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R' = H, Me, OMe, Br, CN; R? = H, Ph; R® = Me, Bu; R* = Me, Et

(1-AJKUTETParuAPOXMHOINH-8-MIT)METHINIeH- | H-nmuaazon-5(4H)-ouer mox aeiictBuem SnCly mpereprieBaroT CHUPOIMKIH3ALUIO
MOCPEICTBOM 1,5-THAPHIHOTO CABHTA C 00pPa30BaHHEM CIHPONUKINIECKIX IPOM3BOAHBIX IOJIONHUIIHA ¢ BEIXogamu 68—97%.

Ki1oueBble ¢j10Ba: IMUIA3071, TETPArUIPOXUHONNH, IOJONUANH, 1,5-THAPUAHBINA CIBUT, CIUPOLUKINIECKAE COCANHEHHUS.

VHTeHCcnBHOE pa3BUTHE MEIUIMHCKOM XHMHH TpeOyeT
U pa3padOTKM HOBBIX CHHTETHYECKHMX MOAXOAOB. B
TIOCJIEIHUE TO/bI HaOMI0aeTCsl TEHACHIUSA K yBEINYCHHIO
COlepKaHUs sp -THOPUIM30BAHHBIX aTOMOB YIJIEPOJA B
COCAMHEHUX-KaHUIaTaX, 4To OOecleunBaeT yIydIleH-
HYI0 OHMOJOCTYIHOCTh, PACTBOPUMOCTh M CIIOCOOHOCTH K
CBSI3BIBAHMIO C OMOJIOTMYECKMMH MHIICHSIMH II0 CpaBHE-
HUIO C KJIACCHYECKMMH OOBEKTAMH MEIUIMHCKON XMMHUHL.'
Ocoboe BHUMaHHE YIENSETCsl CHUPOLMKIMIECKAM COeIH-
HEHHUSIM, KOTOpbIE UMEIOT OIPaHUYCHHOE YHCIIO KOH(HTY-
PalMOHHBIX CTENeHeil cBOOOIbI M (UKCHPOBAHHOE II0JIO-
KeHue 3amectutenei.”” Cpeau 14 3aperncTpupOBaHHBIX
Ha HACTOAIIMM MOMEHT JIEKAPCTBEHHBIX COEAMHEHUH
CHUPOLUKINUECKOTO CTPOEHHS 2 COEIUHEHUS COJEepHKaTr
dparment umunason-4(5H)-oua.’

OnHUM U3 HanpaBJIeHUH TpH pa3paboTke OMOIOTHUECKH
aKTHBHBIX COCJMHEHHMH SBIAETCS BBEJCHUE OT/ACNIBHBIX
(apMako(OpHBIX TpyNHn B TETEPOLMKIMYECKUE IPOU3-

© 2022 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

Boausie. Msl mpejnosaraeM, 4to tojonuauH (2,3,6,7-
Terparuapo- 1 4,5 H-6eH30[ i/ |XMHOIM3UH) — YacTHYHO HAChI-
LIEHHBIA COUIEHEHHbIM TPULIMKIMYECKUH a30TUCTBIN TeTepo-
UK — MOXET CIYKUTh yHOoOHOW Tutathopmon mis
nu3aiiHa OMOJOTMYECKH AKTHBHBIX COeqMHEHMI. B wact-
HOCTH, B TATEHTHOW JUTEpaType OIMCAHO HECKOIbKO
aKTHBHBIX COCIMHEHHIT Takoro poaa (puc. 1).°
OrpaHn4eHHOCTh MOAXOJIOB K CHHTE3y 3aMEIICHHBIX
MPOM3BOJTHBIX IOJNIOJHMANHA SIBJSIETCSI OCHOBHOW TpoOite-
MOH, CKa3bIBalOIIECiicI Ha WX l'lpI/IMeHeHI/II/I.6 Peaknusa
1,5-tunpugHoro cipura — LUKJIM3ALHH, CHEMAeT HMEI0-

NH NMe,
Pucynok 1. CTpyKTypbl IPOU3BOAHBIX OJIOIUIUHA.
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[yecss OrpaHWYEeHUs M, KaK HaM yoajoch IPOJEMOH-
CTPUpPOBATh B MPEABITyIIeH paboTe, MOXKET OBITH dPdek-
THBHO HCIIOJIb30BaHA U1 CHHTE3a IMPOU3BOIHBIX HOJIOJIH-
jmHa 13 1,8-3aMeleHHBIX TeTPArHAPOXHHOIHHOB.

Takum o0pa3zom, IeNnpI0 HAacTOSMEH paboTHI SBIIOCH
HOJIy4eHUE CIHPOLMKINYECKUX IPOU3BOAHBIX IOJIONHIMHA,
conmepxamux QapmakodopHyro Tpymmy 1H-mMugazon-
4(5H)-oHa.
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Ta6auua 1. Berxoas! apuinIeHIMIA30I0HOB 2a—i
U I0TONUIHHOB 3a—i

Coenu- - -

wome KRR R (OB B
la H H Me Me 2a 77 3a 77
1b Me H Me Me 2b 91 3b 91
1c Br H Me Me 2¢ 86 3¢ 97
1d OMe H Me Me 2d 88 3d 85
le CN H Me Me 2e 68 3e 68
1f H Ph Me Me 2f 69 3f 80**
1g Br H Bu Me 2g 62% 3g 86
1h Br H Bn Me 2h 55% 3h 82
1i Br H Me Et 2i 66* 3i 84

* Cmech E- M Z-130MepoB.
** CMmech yuc- u mpanc-u30MepoB B COOTHOLIEHUH 1:1.

Ha mepBom sTane pa®oThl ObUIH MONTy4YeHBI CyOCTpaTHI
JUIsl  CIUPOLUKIIN3alUU (TeTparuIpoX1HOINH-8-1IT)-
METHIIHIEHUMUIa30JI0HbI 2a—i (cxema 1, Tabn. 1) B pamkax
CTAHJAPTHOH CXEMBI M3 PaHee MOJYYeHHBIX TeTPArHapO-
XMHONMH-8-Kapbanbaerunos 1a—i.*

[Tpu moxbope ycrmoBUil 711 CIIUPOIMKIIN3AIMHA MOJIETTh-
HOTO COeIMHEHHs 2¢ MBI HaOIMIOmaIM Te e TEeHICHIINH,
9TO M I POJCTBEHHBIX APHMIMICHHMHIA30JI0HOB: I
YCHIENTHOTO  OCYIIECTBICHHA TMpoIrecca HEOOXOIHMMO
HCTIOJIb30BaHUE HKBUMOJIIPHBIX KOJIHMYECTB IPOMOTOpA.
Jlygmume pe3ynpTaTel OBUTH MOMYYEHBI NPH HPUMEHEHUH
TiCly, SnCly u AlCI; (Beixoasr 50-85%), Ho He Sc(OTf);
wm TsOH (oTcyTcTBHE KOHBEpCHH COCIUHEHHS 2¢).
OpHako HAOMIOMAMHCh W OTIMYMA: JUIS  JTOCTHIKEHHUS
MIOJTHOH KOHBEPCHM HMMHUIA30J0Ha TPeOOBaJIOCH Harpena-
HHE, a HaWIy4IIUi BBIXOJ MPOAYKTa OBIT NMPH HCHOJb-
3o0Baanu SnCly.
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HaiinenHele onTuMainbHbIE YCIOBHA OBUIM pacmpo-
CTpaHEHbl Ha CEpPHUI0 INPOU3BOAHBIX 2a—i, COAeplKaIIuX
pa3nuYHbIe 3aMECTUTENN B apoOMaTHYECKOM LUKIe, MpH
aToMe a3oTa U B MMHAA30JI0HOBOM (parMenre (cxema 1,
tabn. 1). Bo Bcex cimydasx OBUTM IOJyYeHBI LiEJIEBbIC
npoaykThl 3a—i ¢ Xxopomumu Berxonamu (68—97%). Jlumib
B CIy4ae HalW4Ms akIEeNTOPHOW HUAHOTPYIIB!I (COEqu-
HeHue 3e) Mbl HaOMIOAa M CHIKEHUE BBIXO/A, CBSI3aHHOE C
NOOOYHBIMH TIpOIlecCaMu. B ciydae CHHMpOIMKIM3aLUH
npoxupanbHOro N-OeHsunapunuaeHnmunazoiona 2f Habmro-
JIalIoch 00pa3oBaHUE CMECH M30MEPOB B COOTHOILEHUH 1:1,
KOTOpBIE YAAJIOCh Pa3[eNUTh C MOMOIIBIO KOJOHOUHOH
Xpomarorpapuu.

Takum oOpazom, Hamu OBUIO HCCJIEIOBaHO MpeBpa-
LICHHE (1-ankunaTeTparuIpOXUHOINH-8-UIT)METUINIEH-
1H-umnnazon-5(4H)-0oHOB B CHUPOLUKIMYECKHE IPOU3-
BoJHbIE rononuauHa. Mcnons3oBanue SnCl, obecrieunBaer
HaWTy4IIne YCIoBUs 1 1,5-TUAPUIHOTO CABUTa — IIUKIIHU-
3alMM, NPUMEHHMBIE JJIsi IIMPOKOrO Kpyra cyOCTpaToB.
CrupocowieHeHHbIE TeTePOLUKIIBI TAKOTO POAA TIOIyUEHBI
BIIEPBBIE U MNPEACTABIAIOT INOTCHIMANBHBIH HHTEpec Ui
MEIULUHCKON XUMUH.

JKcIepUMEeHTAIbHAS YacTh

Crexrpsr SIMP 'H 1 °C 3apeructpupoBass! Ha npu6opax
Bruker Avance III (700 u 176 MI'i coOTBETCTBEHHO) U
Bruker Fourier 300 (300 u 75 MI'i cOOTBETCTBEHHO) B
JAMCO-ds nmn CDCl;, BHyTpennuii ctanaapr TMC wimn
curnan pactBopurens (IMCO-dq: 2.50 M. 1. st apep 'H u
39.5 m. 1. mst simep °C; CDCly: 7.25 wm. . st siaep 'H 1
77.2 m. 1. s spep °C). Macc-CIIeKTpbI BBICOKOTO paspe-
meHus 3anucanbl Ha npudope AB Sciex TripleTOF 5600+,
MOHHU3AIMS 3JIEKTPOpaclblieHHeM. TemiepaTypsl ILIaBie-
HUS onpeaeseHsl Ha mpudope SMP 30 u He ucTipaBIeHHI.

Pearentsl ¢upmbl Acros Organics npuMeHeHbl 0e3
JIOTIOJTHUTEIbHOW OYMCTKHM, MJIs IIPOBEICHUS peakLui
HCTIONB30BaHbl CBEXeETEeperHaHHbIe pacTBOpuTenu. Terpa-
THIPOXHUHOJHNH-8-KapOanpaeruapl 1a—i moaydeHsl B COOT-
BETCTBHH C JIMTEPATYpHOH Meromukoii.” Peakmuu ¢ SnCly
npoBeZieHsl B arMocdepe aproHa ¢ UCIOJIb30BAaHHEM
craHgapTHoi TexHuku LIn€nka.

CuHTe3 MMHIa30J10HOB 2a—i (oOmias meromuka). K
pactBopy 2.0 MMOIb 3aMENIEHHOTO TETParuIpPOXHHOIHNH-
8-kapOanmpaeruga la—i B 8.0 mn CHCl; gobGaBmustoT
8.0 MmmoIs cooTBeTCcTBYIOMIEro amMmuHa U 1.0 T 6e3BoHOTO
Na,SO,4. PeaknmmoHHYI0 CcMeCh WHTEHCHUBHO TEpEeMEI-
BalOT B TeueHHe 12 4, mocne gero GuibTpyroT. OumbTpar
YHapUBalOT TPU IOHWKEHHOM MaBICHHH H K OCTaTKy
nobasisior 412 mr (2.6 mmomns) 3THi-2-[(1-mMeTokcu-
STHIINJICH)aMUHO |arieTaTa (WM aHAJOTHYHOTO TIPOIIHO-
Harta). PeakioHHYI0 CMeCh MEPEMENINBAIOT B TeUeHHe 72 4,
YHapUBalOT NPH MMOHWKEHHOM AaBieHHuu. IIpomyKT BbIIe-
JSIOT METOAOM KOJOHOYHOH XpomaTorpaduu, OSIIOEHT
CHCl.

(2)-2,3-AumeTna-5-[(1-meruna-1,2,3,4-rerparuapo-
XHHOJMH-8-wn)MeTuauaen|-3,5-nuruapo-4 H-umMuaazoli-
4-ou (2a). Berxon 415 mr (77%), )KeATHIA MOPOIIOK, T. I
175-177°C. Cnektp SIMP 'H (300 MI'u, CDCLy), 8, m. 1.
(/, Tm): 1.79-1.91 (2H, M, CH,); 2.37 (3H, ¢, CHs); 2.76
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(2H, 1, J = 6.4, CH,); 2.86 (3H, ¢, CH3); 3.13-3.22 (5H, Mm,
CHj;,CH,); 6.89 (1H, 1, J = 7.6, H Ar); 6.96-7.04 (1H, m,
H Ar); 7.45 (1H, ¢, =CH); 8.28 (1H, n, J = 7.7, H Ar).
Cnektp SIMP C (75 MI'n, CDCly), 8, m. 1.: 15.6; 18.4;
26.5; 28.0; 47.1; 52.1; 120.6; 125.6; 126.4; 128.6; 130.9;
131.1; 136.8; 150.8; 160.9; 170.9. Haiineno, m/z: 270.1608
[M+H]". C16H,oN;0. Boruncineno, m/z: 270.1601.
(2)-2,3-Tumetuni-5-[(1,6-qnumerni-1,2,3,4-rerparuapo-
XHHOJMH-§-min)MeTuauaen|-3,5-nuruapo-4 H-umMuaaszon-
4-oH (2b). Brixox 515 mr (91%), xenTlil TOPOIIOK, T. .
155-157°C. Crektp SIMP 'H (300 MI't, CDCLy), 8, M. .
(/, Tw): 1.79-1.89 (2H, M, CH»); 2.29 (3H, ¢, CHj3); 2.38
(3H, ¢, CH3); 2.73 2H, T, J = 6.5, CH,); 2.81 (3H, ¢, CH3);
3.11-3.16 (2H, M, CHy); 3.20 (3H, ¢, CHj3); 6.84 (1H, c,
H Ar); 7.47 (1H, ¢, =CH); 8.09 (1H, ¢, H Ar). Cnextp
SAMP *C (75 MI'n, CDCLy), 8, m. 1.: 15.6; 18.0; 20.7; 26.5;
27.9; 47.2; 52.0; 125.9; 126.3; 128.5; 129.9; 131.1; 132.0;
136.8; 148.7; 160.8; 170.9. Haiineno, m/z: 284.1763
[M+H]". C,7H,,N;0. Beruncieno, m/z: 284.1757.
(Z2)-5-[(6-bpom-1-meTni-1,2,3,4-TeTparuipoXuHoOIMH-
8-mn)merununen]-2,3-numernii-3,5-nuruapo-4H-umunazon-
4-oH (2¢). Beixon 599 mr (86%), xenThlif MOPOLIOK, T. TUI.
198-200°C. Criextp SIMP 'H (700 MI'ti, CDCls), 3, m. 1.
(/, Tm): 1.79-1.87 (2H, M, CH,); 2.38 (3H, c, CH3); 2.73
(2H, T, J = 6.4, CH,); 2.84 (3H, ¢, CH3); 3.11-3.15 (2H, ™,
CH,); 3.18 (3H, ¢, CH3); 7.10 (1H, c, H Ar); 7.29 (1H, c,
=CH); 8.42 (IH, 1, J = 1.3, H Ar). Crextp SIMP "“C
(75 MI'u, AMCO-d), 6, m. n.: 15.4; 17.3; 26.3; 27.1; 46.4;
51.2; 112.3; 120.4; 127.2; 131.7; 132.1; 132.6; 138.0;
149.4; 164.4; 169.9. Haiineno, m/z: 348.0711 [M+H]".
C1sH9BrN;O. Beruucieno, m/z: 348.0706.
(2)-2,3-Tumerna-5-[(1-meTni1-6-merokcu-1,2,3,4-rerpa-
TUAPOXMHOJMH-8-win)Meruauaen|-3,5-muruapo-4 H-umus-
a30J1-4-0H (2d). Beixon 526 mr (88%), kpacHbIif HOPOIIOK,
. 1. 181-183°C. Crextp SIMP 'H (300 MI', IMCO-dy),
S, M. 1. (J, I'm): 1.72-1.83 (2H, m, CH,); 2.34 (3H, ¢, CH;);
2.64 (3H, ¢, CH3); 2.73 (2H, T, J = 6.4, CH,); 3.04-3.11
(5H, M, CH,, CHj3); 3.70 (3H, ¢, CH3); 6.70 (1H, 1, J = 3.0,
H Ar); 7.21 (1H, ¢, =CH); 8.05 (1H, n, J = 3.1, H Ar).
Cnextp SIMP C (75 MI'n, IMCO-dq), 8, m. n.: 15.5;
16.1; 26.3; 27.3; 46.7; 51.1; 55.2; 115.5; 116.6; 121.4;
127.3; 130.3; 138.0; 144.2; 153.6; 163.7; 170.1. Haiineno, m/z:
300.1709 [M+H]+. Ci7HoN30,.  Bwrumcneno, m/z:
300.1707.
(2)-8-1(1,2-AumeTnin-5-okco-1,5-quruapo-4 H-umuaazoli-
4-nnunen)meru|-1-mermin-1,2,3,4-TeTparuipoXuHOTUH-
6-xkapoonutrpua (2¢). Beixox 400 mr (68%), >kenTwIid
nopomoxk, T. mi. 207-209°C. Cnextp SIMP 'H (300 MI'w,
CDCl), 0, M. . (J, T'm): 1.90 (2H, 1. kB, J = 6.1, J = 5.8,
CH,); 2.38 (3H, ¢, CH3); 2.72 (2H, T, J = 6.1, CH,); 3.03
(3H, ¢, CH3); 3.19 (3H, c, CHj3); 3.20-3.29 (2H, M, CH,);
7.10 (1H, ¢, =CH); 7.14 (1H, ¢, H Ar); 8.53 (1H, o, J = 1.7,
H Ar). Cniextp IMP °C (75 MI'n, CDCly), 8, m. .: 15.6;
20.4; 26.5; 28.1; 46.1; 52.5; 101.1; 119.9; 122.8; 124.5;
128.5; 132.1; 136.2; 137.2; 153.2; 162.3; 170.4. HaiineHo, m/z:
295.1558 [M+H]". C;7H,oN,O. Brrancneso, m/z: 295.1553.
(2)-5-1(1-bensuiu-1,2,3,4-TeTparuApoXuHOTUH-8-1JT)-
MeTHiInaeH]-2,3-mumernin-3,5-muruapo-4 H-umunazon-4-ou
(2f). Brixox 476 mr (69%), xenThIil TOPOMIOK, T. TI. 178—
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180°C. Cmekrp SAMP 'H (300 MI'm, CDCl3), o, M. &.
(/, Tm): 1.74-1.87 (2H, m, CH,); 2.36 (3H, c, CH;); 2.79
(2H, 1, J = 6.6, CH;); 3.01-3.10 (2H, M, CH>); 3.16 (3H, c,
CH;); 4.17 (2H, ¢, CH,); 6.99 (1H, T, J = 7.5, H Ar); 7.05—
7.12 (1H, m, H Ar); 7.29 (1H, 1, J = 7.2, H Ph); 7.39 (2H,
1, J = 7.4, H Ph); 7.45-7.53 (2H, m, H Ph); 7.73 (1H, c,
=CH); 8.30 (I1H, 1, J = 6.9, H Ar). Cnextp SIMP "“C
(75 MTI't, CDCly), 6, m. a.: 15.6; 17.8; 26.5; 27.9; 46.9;
62.2; 121.4; 125.6; 126.6; 127.3; 128.4 (2C); 128.5 (2C);
129.5; 131.1 (2C); 137.5; 138.7; 150.1; 161.5; 170.5.
HaiineHo, m/z: 346.1922 [M+H]". C,H,4N;O. Beraucieno, m/z:
346.1914.
5-[(6-bpom-1-metna-1,2,3,4-TeTparuAPOXHHOINH-8-11)-
MeTuIuIeH|-3-0yTui-2-MeTui-3,5-nuruapo-4 H-umMuaaszon-
4-on (2g), cmeck E- m Z-u3omepoB B cooTHOUIeHNH 3.5:1.
Bexox 480 mr (62%), opaHXeBbIil MOPOIIOK, T. . 134—
136°C. Cuektp SAMP 'H (700 MI'u, IMCO-dg), o, M. 1.
(/, Tm): Z-uzomep: 0.91 (3H, T, J = 7.4, CH;); 1.29 (2H,
cekcret, J = 7.4, CH,); 1.50-1.56 (2H, m, CH,); 1.75-1.81
(2H, M, CH,); 2.38 (3H, ¢, CH3); 2.72-2.75 (2H, m, CH,);
2.76 (3H, ¢, CH3); 3.08-3.14 (2H, M, CH,); 3.56 (2H, T,
J =174, CHy); 7.01 (1H, ¢, =CH); 7.20 (1H, x, J = 2.3, H Ar);
8.48 (1H, n, J = 2.3, H Ar). Cnextp SIMP “C (75 MIL,
JAMCO-dy), 6, M. 1.: Z-uzomep: 13.6; 15.5; 17.3; 19.5; 27.2;
30.7; 39.7; 46.4; 51.2; 112.3; 120.5; 127.2; 131.7; 132.1;
132.7; 137.7; 149.5; 164.0; 170.0. Hatineno, m/z: 390.1180
[M+H]+. C,9H,5BrN;O. Beruuciaeno, m/z: 390.1176.
3-bensua-5-[(6-0pom-1-meTna-1,2,3,4-Trerparnapo-
XHHOJIHUH-8-mwi)MeTunuaeH|-2-meruwia-3,5-nuruapo-4H-
uMuaa30a-4-0oH (2h), cmecy E- u Z-M30MEPOB B COOTHO-
mennn 3.5:1. Brixox 466 mr (55%), opaHXeBbIii TIOPOIIOK,
1. . 97-99°C. Cnextp SIMP 'H (700 MI', IMCO-dq),
S, M. 1. (J, I'm): Z-m3omep: 1.76—1.81 (2H, M, CH,); 2.28
(3H, ¢, CHj3); 2.72-2.75 (2H, M, CH,); 2.79 (3H, ¢, CH;);
3.11-3.14 (2H, m, CH,); 4.83 (2H, ¢, CH,); 7.09 (1H,
¢, =CH); 7.22 (1H, n, J = 2.3, H Ar); 7.25-7.27 (2H, m, H Ph);
7.31 (1H, T, J = 7.4, H Ph); 7.36-7.39 (2H, m, H Ph);
8.50 (1H, 1, J = 2.3, H Ar). Cnextp SIMP “C (75 MTIw,
JAMCO-dy), 6, M. 10.: Z-uzomep: 15.7; 17.4; 27.2; 43.1; 46.6;
51.2; 54.9; 112.3; 121.3; 127.0 (2C); 127.6; 128.8 (2C);
131.8; 132.2; 132.8; 136.7; 137.4; 149.6; 163.6; 169.9.
Haiineno, m/z: 424.1022 [M+H]+. Cy,H»3BrN;O. Bpramc-
neHo, m/z: 424.1019.
5-[(6-bpom-1-meTni-1,2,3,4-TeTparuAPOXuHOIMH-8-11)-
MeTuIuAeH]-2-3Tuia-3-metuwi-3,5-nuruapo-4 H-umuaason-
4-on (2i), cMecb E- u Z-u3oMepoB B cooTHomeHuu 1.5:1.
Beixox 477 mr (66%), opaHKeBbIil MOPOMIOK, T. 1. 121—
123°C. Cnektp SIMP 'H (700 MI'u, IMCO-dg), 3, M. 1.
(/, Tw): Z-uzomep: 1.25 (3H, T, J = 7.3, CH3); 1.75-1.80
(2H, M, CHy); 2.69 (2H, k8, J = 7.3, CH,); 2.72-2.75 (2H,
M, CH,); 2.76 (3H, ¢, CHj;); 3.10 (3H, ¢, CH3); 3.11 (2H,
1. 1,J =5.3,J=2.6,CH,); 7.03 (1H, c,=CH); 7.21 (1H, &,
J =2.5,H Ar); 8.57 (1H, 1, J = 2.5, H Ar). Criekrp SIMP C
(75 MI'u, AMCO-d), 6, M. n.: Z-uzomep: 9.1; 17.3; 21.4;
26.1; 27.1; 46.4; 51.2; 112.4; 120.5; 127.3; 131.7; 132.3;
132.6; 137.9; 149.4; 167.8; 170.2. Haiineno, m/z: 362.0872
[M+H]". C7H,;BrN;O. Boruncneno, m/z: 362.0863.
Cunte3 1wJjoauanHoB 3a—i (obmas meromuka). K
pactBopy 1.0 MMoNb apuinMaeHUMUIA30JI0Ha 2a—i B 5 M
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oe3soanoro C,H,Cl, B atMocdepe aprona npu mepemMern-
BaHuHN A00aBIA0T 260 Mr (1.0 MMoOIB) CBexemeperHaH-
Horo SnCly. PeaknnonHyr0 cMech KHIIATAT B TedeHue 12 4,
nocie yero oxyaxmaror no 20°C m mobGasmsror 50 Min
HacemeHHoro pactBopa NaHCO;. INomyueHHyro cmech
skctparupyorT EtOAc (3 x 50 mur). Opranmueckyio ¢a3y
MIPOMBIBAIOT HachIeHHBIM pacTtBopoM NaCl, cymat Hax
Na,SO, m ymapuBalOT HpH NOHIKEHHOM HaBiieHWH. Ha
JAHHOM 3Talle MOJIY4YeHHbIH MPOAYKT MMEET YUCTOTYy 90—
98%. Ilpm HEOOXOIUMOCTH MPOXYKT JOHNOTHUTEIHHO
OYMIIAIOT TIPH TOMOLIH (IICHI-XpOMAaTOrpaduu, SITIOSHT
EtOAc.
1,2-AumeTna-6',7'-quruapo-1'H,3'H,5' H-cniupo-
[umuaazon-4,2'-mupuno|3,2,1-ij]xunonuun]-5(1H)-on (3a).
Bexon 208 mr (77%), GexeBBIi MOPOMIOK, T. L. 192-194°C.
Coextp AMP 'H (700 MI'i, AMCO-dg), 6, m. 1. (J, I'm):
1.83-1.90 (2H, m, 1'-CHy); 2.14 (3H, ¢, CH3); 2.39 (1H, 1. 1,
J=157,J=2.2,7-CHy); 2.64-2.74 (2H, ™, 3'-CH,); 2.83
(1H, n. o, J =11.6,J = 2.5, 6'-CH,); 2.88 (1H, 1, J = 15.6,
7'-CHy); 3.00 (3H, ¢, CH3); 3.07-3.12 (1H, M, 5-CH,); 3.13—
3.18 (1H, M, 5'-CH,); 3.25 (1H, x, J = 11.6, 6'-CH,); 6.39
(1H, T, J = 7.3, H Ar); 6.69 (1H, o, J = 7.2, H Ar); 6.73
(1H, 1, J = 7.2, H Ar). Criexrp SIMP °C (75 MI'ti, IMCO-d),
o, m. m.: 15.2; 21.3; 26.3; 27.1; 35.0; 49.1; 54.5; 66.1;
115.0; 117.9; 120.5; 126.7; 126.7; 140.9; 160.8; 182.8.
HaiineHo, m/z: 270.1605 [M+H]". C1¢H,0N;O. Boramcieno, mi/z:
270.1601.
1,2,9'-Tpumernn-6',7'-qpuruapo-1'H,3'H,5' H-cniupo-
[umunazon-4,2'-nupuno|3,2,1-ijjxunosmun]-5(1H)-on (3b).
Bexon 255 mr (91%), 6exeBbli mopomok, 1. wr. 129-131°C.
Cnexrp SIMP 'H (700 MI't, IMCO-dy), &, m. 1. (J, T):
1.82-1.89 (2H, M, 1'-CH,); 2.09 (3H, ¢, CH3); 2.14 (3H, c,
CH;); 2.35 (1H, n. 1, J = 15.8, J = 2.1, 7'-CHy); 2.60-2.71
(2H, m, 3'-CH,); 2.79 (1H, 1. o, J = 11.5, J = 2.4, 6'-CH,);
2.85 (IH, n, J = 15.6, 7-CH,); 3.00 (3H, c, CHj3); 3.03—
3.12 (2H, M, 5-CH,); 3.19 (1H, x, J = 11.6, 6'-CH,); 6.51
(1H, ¢, H Ar); 6.56 (1H, ¢, H Ar). Cnextp SIMP "C
(75 MI'u, AMCO-d), 6, m. 1.: 15.2; 20.0; 21.6; 26.3; 27.0;
34.9; 49.2; 54.6; 66.4; 118.1; 120.6; 123.5; 127.1; 127.3;
138.7; 160.6; 182.8. Haiineno, m/z: 284.1763 [M+H]".
C,7H,,N50. Brerauciteno, m/z: 284.1757.
9'-bpom-1,2-numern-6',7'-nuruapo-1'H,3'H,5'H-
cnupo[umuaazon-4,2'-nupuao[3,2,1-ij|xunonun]-5(1H)-on
(3¢). Boixox 336 mr (97%), Gexenoe macio. Criextp SIMP 'H
(300 MI'y, CDCl;), 6, m. 1. (J, I'm): 1.87-1.99 (1H, M,
7'-CH,); 2.00-2.14 (1H, m, 7'-CH,); 2.26 (3H, ¢, CH3); 2.50
(1H, o. n, J = 16.1,J = 2.0, 6'-CH,); 2.75 2H, T, J = 6.1,
3'-CH,); 2.88 (1H, n. n, J = 11.7, J = 2.3, 5'-CH,); 3.07—
3.15 (4H, m, CH;, 6'-CH,); 3.18 (2H, T, J = 5.7, 3'-CH,);
3.41 (1H, n, J = 11.6, 5'-CH,); 6.89 (1H, ¢, H Ar); 6.93
(1H, ¢, H Ar). Criektp SIMP "°C (75 MI'u, CDCl3), 8, m. 1.:
15.8; 21.4; 26.8; 27.4; 35.2; 49.8; 54.9; 66.8; 107.6; 119.7;
123.6; 129.3; 129.7; 139.9; 160.8; 183.1. Haitneno, m/z:
348.0711 [M+H]+. C16H19BrN;O. Beruucieno, m/z: 348.0706.
1,2-Iumerni-9'-meroxcu-6',7'-nuruapo-1'H,3'H,5' H-
cnupo[umuaazon-4,2'-nupuao[3,2,1-ij| xunonun]-5(1H)-on
(3d). Bexon 254 mr (85%), kpacHoe macino. Criektp AMP 'H
(700 MI'u, IMCO-dg), 6, m. 1. (J, I'm): 1.84—1.89 (2H, M,
1'-CH»); 2.14 (3H, ¢, CH3); 2.38 (1H, n. o, J = 16.1, J = 1.8,

258

7-CH,); 2.64-2.73 (2H, m, 3'-CH,); 2.77 (1H, 1. o, J = 11.4,
J=2.1,6-CH,); 2.88 (1H, 1, J = 16.0, 7'-CH,); 3.00 (3H,
¢, CH;3); 3.03 2H, 1, J = 5.8, 5'-CH,); 3.13 (1H, o, J = 11 .4,
6'-CH,); 3.61 (3H, c, CH;); 6.36 (1H, n, J = 2.3, H Ar);
6.41 (1H, 1, J = 2.3, H Ar). Cnextp SIMP “C (75 MTI'L,
JIMCO-dy), 8, m. n.: 15.6; 22.1; 26.8; 27.7; 35.6; 49.8;
55.3; 55.7; 67.1; 112.8; 113.2; 120.0; 122.6; 136.0; 150.6;
161.2; 183.3. Haiineno, m/z: 300.1712 [M+H]". C;7H,;,N;0,.
Beraucneno, m/z: 300.1707.
1,2-{umernn-5-oxco-1,5,6',7"-rerparuapo-1'H,3'H,5'H-
cnupo[umnaazon-4,2'-mupuno|3,2,1-ij] xunonuu]-9'-kapoo-
aatpua (3e). Bexon 199 mr (68%), KENThI MOPOIIOK,
T. 1. 206-208°C. Cnextp SIMP 'H (700 MI'ny, IMCO-d),
o, m. 1. (J, I'm): 1.79-1.90 (2H, m, 1'-CH,); 2.14 (3H, c,
CHs); 2.47 (1H, n. n, J=15.7, J = 2.4, 7'-CH;); 2.66-2.74
(2H, m, 3'-CHy); 2.85 (1H, n, J = 15.7, 7'-CH,); 2.96 (1H,
oo, J=124,J =25, 6'-CH,); 3.01 (3H, c, CH;); 3.20
(IH, p. 1. 1, J=11.9,J=17.5,J=4.2, 5-CH,); 3.27-3.32
(2H, M, 5',6'-CH,); 7.11 (1H, ¢, H Ar); 7.13 (1H, ¢ H Ar).
Crnextp SIMP C (75 MIu, IMCO-dg), &, M. n.
15.2; 20.3; 26.4; 26.7; 34.5; 49.1; 54.2; 65.0; 94.3;
118.1; 120.6; 120.7; 130.1; 130.5; 144.3; 161.5; 182.1.
Haiinero, m/z: 295.1557 [M+H]". C;;H oN4O. Berancneno, m/z:
295.1553.
1,2-Aumerna-3'-penunn-6',7'-nuruapo-1'H,3'H,5'H-
cnupo[umuaazon-4,2'-nupuno[3,2,1-ij|xunonun]-5(1H)-on
(3f), cmech yuc- u mpanc-u30MepoB B COOTHOIIEHUH 1:1.

Coenunenue yuc-3f. Bexon 135 mr (39%), GexeBoe
macio. Crextp SIMP 'H (700 MI'u, IMCO-dy), 8, m. 1.
/, T'm): 1.65-1.72 (1H, m, 7'-CH,); 1.81-1.89 (4H, M, CHj3,
7'-CH,); 2.48 (1H, n, J = 154, 6'-CH,); 2.58 (3H, ¢, CH3);
2.61-2.67 (1H, M, 5'-CH,); 2.70-2.77 (2H, m, 1',5'-CH,);
2.83-2.88 (1H, m, 1'-CH,); 3.10 (1H, n, J = 15.4, 6'-CH,);
4.39 (1H, c, 3'-CH); 6.49 (1H, 1, J = 7.4, H Ar); 6.74 (1H,
nn,J=74,J=0.6,H Ar); 6.82 (1H, n, J = 6.9, H Ar);
713 2H, n. n, J = 6.7, J = 2.9, H Ph); 7.21-7.28 (3H, ™,
H Ph). Crextp SIMP “C (75 MI'n, JIMCO-dg), 5, M. 1.:
14.6; 22.1; 25.8; 27.0; 34.5; 46.5; 66.5; 69.9; 115.9; 118.8;
122.3; 126.5; 126.8; 127.1 (2C); 127.7; 128.5 (2C); 136.8;
141.9; 160.7; 182.1. Haiineno, m/z: 346.1918 [M+H]".
C,,H4N;O. Brrunciieno, m/z: 346.1914.

Coennnenne mpanc-3f. Beixon 142 mr (41%), 6exeBoe
macio. Crextp SIMP 'H (700 MI'u, IMCO-dy), 8, m. 1.
/, Tm): 1.71-1.77 (1H, m, 7-CHy); 1.77-1.83 (1H, M, 7'-CHy);
2.07 (3H, ¢, CHj3); 2.50 (1H, M, mepekpbIBaeTCsi CUTHAIOM
JAMCO, 6'-CH,); 2.68-2.74 (2H, M, 1'-CH,); 2.84 (3H, c,
CHs); 2.87 (1H, n, J = 16.0, 6'-CH;); 2.93-3.01 (2H, ™,
5'-CH,); 4.02 (1H, ¢, 3'-CH); 6.44 (1H, T, J = 7.3, H Ar);
6.74 (1H, n, J = 7.1, H Ar); 6.80 (1H, n, J = 7.4, H Ar);
7.00-7.07 (2H, m, H Ph); 7.21-7.26 (3H, m, H Ph). Cniextp
SAMP C (75 MI'u, IMCO-dq), 8, m. m.: 15.1; 21.4; 26.2;
27.3; 32.0; 47.7; 66.8; 68.5; 114.7; 117.0; 120.0; 126.8;
127.1; 127.3; 127.4 (2C); 128.1 (2C); 138.6; 141.1; 160.6;
180.5. Haiimeno, m/z: 346.1916 [M+H]". C,HxuN;O.
Brruucneno, m/z: 346.1914.

9'-bpom-1-6yTui-2-merun-6',7'-nuruapo-1'H,3'H,5'H-
cnupo[umuaazon-4,2'-nupuno[3,2,1-ij|xunoaun]-5(1 H)-on
(3g). Boixox 335 mr (86%), sxenroe macio. Criektp SIMP 'H
(700 MI't, IMCO-d), 8, m. 1. (J, T'm): 0.90 3H, 1, J = 7.3,
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CHj;); 1.25-1.29 (2H, M, CH,); 1.50 (2H, mewnrer, J = 7.4,
CH,); 1.82-1.87 (2H, ™, 1'-CH,); 2.17 (3H, ¢, CHj3); 2.40
(1H, n. n, J = 16.0, J = 2.3, 7-CH,); 2.65-2.72 (2H, M,
3'-CH,); 2.83 (1H, n. o, J = 11.9, J = 2.4, 6'-CH,); 2.87
(1H, o, J = 15.8, 7'-CH,); 3.08-3.12 (1H, ™, 5'-CH,); 3.15—
3.19 (1H, M, 5'-CH,); 3.27 (1H, 1, J = 11.8, 6'-CH,); 3.45
(2H, 1, J = 7.2, CH,); 6.88 (1H, ¢, H Ar); 6.90 (1H, c,
H Ar). Crextp SIMP *C (75 MI'u, IMCO-dy), 8, M. n.:
13.5; 15.2; 19.3; 20.9; 26.8; 30.6; 34.7; 39.4 (nepexpniBacTCst
curHajgom JIMCO); 48.9; 54.3; 65.5; 105.4; 120.3; 122.9;
128.8 (2C); 140.0; 160.7; 182.7. Hatineno, m/z: 390.1178
[M+H]". C,gH,5BrN;O. Boruncneno, m/z: 390.1176.
1-ben3un-9'-6pom-2-metui-6',7'-muruapo-1'H,3'H,5'H-
cnupo[umuaazon-4,2'-nupuno[3,2,1-ij| xunonun]-5(1H)-on
(3h). Beixox 345 mr (82%), xentoe macno. Cnektp SIMP 'H
(700 MI'u, IMCO-dg), 6, m. 1. (J, I'm): 1.82—1.88 (2H, M,
1'-CHy); 2.04 (3H, c, CHj); 2.50-2.54 (1H, M, 7'-CH,); 2.65—
2.73 (2H, ™, 3'-CH,); 2.91-2.98 (2H, ™, 6',7'-CH;); 3.11—
3.16 (1H, M, 5'-CH,); 3.16-3.22 (1H, m, 5'-CH); 3.35 (1H,
n,J =11.8, 6'-CH,); 4.73 (2H, ¢, CH,); 6.91 (2H, ¢, H Ar);
7.22 2H, n, J = 7.2, H Ph); 7.31 (1H, T, J = 7.3, H Ph);
739 2H, 1, J = 7.5, H Ph). Crextp SIMP “C (75 MI,
IMCO-dy), 6, M. 1.: 15.4; 20.9; 26.8; 34.8; 39.5 (nepekpsbi-
Baercs curHanom [IMCO); 42.9; 48.9; 54.3; 65.8; 105.5;
120.2; 123.0; 126.6 (2C); 127.5; 128.8; 128.9 (2C); 136.8;
140.0; 160.5; 182.7. Haiineno, m/z: 424.1022 [M+H]".
C»,H»;BrN;O. Brruncneno, m/z: 424.1019.
9'-bpom-1-meTuia-2-3tua-6',7"-quruapo-1'H,3'H,5'H-
cnupo[umuaazon-4,2'-nupuno[3,2,1-ij| xunonun]-5(1H)-on
(3i). Boixox 305 mr (84%), xenroe macio. Criextp SIMP 'H
(700 MI'y, IMCO-d), 8, m. n. (J, T'): 1.09 BH, T, J = 7.3,
CHs;); 1.82-1.87 (2H, m, 1'-CH,); 2.46 (1H, a. n, J = 15.8,
J =1.9, 7-CH,); 2.46-2.54 (2H, m, CH,); 2.68-2.71 (2H,
M, 3'-CH,); 2.84 (1H, n, J = 16.0, 7'-CH,); 2.88 (1H, #. &,
J=119,J =22, 6'-CH,); 3.00 (3H, ¢, CH3); 3.09-3.12
(1H, m, 5'-CH,); 3.13-3.17 (1H, M, 5'-CH,); 3.22 (1H, &,
J =11.8, 6'-CH,); 6.88 (1H, c, H Ar); 6.91 (1H, c, H Ar).
Cnexrp SIMP "°C (75 MI'u, IMCO-dg), 3, m. 1.: 9.2; 20.9;
21.4; 26.2; 26.8; 34.6; 49.0; 54.3; 65.5; 105.6; 120.4;
123.1; 128.8 (2C); 140.2; 164.7; 182.7. Haiineno, m/z:
362.0870 [M+H]". C,7H, BrN;O. Beruucneno, m/z: 362.0863.
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@aiin COmpOBOAUTENBHBIX MaTEpUANIOB, COAEPKAILUN
cuexkrpsl SIMP 'H u C Bcex CHUHTE3UPOBAHHBIX COECIHUHE-
HUMH, TOCTYIIEH Ha caiiTe )xypHaia http://hgs.osi.lv.

Paboma evinonnena npu gunancosou noodepocke Poc-
cutickoeo HayuHoeo gounoa (epanm 20-73-10195).
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