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I'. II. Tokmakos'*

YCOBEPIIEHCTBOBAHHBIII CUHTE3 ITPOU3BOIHBIX
B-KAPBEOJIMHA, A3EITMHO- M A30L[UHO[3,4-5]UHA0JIOB
U3 JIAKTAMOB

®dopmmrpoBaHreM 10 Bunbscmaiiepy OyTuponaktama, N-MEeTHIOYTHpOJIaKTama,
N-MeTunBaieposiakTaMa M N-METHIIKalpoJiakTamMa C MOCJIEAYIONMM JACHCTBHEM apHil-
THUIPAa3HHOB CHUHTE3WpoBaHH 2,3,4,9-terparuapo-1H-B-kapbonun-1-onsl, 3.4,5,10-Terpa-
runpoasenuso|3,4-bluanon-1(2H)-oasr u  2,3,4,5,6,11-rexcarunpo-1H-azommuo|[3,4-b]-
uH07- 1 -0HBbI. [I0Ka3aHO, YTO CHHTE3bI MOKHO MPOBOAUTH B OHOPEAKTOPHOM pEXHME 0e3
BBIJICTICHUS] TPOMEXKYTOUHBIX 0-(OPMHIIIAKTAMOB.

KiaroueBnbie ciaoBa: azenuHo[3,4-b]uHmoinsl, a3ouuHO[3,4-b]UHIOINEI, apyIITHIPA3HHEL,
[-kapOOUHBI, TAKTaMEI, IEPErpyIITUPOBKY, peakius BripcMaiiepa, peakus Oumiepa.

B cepun npenpinymux padot [1-3] MbI onrcanu peaknuio durepa, B KOTOPOit
B KayeCTBE KapOOHWILHOTO KOMIIOHEHTa OBLIM HCIIOJIb30BaHbI MOJYUYCHHBIE W3
nmaktamoB 1 o-popmumniaktamel 2 100 MX eHamuHHBI 3. B pesynbrare peakumu,
B 3aBHCHMOCTH OT pa3Mepa KOJbIla HCXOIHBIX JaKTaMoB 1, 0OpazoBHIBAINCH
2,3,4,9-retparuapo-1 H-B-xkapbomuu-1-ousr 5 (n = 1), 3,4,5,10-Terparunpo-
aszenuHo|3,4-blunnon-1(2H)-ouwt 5 (n = 2) wmm  2,3,4,5,6,11-rekcaruapo-1H-azo-
1uHO[ 3,4-bluanon-1-ous1 5 (n = 3) ¢ Bexomamu 110 80% (cxema 1, myTh A).

Cxema 1
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1a,b, 5a—c n =1; 1¢c, S5d—f n=2; 1d, Sg,h n = 3; 1a, 5a R = H; 1b-d, 5b-h R = Me;
4a,c,d, 5a—d,f-h R'=H; 4b, 5e R'= Me; 4a,b, 5b,d,e,g R*=H; 4c, 5¢ R*= Ph; 4d, 5a,f h R*= CH,Ph

[Ipennonaraemelii MexaHW3M 3ToW peakiuu [l] BKIIOYaeT [Be MOCIENO-
BaTENIbHO WAYIINE BHYTPUMOJIEKYJISIPHBIE MEPerpynmupoBKU: peakiuto duriepa u
MEPEerpyNIupPOBKY C pacIIMpeHHeM JlakKTaMHoro Iukia. Ha mepBoil cragum mpo-
Iecca MpH B3aUMOICHCTBUHM alblIeruaa 2 WiIM eHaMHHa 3 ¢ apwiraapasuHoMm 4
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o0pasyeTcst TUAPa30H 6, KOTOPHIN Aajee B KUCJION cpele LMKIn3yeTcs no duiiepy
B crnupouHaouuH 7. Ilocie NMpoTOHMPOBAaHMWS AMUHOIPYIIIBI CHMPOUHAOIMHA 7
NPOMCXOANT OTIIEIUIEHHEe MOJIEKYJIbl aMMHuaka c oOpa3oBaHHMEM KaTHOHa 8.
[locnennuii mperepneBaeT NEPErpyNIHMPOBKY C PACIIMPEHHEM JIAKTAMHOTO
KOJIbITa, 00pa3ys KaTHOH 9, KOTOPHIH CTaOMIM3HUPYyeTCsS BBIOPOCOM TIPOTOHA,
MpeBpaIaich B TPULUKINYECKOE coelnHeHue 5 (cxema 2).

Cxema 2

R
+
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I'erepounkisl 5 U 0cobeHHO B-KapOOJMHBI MOCTOSHHO HAXOIATCS B LEHTpPE
BHUMAaHMU ¥CCIeoBaTeNel, MOCKOIbKY 00JaaloT MIHPOKUM CIIEKTPOM OHOJIOTH-
YECKOU aKTHBHOCTH [4—6], a TakkKe SIBISIOTCS BaKHBIMH HCXOTHBIMUA COCTUHCHHUSIMH
B JaibHelmell MonupuKanuu HHAONBHBIX MOJIeKyl. Tak, B-kapOomunsl S (n = 1)
WCTOJB3YIOT JJIs TIOTYYSHHS Pa3IndHBIM 00pa30oM 3aMemEHHBIX TPUITAMHHOB [7],
a TaK)Ke M3BECTHOTO JICKaPCTBEHHOTO Mperapara nHKa3aHa [8].

B nureparype omnmcaHO AOCTaTOYHO MHOTO METOJOB CHHTE3a [-KapOOIHHOB 5
(n = 1). DT MeToIBI, KaK IPAaBHUIO, CIOXHBIE, OCHOBAaHHBIC Ha HCITOIH30BAHUHU
JIOPOTUX WIH TPYOHOAOCTYITHBIX MCXOIHBIX coeanmHeHuil. Hamboree m3BecteH u
yacto npumensierca Metoq AGpamoBuda—Illanupo [9] — uuknuzanus no Ouiepy
3-apuiaruIpa3soHOB NMUNEPUANH-2,3-110Ha, KOTOPBIE MOMYyYaloT B3aUMOAECHCTBUEM
ApPUIIMAa30HUEBBIX COJEH C 2-OKCONMUIEPUINH-3-KapOOKCHIIaTaMH IO PEeaKIuu
SAnma—KnuaremanHa. A3enMUHOMHIOIBL 5 (7 = 2) Takke ObLIH MMOTyYeHBI peakiuei
Oduinepa U3 eHaMHUHOB o-OKcokampoiaktama [10]. AzoruHouHA0dbI 5 (1 = 3) He
OBLIH M3BECTHBI JIO HAIIUX MCCIIECIOBAHHIA.

Lenpro maHHOM pabOTHI OBLIO YIMPOIICHWE CHHTE3a COCOUHEHWH 5 3a cuér
UCKJIIOUEHHUS TPYAOEMKOTO TpoIlecca BBIACICHHS MPOMEKYTOUHBIX aJbAETHIOB 2
u eHaMuHOB 3. /IS cHHTEe3a MCXOIHBIX allbJETUIOB 2 M WX €HAMHUHOB 3 MBI
paszpaboranu Meron ¢GopMHUIUpOBaHMS JakTaMoB 1 1o peaknuu Bunbscmaiiepa
neiicteueMm JIM®A u POCI; [2, 11]. B nuTepaType OnmMcaHO HECKOJIBKO CHHTE30B
o-(opMUIITAKTaMOB, OCHOBaHHBIX Ha KoHAeHcanuu KusiizeHa N-3aMeIEHHBIX
JAKTaMOB C ATHI(OPMHATOM IO JACHCTBHEM METAUTMYECKOTO Kajus. OTH
CHUHTE3BI CJIIOKHBIC U JAIOT HU3KUE BBIXOABI anbaerunon: 3.6% [12], 15% [13] u3
N-metunoyTtuponakrama U 23% [14] u3 N-metwnBaneponakrama. Ham meron
(hopmunmpoBanus o Bunbcmaiiepy maBail CyIiecTBEHHO 00Jiee BHICOKHE BBIXOJIBI
tdhopmmmakramo  (38—64%) u, KpoMe TOro, AaBajl BO3MOXKHOCTH IONyYaTh
N-nezameménnbie Gopmuuiaktambl [2]. OmHAKO B 3KCIEPUMEHTAIBHOM OTHO-
OIGHWW Ham MeToA Obll BCE-TaKM AOCTaTOYHO ciokeH. llocie mpoBeneHHs
peakiuu BunbcMmakiepa v TUAPOIIM3a peakilMOHHBIX CMECE! clie/oBalia Tpya0EMKas
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MpoLeaypa BhIACICHUS COeIUHEHUN 2 U 3 U3 BOAHBIX pacTBOPOB. BBUY XOpoiei
PacTBOPUMOCTH HMX B BOJIE NPUXOJIHIOCH MPUOETaTh K BBICAIMBAHUIO, MHOIO-
KpaTHOM AKCTpaKLKU U HAKOHEII ClIeJI0Balia eperouka B Bakyyme. K Hemocratkam
METOJ]a MO’KHO TaK)K€ OTHECTH TO, YTO YacTO IMOJIyYalrCh CMECH albICTHIIOB 2 U
€HaMUHOB 3.

MBI TIpeAnoNIoXKWIN, YTO MPOLEAYPY BBIACICHUS COSAUHEHUH 2 U 3 MOXKHO
WCKIIIOYATh U B PEAKIHUIO C apWITHApasuHaMu 4 MOXHO HETOCPEACTBEHHO BBO-
IUTH BOIHBIE PACTBOPHI aJbACTHIOB 2 W/WIM €HAMHUHOB 3, MOJIydaeMbIe THIPO-
JIM30M PEaKIMOHHBIX cMecel mocne ¢popMmtnpoBanus JakramoB 1 (cxema 1, myTs b).
Mp&1 monaranu, 4To HE BCTYMHBIIKE B PeakUUi0 UCXonHbie JNakTambl 1 u MDA
He OyyT TPEemsaTCTBOBATh OOPa30BaHUIO APWITHAPA30HOB M MPOTEKAHHUIO Hallb-
HEHINX MEepPEerpynimupoBOK, a TaKXKe BBIICICHUIO MPOAYKTOB. OIHOBPEMEHHO
Heopranndyeckue npoaykrel ruaponusza HCl u H3;PO, OymyTr sBmsitbes kara-
nmu3aTopamu peakiu durrepa.

Ilocne 3aBepmieHus peaknuu (GOPMIUTUPOBAHUS JIaKTaMOB 1 pacTBOpUTEND
(6en3om) TIIATENBHO YIAPUBAIM B BaKyyMe JUIsl TONYYCHHS] B JalbHEHIIIEM
TOMOTE€HHOTO BOJHOrO pacTtBopa. OCTaTOK MOABEPraidl THAPOJIU3Y XOJOIHOU
BOAOW win JbIOM. [lomydeHHBIH BOAHBINH pacTBOpP (WM €r0 aJUKBOTHYIO JOJIO)
BBOAMJIM B pEakIHio C apuiryapasuHamu 4. B pesynprate peakuuu aencrt-
BUTEJIBHO OBUTH TOJYYCHBI TETEPOIUKIIBI 5, IPUYEM BBIXOJIbI 3TUX COCIUHCHUN W3
naktamoB la—d oka3amuch CpaBHUMBIMH C BBIXOJAMH W3 YHCTHIX aNbIETHUIOB 2
u enaMuHOB 3 [1-3]. Takum obpa3om, myTh b (6€3 BeIfeneHns coenuueHuit 2 u 3)
oKazaycs Jaxe d3QpQpeKTUBHEE, YeM My Th A.

B nmanpHelinieM BBISICHHIIOCH, YTO KHCIBIE BOJIHBIE PAcTBOPHI N-3aMeIIEHHBIX
o-popMunTakTamMoB 2b—d T0CTaTOYHO YCTOWYNBEI IPH XPAHCHUH B XOJIOAMIIBHIKE
U MX MOXKHO HCIIOJI30BaTh IO KpaHEW Mepe depe3 HeAelmo 0e3 3aMeTHOTO
CHUXECHUS BBIXOJIa TeTePOIUKIOB 5. CreyeT OTMETUTh, YTO U aAyKThl, OTy4eH-
HbIe B peakiuu Bunmbcmaiiepa w3 naktama, JM®PA u POCI;, Toxke okazamuch
oueHb cTaOwibHBIMH. Hampumep, Takol agaykT u3 jgaktama le (mocrie yganeHus
OcH3071a) XpaHWICA B XOJIOJMWIBHUKE B TePMETUYHOW Tape Ooiee roma. [locme
pacTBOpEHUs €ro B BOJE M BBEICHUS B PEaKIHIO C apwiruapasuHamu 4a,d Obuin
MOJTy4eHB! a3eMMHOUHO0NB! Sd,f MpakTHUeCKn ¢ TaKUMH K€ BBIXOJaMH, UYTO U H3
CBEXKETOIYYeHHOT0 aAayKkTa. TakuMm oOpa3oM, 3TH aAgyKThl, Ha HaIl B3IJIAL,
MOTYT CITYXHUTb yTOOHBIMH CHHTETUYECKUMH SKBHBAJICHTAMH aJIbJIETUIOB 2.

CrpoeHne TONYYCHHBIX COCOUHEHWH Sa—h 1Moka3aHO MaHHBIMH CIEKTPOB
SIMP 'H u C. Ornecenue CHUrHANOB BBINOJHEHO C TIOMOILBIO 3KCIIEPUMEHTOB
COSY, DEPT u HMQC. Kpome Toro, Obuia MOATBEpXKICHA HWACHTUYHOCTD
coequHeHn? Sa—h c oOpasnamu coeaWHEHWH, MONy4YeHHBIX paHee [1-3]: oTCyT-
CTBHE [IENPECCHH TEeMIEepaTyp IUIABICHHUS CMEIIAaHHBIX TMpo0, OJMHAKOBOE
xpomarorpapuieckoe nmopeacHue u uaeHTnaHocTh UK criekTpos.

Kak ormeuanoce u panee [3], Bug cnekrpa SAMP 'H 11-0en3nn3aMei8HHOrO
a30IMHOMHI0Ia Sh oTIIMYaeTCs OT OCTANBHBIX TeM, 4TO MpoToHBl Tpynm CH, B
HEM TIPOSIBISIIOTCS KaK HEIKBUBaJCHTHBIC. CleyeT MOMIEpKHYTh, YTO TaAKOTO HE
HabOmogaeTcs HU s 1 1-He3aMenmEHHOTo a3onuHOUHAO0a 5¢, Hu it 10-0eH3mw-
3aMemEHHOTO0 azenmuHonHoMa Sf. JTo ToBOpHT O TOM, YTO OCH3WIBHAS TPYyIIa
U 8-4JICHHOE JIAaKTaMHOE KOJBII0 WCIBITHIBAIOT B3aUMHBIE IPOCTPAHCTBEHHBIC
MPETATCTBUS, MEIIAIONINEe CBOOOJIHOMY BpAlllCHUIO OCH3MIBLHOW TPYMIBI H/HIU
CBOOOHON KOHBEpCHW JIAKTaMHOTI'O Koibla. [lonTBep)KaeHWEeM 3TOMY SIBIISETCS
KOQJIECIIEHIINSI JIBYX AyONeTOB OEH3WIBHBIX NPOTOHOB B CHHIJIET TMPH 3aMUCH
CIIEKTpa MpHU MOBBIIICHHOHN Temnepatype [3].
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TakuMm 00pa3oM, HCKIIOUUB TPYyHOEMKYIO CTaIdi0 BBIACICHHUS O-(OPMHII-
JIaKTaMoOB, 00pa3yroIuxcs Npu (OPMIIMPOBAHHM JIAKTaMOB TI0 Buubcmaiiepy,
HaM yJaloCh 3HAYMTENHFHO YNPOCTHTh CHHTE3 TPOM3BOAHBIX [-KapOonuHa,
a3enuHo- U a301uHO[3,4-bJunmonos. [IpakTrnuecku 6e3 cHmKkeHMs 3PPEKTHUBHOCTH
CHHTE3 J3THX COEAMHEHMH MpPEBpalI€éH B OAHOPEAKTOPHBIA IPOLECC, HCIIOJb-
3YIOUINI KOMMEPYECKH JIOCTYITHBIE U JEIIEBbIE TAaKTaMBbl.

SKCIIEPUMEHTAJIBHASI YACTb

UK crmextpsl 3ancansl Ha ypbe-criektpomerpe Perkin Elmer Spectrum 400 B TaGer-
kax KBr. Criextpst IMP 'H n "°C 3apeructpuponans! Ha criektpomerpe Bruker Avance ITT 500
(500 u 125 MTI'11 cootBercTBeHHO) B CDCl;, BHYTpeHHHUH CTaHAAPT — OCTATOYHBIE CUTHAIIBI
NPOTOHOB pactBopuTens (7.28 M.n. ama smep 'H u 76.50 m.n. ans sgep B).
TeMnepatypsl IIaBICHUS ONPEEICHB] B CTEKIISTHHBIX KaWIIsIpax B 3JIEKTPOHATPEBAEMOM
omoke. XpomarorpadupoBanue mpoBeneHo Ha tactmHax Silufol UV-254 B cucreme
OCH30JI—aIleTOoH, 6:1, mposBieHue Y@ cBETOM WK MMapaMu HUOja.

N-Mertunsaneponakram (1¢) [15] u N-merunkanponakram (1d) [16] modydeHsl 1o
OIIMCAaHHBIM B JIUTEpAType MeToauKaM. [ uapoxmnopunsl n-tonunruapasuna (4b) (Peaxum),
1,1-nupennnrunpasuna (4c) (Aldrich), 1-6enzmi-1-penmnruapasuna (4d) (XapbKoBCKHA
3aBoJl XMMpeakTuBoB), OyTtuponaktam (l1a) (Merck) u POCI; (Fluka) ncnonszoBammu 6e3
JOTIONTHUTENBHON ouncTku. N-MetmnOoytuponakram (1b) (Ferak) oummmanym meperonkoit B
Bakyyme. ['mapoxmopun ¢enmnruapasuda (4a) (ILlocTkuHCkut 3aBOA XUMpPEAKTHBOB)
ouuImamm no meroxay [17].

Cunre3 coenqunenuii 5a—h (o6mas meronuka). K pacreopy 65 mmons POCl; B 10 mi
cyxoro OeH30Ja IpH IEepPEeMEIINBAHIK U OXJAXICHUHM Ha BOASHOHW OaHe NOOABIAIOT IO
KarsiM B TedeHue 10—15 mun pactBop 15 MMonb nakrama la nnu 30 MMounb cBeXxemneper-
HaHHorO Jlaktama 1b—d u 33 mmonb abe. [IM®DA B 8 M cyxoro Oen3ona. PeakunonHnas
CMech JkenTeeT 1 00pasyer /Ba ciosi. Jlanee peakMOHHYI0 CMECh KUIIATST ITPU HIepeMelu-
BaHWUHM B T€UEHHE 5.5 4 Ha BOASHON OaHe B KoJOe ¢ 0OpaTHBIM XOJIOAMIEHUKOM, 3aliIias
OT BJIarW BO31yXa, M OCTaBIIIOT Ha HOYb. KoyOy ¢ peakIMOHHON CMEChIO IEPEHOCAT Ha
POTOpHBIA WCTApHUTENh, OTTOHSIOT OeH30m U u30bITok POCI; mpu 80 °C B Tedenue 1 u
u oxiaxaaroT. K octaTky mpu OXJIaXIC€HHH OCTOPOXKHO, HE JOMYCKasl CHIIBHOTO pa3orpe-
BaHU, 100aBIAOT 15 M X0moHON Boak! (JakTaMbl 1b—d) mm npna (takram 1a) mepeme-
IIIBAIOT 1O 00pa30BaHMs pacTBopa M OCTaBIIOT Ha 1—1.5 4. IlomydyeHHsI pacTBOp cMe-
[IMBAIOT C PacTBOpoM JHOO0 cycreHsueil 15 mmons (j1akram 1a) wnn 30 MMOITB (JTaKTaMbl
1b—d) runpoxnopuna apunruapasuta 4a—d B 50 M1 aTaHONIA, KUIIATAT B KOJIOE ¢ 00paTHBIM
XOJIONWIBHUKOM B T€UEHHE 2 4 U OXJIAXKIAIOT B XOJIOAMIbHIKE. BrinmaBmuii ocagok coenu-
HeHuil Sa—g ¢uubTpytor, npombeiBaroT 50% OTaHOJIOM, BOJOH, CymiaT Ha BO3IyXe W
MEepEeKPUCTAIIM30BBIBAIOT U3 dTaHoa. J[Jst BeIAEIEeHUs IpoayKTa Sh peakunoHHyto cMech
yIIapuBalOT B BaKyyMe, K OCTaTKy N00aBJsIOT OSH30JI M BOJY, BCTPSIXUBAIOT, OCH30JIBHbIH
cioil otnensitor, npomeiBatotT 10% HCI, Bomoii, cymar max MgSO,, GeH30s1 ynmapuBaioT.
K ocrarky nobasmstor 30 Mt adupa, HepacTBOPUBIIMICS AeOSH3MITNPOBAHHBIN TTOOOYHBIH
NPOJIYKT S5g OT(GHIBTPOBBIBAIOT, MPOMBIBAIOT 3(PHpoM. DPUPHBIH pacTBOp YHAapHBAIOT,
OCTaTOK KPHCTAJUIN3YIOT U3 CMECH TeKCaH—IMKIJIoreKcaH, 1:1.

9-ben3ui-2,3,4,9-rerparuapo-1H-p-kap6osmu-1-on (5a). Berxox 38%, GecuBeTHbIE
racTHHKY, T. WI. 182—184 °C (Bexox 82%, 1. . 183-184 °C (2-PrOH) [2]). Cuextp
SAMP 'H, &, m. 1. (J, Tm): 3.11 (2H, 1, J = 6.9, 4-CH,); 3.69 2H, 1. 1, J = 6.9, J = 1.9,
3-CH,); 5.70 (1H, ym. c, NH); 5.93 (2H, ¢, PhCH,); 7.16-7.23 (4H, m, H-6, H-2,4,6 Ph);
7.27 2H, 1, J="7.2,H-3,5 Ph); 7.31 (1H, 1, J= 7.9, H-7); 7.38 (1H, n, J= 7.9, H-8); 7.64 (1H,
1, J= 8.0, H-5). Criextp SIMP "°C, 8, M. 1.: 20.7 (C-4); 41.3 (C-3); 47.3 (PhCH,); 110.5 (C-8);
119.8, 119.9 (C-4a,5,6); 124.0 (C-4b(9a)); 124.6 (C-7); 124.9 (C-9a(4b)); 126.3 (C-2,6 Ph);
126.6 (C-4 Ph); 127.9 (C-3,5 Ph); 137.9, 138.2 (C-8a, C-1 Ph); 162.6 (C=0).

2-Mertna-2,3,4,9-rerparugpo-1H-p-kap6oann-1-on (5b). Bexon 61%, T. mn. 233—
235 °C (Bbixox 60%, T. mr. 234 °C (2-PrOH) [1]). Cnextp SIMP 'H, §, m. a. (J, I'n): 3.10
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(2H, T, J=17.1, 4-CHy); 3.21 (3H, ¢, CH3); 3.73 2H, 1, J = 7.1, 3-CH,); 7.15 (1H, T,
J=19, H-6); 731 (1H, 1, J= 7.9, H-7); 7.52 (1H, n, J = 7.9, H-8); 7.59 (1H, n, J = 7.9,
H-5); 10.25 (1H, ym. ¢, NH). Crnextp IMP C, 8, m. 1.: 20.1 (C-4); 33.6 (CH;); 49.7
(C-3); 112.1 (C-8); 117.3 (C-4a); 119.5 (C-5,6); 124.0 (C-7); 124.8, 126.6 (C-4b,9a); 137.1
(C-8a); 161.5 (C=0).

2-Metnn-9-gennn-2,3,4,9-rerparuapo-1 H-B-kapéosun-1-on  (5¢). Brxon 59%, Oec-
[[BETHBIC IIACTHHKH, T. L. 158—159 °C (BeIXOT 62%, T. 1. 160 °C (MeOH) [1]). Ciektp
SAMP 'H, 5, m. 1. (J, Tw): 3.10 3H, ¢, CHs); 3.17 (2H, T, J = 7.0, 4-CH,); 3.76 (2H, T,
J=1.0,3-CHy); 7.21 (1H, n, J= 7.9, H-8); 7.23 (1H, 1, J= 7.9, H-6); 7.30 (1H, 1, J=7.9,
H-7); 7.43 2H, n, J= 7.5, H-2,6 Ph); 7.47 (1H, T, J = 7.5, H-4 Ph); 7.54 2H, 1, J= 7.5, H-
3,5 Ph); 7.67 (1H, 1, J = 7.9, H-5). Cniextp SIMP “C, &, m. 11.: 20.3 (C-4); 33.7 (CH3); 49.1
(C-3); 111.1 (C-8); 119.5 (C-5); 119.6 (C-4a); 120.2 (C-6); 124.0 (C-4b(9a)); 124.6 (C-7);
126.9 (C-9a(4b)); 127.2 (C-4 Ph); 127.4 (C-2,6 Ph); 128.3 (C-3,5 Ph); 138.0, 139.6 (C-8a,
C-1 Ph); 160.3 (C=0).

2-Metna-3,4,5,10-rerparuapoasenuno[3,4-b|unnon-1(2H)-on (5d). Brixon 56%,
T. 1. 237-239 °C (BBIXOA 55%, T. . 238 °C (2-PrOH) [3]). Cuextp SIMP 'H, &, m. 1.
(J/, 'm): 2.22-2.26 (2H, M, 4-CH,); 3.11 (2H, 1, J = 6.6, 5-CH,); 3.26 (3H, ¢, CH3); 3.60-
3.62 (2H, m, 3-CH,); 7.14 (1H, 1, J = 7.8, H-7); 7.32 (1H, 1, J = 7.8, H-8); 7.42 (1H, &,
J=1.8,H-9); 7.61 (1H, 1, J = 7.8, H-6); 9.19 (1H, ym. ¢, NH). Crextp IMP "°C, §, m. 1.:
24.7 (C-5); 25.9 (C-4); 36.7 (CHj); 50.6 (C-3); 111.1 (C-9); 116.9 (C-5a); 119.1 (C-7);
119.6 (C-6); 124.2 (C-8); 127.0, 127.6 (C-5b,10a); 135.0 (C-9a); 163.0 (C=0).

2,7-Mumetna-3,4,5,10-rerparnapoasennno|3,4-b|uunon-1(2H)-ou (5e). Beixon 73%,
T. . 231-232 °C (Beixon 76%, T. mn. 232 °C (2-PrOH) [3]). Cnextp SIMP 'H, §, m. 1.
(J, T): 2.19-2.25 (2H, m, 4-CH,); 2.48 (3H, ¢, 7-CH3); 3.07 (2H, 1, J = 6.6, 5-CH,); 3.25
(3H, ¢, NCH3); 3.58-3.60 (2H, m, 3-CH,); 7.15 (1H, n, J = 8.4, H-8); 7.32 (1H, n, J = 8.4,
H-9); 7.38 (1H, ¢, H-6); 9.25 (1H, ym. ¢, NH). Crekrp SIMP "°C, &, m. x.: 21.0 (7-CHs);
24.7 (C-5); 25.9 (C-4); 36.7 (NCH3); 50.6 (C-3); 110.8 (C-9); 116.4 (C-5a); 119.0 (C-6);
126.1 (C-8); 127.0, 127.8 (C-5b,10a); 128.3 (C-7); 133.3 (C-9a); 163.0 (C=0).

10-ben3na-2-metuin-3,4,5,10-rerparuapoazenuno|3,4-blunnon-1(2H)-on (51).
Brerxox 60%, 1. 1. 137-138 °C (Bexon 57% u 70%, 1. . 139 °C (2-PrOH) [3]). CoekTp
SAMP 'H, 8, m. 1. (J, T'): 2.16-2.22 (2H, M, 4-CH,); 3.06 2H, T, J = 7.5, 5-CH,); 3.17 (3H,
¢, NCH3); 3.39-3.41 (2H, ™, 3-CH,); 5.74 (2H, ¢, PhCH,); 7.08 (2H, n, J = 7.3, H-2,6 Ph);
7.16 (1H, T, J= 7.8, H-7); 7.19 (1H, T, J = 7.3, H-4 Ph); 7.24 (2H, T, J = 7.3, H-3,5 Ph);
7.27 (1H, T, J = 7.8, H-8); 7.33 (1H, 0, J = 7.8, H-9); 7.65 (1H, n, J = 7.8, H-6). Criextp
SAMP BC, §, M. 1.: 19.9 (C-5); 27.6 (C-4); 34.2 (CHs); 47.2 (PhCH,); 49.0 (C-3); 110.1
(C-9); 1174 (C-5a); 119.0, 119.3 (C-6,7); 123.7 (C-8); 125.8 (C-5b(10a)); 126.0 (C-2,6
Ph); 126.4 (C-4 Ph); 127.9 (C-3,5 Ph); 128.8 (C-10a(5b)); 137.6, 138.3 (C-8a, C-1 Ph);
164.7 (C=0).

2-Metna-2,3,4,5,6,11-rexcaruapo-1H-azounno[3,4-blunnon-1-on (5g). Peaxiuon-
HYI0 CMeCh Pa30aBJsIOT B 2 pa3a BOJIOW M OCTABISIOT B XOJOAWIBHUKE HAa HOUYb. BBIXOJ
11%, T. 1. 208-210 °C (Bexox 10%, 1. . 210 °C (PhH) [3]). Crextp SIMP 'H, 8, m. 1.
(/, Tm): 1.87-1.91 (2H, ™, 4-CH,); 2.01-2.05 (2H, M, 5-CH,); 3.03-3.05 (2H, M, 6-CH,);
3.16 (3H, ¢, CHy); 3.70-3.72 (2H, m, 3-CH,); 7.14 (1H, 1, J = 7.8, H-8); 7.28 (1H, T,
J=17.8,H-9); 7.39 (1H, n, J = 7.8, H-10); 7.58 (1H, n, J = 7.8, H-7); 9.00 (1H, yur. ¢, NH).
Criextp SIMP °C, 8, m. 11.: 21.2 (C-5); 24.2 (C-6); 27.1 (C-4); 32.9 (CH3); 48.6 (C-3); 110.9
(C-10); 117.9 (C-6a); 119.1, 119.2 (C-7,8); 123.7 (C-9); 125.7, 127.6 (C-6b,11a); 134.9
(C-10a); 164.7 (C=0).

11-ben3una-2-metuin-2,3,4,5,6,11-rexkcaruapo-1H-azouuno[3,4-blunon-1-on  (5h).
Boixox 43%, OecuBerHble mnpusmbl, T. mi. 78-79 °C (Bexom 45%, T. mi. 78 °C
(metponeitusiit a¢up — muknorekcan) [3]). Cnextp SIMP 'H, 8, m. a. (J, T'm): 1.61-1.70
(1H, M, 4-CHHp); 1.70-1.82 (1H, M, 5-CHsHpg); 1.90-2.09 (2H, M, 4-CH,Hg, 5-CH,Hp);
2.92-3.05 (3H, M, 3-CH4Hjg, 6-CH,); 3.06 (3H, ¢, CH;3); 3.71-3.82 (1H, M, 3-CH,Hj);
547 (1H, o, J=15.9) u 5.65 (1H, o, J=15.9, PhCH,); 7.10 (2H, n, J = 7.4, H-2,6 Ph); 7.17
(1H, 1, J=17.9, H-8); 7.19-7.27 (3H, m, H-3,4,5 Ph); 7.28 (1H, T, /= 7.9, H-9); 7.35 (1H, &,
J =179, H-10); 7.61 (1H, 1, J = 7.9, H-7). Cnektp SIMP C, &, m. 1.: 21.5 (C-5); 23.7
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(C-6); 26.8 (C-4); 32.4 (CHs); 47.0 (PhCH,); 48.9 (C-3); 109.7 (C-10); 117.5 (C-6a); 119.0,
119.1 (C-7,8); 123.2 (C-9); 126.3 (C-6b(11a)); 126.3 (C-2,6 Ph); 126.6 (C-4 Ph); 127.8
(C-3,5 Ph); 127.9 (C-11a(6b)); 137.2, 138.2 (C-10a, C-1 Ph); 164.2 (C=0).
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