (1H, NH).
Crnextp AMP 13C (IMCO-dy), 5, m.11.: 22.6 (5'-CH,),
39.6 (2-CH,), 42.2 (6'-CH,), 113.4 (C*H), 116.7,
120.2,121.7,123.7, 126.4, 130.2, 131.8, 133.2, 133.7,
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135.5,136.0, 144.0. Haiineno, %: C 67.13; H 5.73; N
14.62. C¢H,(CIN;. Boruucieno, %: C 67.25; H 5.64;
N 14.70.

5-(3-Kapookcn-9H-p-kapoonaun-1-na)-1,2,3,6-
TeTparuAponupuAnHus XJopua (26). Beixox 0.12 ¢
(72%), .11 364-366°C. Criextp SIMP 'H (JIMCO-dy),
o, m.1.: 2.69 ym.c (2H, 5'-CH,), 3.32 ymr.c (2H, 6'-
CH,), 4.27 ym.c (2H, 2'-CH,), 6.92 ¢ (1H, H¥), 7.31
1 (1H, H%, J 14.4Tn), 7.59 1 (1H, H, J 15.0 T'), 7.75
n (1H, H8 J 8.2 Tm), 8.37 n (1H, H>, J 8.0 '), 8.84
¢ (1H, H*), 9.65 ym.c (2H, N'H,), 12.19 ¢ (1H, NH).
Crnextp AIMP 13C (IMCO-dy), 5, m.x1.: 22.4 (5'-CH,),
39.8 (2-CH,), 42.3 (6'-CH,), 113.2 (C*H), 117.0,
121.0,121.3,122.4,129.2,129.3,129.4, 129.9, 134 .4,
136.2, 139.8, 141.9, 166.8 (COOH). Haiineno, %: C
61.84; H 4.96; N 12.68. C;;H,(CIN;O,. Boruncneno,
%: C61.91; H4.89; N 12.74.

3AKIJIIOYEHUE

Pazpaboran mpocToil MeTON CHHTE3a ajKaJouaa
ryBallMHa, ero UMUa30[4,5-c|mupuanIbHBIX U B-Kap-
OOJINHOBBIX aHAJIOTOB, OCHOBAaHHBIM Ha KHCIOTHOM
pacuieruieHud TepMuHaigbHOM cBsizu C-N B N-2-
apUII-2-0KCUATHIILHBIX TPONU3BOIHBIX.
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Alternative Synthesis of Alkaloid Guvacine and its Derivatives
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The interaction of nicotinic acid ethyl ether with phenacyl bromides containing electron-donating substituents
in the phenyl nucleus leads to the corresponding quaternary pyridinium salts. The reduction of salts with sodium
borohydride gives ethyl 1-(2-oxy-2-arylethyl)-1,2,5,6-tetrahydropyridine-3-carboxylates, the acid hydrolysis of
which proceeds with the cleavage of the terminal C—N bond and the formation of guvacin, obtained with yields
of 76-93%. Similarly, imidazo[4,5-c]pyridyl and B-carboline derivatives containing a fragment of the guvacin
alkaloid in their structure were synthesized.

Keywords: guvacine, imidazo[4,5-c]pyridine, B-carboline, quaternization, alkaloid
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