JKYPHAJI OBLJEN XUMWUH, 2021, mom 91, Ne 3, c. 376-385

VUK 547.75;547.787.1,547.83

CHUHTE3 HOBBIX
1H-TIAPPOJIO[3,4-c|IUPUJIUH-1,3(2H)-TUOHOB

© 2021 r. C. B. Kimouko, C. A. Yymauenko, O. B. [lladnbixkun, B. C. bpoBapen*

Hnemumym buoopeanuuecxoi xumuu u Hepmexumuu umenu B. I1. Kyxaps Hayuonanvhot akademuu Hayk YKpaumsl,
yn. Mypmanckas 1, Kues, 02094 Vkpauna
*e-mail: brovarets@bpci.kiev.ua

Tocrynuno B Penakimio 23 nexadpst 2020 r.
IMocne nopaborku 23 nexadpst 2020 .
[Mpunsro k nevyarn 30 nexadpst 2020 .

Ha ocHoBe B3anmonencTBust 4-MeTOKCH- 1,3-0KCa30I10B ¢ IPU3BOIHBIMU MaJICMMU/IA B YCIOBHAX peakuuu JIuib-
ca—Aupaepa mpeyIokeH METO/] CHHTE3a HOBBIX 3aMelleHHbIX | H-tuppono[3,4-c|nmupunun-1,3(2H)-11oH0B.

KuroueBsble cioBa: 4-metokcu-1,3-okcazon, nuppono|[3,4-c|nupuanH, ManenumMun, peakius Junsca—Anpaepa

DOI: 10.31857/S0044460X21030021

[Ipon3BoaHbIe MUppoOJIa IMHUPOKO PACTIPOCTPAHEHBI
B TIPUPONE KaK WHIAUBUIYaTbHBIC COCTMHECHUS, TaK U
B BH/JIE ()parMeHTa CIIOKHBIX OMOMOIIEKY (MTOp(hUHBL,
AMUHOKHCIIOTHI U JIP.) U Pa3HO0Opa3HbIX (hapMaKoso-
TUYECKU aKTUBHBIX coenuueHuit [1-3]. Ouu ucnomns-
3YIOTCSI KaK aHTHOKCHUIAHTHI [4], aHTHOAKTepUaIbHbIC
[5, 6], moroTpomHkIe [7, 8], mMpoTUBOOITYXO0NIEBHIC [9],
npotuBoBocnanutenbubie [ 10, 11] 1 nmpoTuBorpuoKo-
BbI€ areHtsl [12].

AHHENMpOBaHNE NHPUAWHOBOIO sApa K MHp-
pOIBHOMY UMKy TPHUBOAUT K HOBOMY CIIEKTPY
OMOJIOrMUYECKOIl AKTHUBHOCTH IIOJIyYEHHBIX COEIU-
Henuil. Tak, cpemu TPOU3BOMHBIX THPpPOro[2,3-d]-
MUPUAMHOB  BBISBICHBI HHIHOUTOPBI  pelenTopa
(IGF-1R) Tupo3uHKHHA3BI, CBI3aHHON C PA3TUYHBIMH
Bumamu paka [13]. IlpomsBomueie mupposo|3,4-c]-
MUPUANHOB HAPSILY C aHAJIbI€THYECKOM aKTUBHOCTBIO
[14] moka3bIBarOT aKTUBHOCTb MIPOTHB MUKOOAKTEPHil
TyOepkynesa [15]. PasnooOpasnas Owuoiorudeckas
AKTHBHOCTb IPOU3BOHBIX MAPPOIONUPHUINHA BBI3bI-
BAeT MHTEPEC K CUHTE3Y U U3YUCHHUIO CBOHCTB HOBBIX
COCAMHEHMH 3TOrO Kjacca ¢ LeJblo Moucka sQdex-
TUBHBIX JICKAPCTBEHHBIX CpencTB. [loaToMy aKkTyasb-
HOHM 3ajaueill SBJISICTCS PA3BUTHE METOJOB CHHTE3a
KOHJICHCUPOBAHHBIX NPOU3BOJHBIX MUPPOIONUPUIH-
HOB.
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Oxca3onbl MMEIOT CONPSKEHHYIO a3aJUEeHOBYIO
CHCTEMY H SBJISIOTCS] YHUBEPCAJIHHBIMU CTPYKTYypaMH
UIsl UCCIIEIOBAaHUM B KAUECTBE JMEHOBOM KOMIIOHEHTBI
B peakuusix Hunbca—Anbpaepa [16-20]. B pesynbrare
TEPMHUYECKUX PEaKLUi ¢ aleTHICHaMH 00pa3yloTCs
¢ypansl [21], a mpu pUCOEIMHEHNH K oehrHaM — 3a-
MEILEHHbIE TUPUANHBI, BKIOYas aHAJIOTH BUTAMHUHA
B¢ [22]. B 3THX peaknusx XOpOIIO U3yYeHBbl S-aIKOK-
cruokcasonsl [23, 24]. B yacTHOCTH, IUKJIOMPUCOETU-
HEHHE MaJIENMHUIOB K 5-aJIKOKCHOKCa30JaM MIPUBOIUT
K 3aMemIeHHBIM 7-THapokcH-1H-tmuppornol3,4-c]-
nmupuaus-1,3(2H)-mnonam [25-27]. OnHako peakiuu
4-aTKOKCHOKCA30JI0B C MaJIeMMUAaMH, IPUBOJAIINE K
6-aJIKOKCUIPOU3BOJAHBIM  THppoo|3,4-c|nupuanH-
1,3(2H)-nuoHaM, HE WCCIEAOBAaHBI. B CBSI3M ¢ 2THM,
LEeJIBI0 Halleld paOoThl SBJISAIOCH MOJYYEHHUE HOBBIX
4-3amemieHHbIX O-MeToKcH- 1 H-nuppoino|3,4-c]nupu-
muH-1,3(2H)-TMOHOB TyTeM LUKJIONPH-COCTHHEHHS
4-MeTOKCHOKCa30JI0B K MPOU3BOIHBIMHA MaJIeUMU/IA.

4-MeTOoKCHOKCa30Ibl 6a—B OBLTH CHHTE3MPOBAHBI
mo cxeMme 1. B kauecTBe MCXOAHBIX COEIMHEHUH HC-
MOJIb30BANIN MTPOLYKTHI KOHACHCAMU aMu10B 1a—B ¢
XJIopajeM, KOTOpble AaloT coeuHenus 2. B nanpHei-
IeM XJI0paJIbaMU bl 2 IPEeBpaIlaif B JUXIOPAKPHUIIO-
BbI€ KHMCIJIOTHI 5 yepe3 XJIOPIPOU3BOAHbIE 3 U AUXJIIO-
pakpriIOHUTPHIIEL 4 (cxema 1).
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Cxema 1.
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R =Ph (a), 3-MeOC4H, (6), nukiaonporu (B).

CocraB coemuHeHUN 2—6 TOATBEP)KIEH TaHHBI-
MU 3JIEMEHTHOTO aHaJIN3a, a CTPOSHHE — C TIOMOIIBIO
UK u SIMP 'H cnekrpockonuu, a TakKe Xpoma-
T0-Macc-crekrpoMerpun. Crexrpsl AMP 'H cunre-
3UPOBaHHBIX COCIMHEHUI COHEep)KaT CUTHAJIbI BCEX
CTPYKTYPHBIX (ParMeHToB; B XPOMAaTO-Macc-CIEK-
Tpax MPUCYTCTBYIOT IHKH MOJEKYISIPHBIX HOHOB
[M+1]".

Huxnmmsaruio Kuciot 5a—B B 4-MeTokcu-1,3-okca-
305161 6a—B mpoBOMIIM TIpU 240-4acOBOM BBIIEPIKH-
BaHUU UX B METAHOJIBHOM PACTBOPE B MPUCYTCTBUU
n30bITKa MeTHIIaTa HaTpus. 4-MeTokcu-1,3-0Kkca3obl
6 HeycTOWYMBBI TIPH KOMHATHOW Temmeparype. Mx
HY>KHO MCIIONIb30BaTh cpa3y I0CJI€ BBLACTICHUS WU
xpanuth npu temmeparype —14°C. B UK cnekrpax
4-metokcu-1,3-0kca3zo0B 6 OTCYTCTBYIOT IOJIOCHI
TIOTIIOIIEHUS, XapakTepHble ;i cBsazed N-H u C=0
JTUXJIOPAKPUIIOBBIX KHCIIOT 5, YTO coriacyercs ¢ yda-
CTHEM allWJIAMUHHBIX OCTaTKOB B IIMKJIN3ALINH.

Kumnsuenue 3KBUMOJISIPHBIX KOJIMYECTB METOK-
cHOKcazona 6 m ManenMuzia 7 B KCHIJIONE B TE€UEHHE
1-4 4 naBajno c yJOBIETBOPUTEIBHBIMU M XOPOIIH-
MH BBIXOJaMHM MPOLYKTHl KOHAeHcauu 8 (cxema 2).
OO6pa3zoBaHme MPOW3BOMHBIX THUPpOIIO[3,4-c]mupu-
muH-1,3(2H)-mnoHoB  8a—B  MOXXHO TIPEICTaBUTh
clieyromuM 00pa3oM: MalleMMHbl 7a—K, KaK JH-
€HOQWIBL, LUUKIOAHHENUPYIOTCA K 2-3aMELICHHBIM
4-MeTOKCHOKCca3onaM 6a—B ¢ 00pa3oBaHHEM ITHKIIO-
aJUTyKTOB A, KOTOpBIE B Pe3ylbTare pa3pbiBa CBs3ei
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C*-O o6pasyror usutrep-uousl b u B! ¢ mocnenyio-
el uX apoMarusanueii 3a cyeT OTIIEMJIEHUsS MoJle-
KYJIbI BOJIBL.

CyImiecTBeHHOE BIMSHHE Ha CKOPOCTh PEaKIINH,
KaK M CIIEJIOBAJIO OKHIaTh, OKAa3bIBaCT MPUpPOA 3a-
mectutens R! B 4-metokcnokcaszonax. C yBenudenu-
€M JIOHOPHBIX CBOMCTB YBEJIMYHUBACTCS U CKOPOCTb
peakiuu, YTO TMPHUBOAWT K YMEHBIICHUIO BPEMEHU
KoHjeHcanuu. Peakius 4-MeTOKCHOKCA30JI0B 6a, 0 ¢
3aMEIICHHBIMU MAJICUMUIAMU 7a—K MPOXOANT 3a 4 4,
a okcasona 6B — 3a | 4. Brusaus 3amecturens R? Ha
CKOPOCTBH peakiuu He Habimromanock. [IpomyKkTsl KOH-
neHcanuu 8a—B OTOUIBTPOBBIBAIA U OUUIIAIH TIEpe-
KpUCTaJUTH3aIMeH U3 dTUIIAleTaTa.

[Ipu cpaBuenun UK cnekrpoB coenuHeHuil 6a—B
1 7a—K ¢ IPOAYKTaMH KOHAeHcannu 8a—c¢ HaOmroma-
eTCsl TMOSIBIEHHE JBYX WHTEHCHBHBIX TIOJIOC TIOIJIO-
menust B oomactu 1709-1723 cm!, uro 00yCIIOBIICHO
BaJICHTHBIMH KOJICOAHUSAMU KapOOHWIBHBIX TPYIIIL.
B cnektpax AMP 'H coenunennii 8a—¢ npoucxoaut
cmermenne curnana CH;O-rpynmsr (3.95-4.17 m. 1.)
B IMPUJIMHOBOM LIMKJIE B OoJiee ciaboe 1moJje no cpas-
HEHUIO ¢ okcazoyoM (3.73-3.85 M. 11.), a BMECTO CHH-
meta (2H, CH=CH) B o6nmactu 6.67-6.87 M. 1. Ma-
neuMuaoB 7a—k nosiisiercs: cunrier C’H B obnactu
7.11-7.23 M. 1. B ciekTpax nupposo| 3,4-c|nupuanHoB
8a—c. B cnexrpax SIMP '3C coenunennii 8, M npu-
CYTCTBYIOT CUTHAJIBI BCEX CTPYKTYPHBIX (pparMeHTOB,
YTO COMNIACYeTCs C INTepaTypPHBIMH JaHHBIMU [28].



378 KJIFOUKO u ap.

Cxema 2.
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R'=H (7a, 8a), Me (70, 80, 3, n), 4-MeOC¢H, (78, 8B), 4-FC,H, (7T, 8r, 1, 0), 4-EtO(0)CC¢H, (7n, 81, k, n), 4-EtO
C¢H, (7e, 8e, a1, p), 3,4-Me,CcH; (7:k, 8, M, ¢); R? = Ph (8a—x), 3-MeOC¢H, (83—m), nuknonpornwi (8H—c¢).

Takum oOpa3oM, 2-3aMmemnieHHbIE 4-METOKCHOKCA-
307161 BIIEPBBIC OBLIM BBEACHBI B peakmuio Jlumnca—
Anpaepa ¢ MaleMMUIAMHU, B pPe3ylIbraTe KOTOPOM
OBUTH TIONYYEeHBI HOBBIC TNPOM3BOAHBIE 6-METOKCH-
MMAPPOTONUPUANHBL. DTOT IIOIXOMA TO3BOJISIET pac-
LUIUPUTH CIIEKTP COCAMHEHUM 3TOTO KJlacca, KOTOpPhIC
MIPEJICTABIIIOT HHTEPEC KaK MOTEHIINAIbHO OHOJIOTH-
YE€CKU aKTUBHBIE BEILECTBA.

OKCIIEPUMEHTAJIBHA S YACTD

UK cnextpsl 3aperucTpupoBaHbl Ha CIIEKTpOMeE-
Tpe Vertex-70 B Tabnetkax KBr. Cnexrpst AMP 'H
u 3C nonyuens! Ha npu6ope Bruker AVANCE DRX-
500 (500 u 125 MI'm cootBercTtBeHHO) B JIMCO-d;
nnu CDCl;. Xpomaro-macc-CleKTpsl 3alucaHbl MIpy
WCIIOJIb30BAHUN JKUAKOCTHOH XPOMAaro-Macc-CIeK-
TPOMETPHUYECKOM CHCTEMBI Ha BBICOKOI()(PEKTUBHOM
KUAKOCTHOM xpomarorpade Agilent 1100 Series,
OCHAILIEHHBIM JUOJHOM MAaTpHIlIed ¢ Macc-CeJIeKTHB-
HeIM Aetektopom Agilent LC\MSD SL. [Tapamerpst
XpoMmaro-macc-aHajau3a: KoinoHka Zorbax SB-Cg
1.8 MxMm 4.6x15 mm (PN 821975-932); pactBoputenu:
A — anleroHUTpUI—BOAA, 95:5, 0.1%-Hast TpUPTOPYK-
cycHas kucnora; b — 0.1%-nas BomHas TpudTOpyK-
CyCHasl KMCJIOTa; TOTOK JII0OCHTa 3 MJI/MUH, 00beM

BHpbIcKuBaHus — 1 Mk, YO perektopsl — 215, 254,
285 HM; METOJ HMOHM3ALMU — XMMHYECKas HOHU3a-
st pu armocdeprom aasienuu (APCI), nuanazon
ckanupoBanus — m/z 80—1000. DneMeHTHBIN aHaIN3
MPOBEZICH B aHAJIUTHYeCKOW naboparopum HWHCTH-
TyTa OMOOPTaHWYECKOH XMMHU W HEPTEXUMHH FIM.
B.II. Kyxaps HauuoHa/ipHOH akajieMMM HayK YKpau-
Hbl. ConepkaHue yriepoaa u BoAOPOAA ONPENEICHHO
BeCcOBBIM MeTojioM [Ipers, a30Ta — ra3oMeTpuIecKum
MUKpOMETOIoM J[foma, a XJiopa — TATPUMETPUIECKUM
MeromoMm Illenurepa [29]. Temmeparypsl TTaBIIC-
HUs u3Mepsun Ha npubope Fisher—Johns. Kontposb
3a MPOTEKaHWEM PEaKIMHU U YUCTOTON IMOJTyHYEeHHBIX
COETMHEHUH OCYILIECTBIISIIM METOJOM TOHKOCIION-
HOM xpomarorpaduu Ha miactuHax Silufol UV-254 B
cucteme ximopopopm—meranon (10:0.2).

N-(2,2,2-Tpuxyop-1-rugpokcudTHa)apua(um-
KJIONponuI)aMuabl (2a—B) MOJYYEHBI MO OMHCAH-
Holl panee metoauke [30]. Cmech 20 MMOJIb coeIMHE-
Hus 1a—B, 22 Mmois xmopans u 0.1 MiT KOHII. cepHOi
kucaoTel HarpeBaiu npu 100-110°C B Teyenue 2 4,
3aTteM oOpabareiBanu Bogod. Ocagok OTHUIBTPOBHI-
BaJl W TPOMBIBATH OOJBIIUM KOJIHMYECTBOM BOJIBI.
CoenvHeHUs 2a—B OYHIIATIU KpPUCTAJIU3AIUEH U3
3TaHo’IA.

J)KYPHAJI OBLIEM XUMMU tom 91 Ne3 2021
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N-(2,2,2-Tpuxaop-1-rugpoxkcudTHI)0eH3aMHUJ
(2a). Beixog 92%, T. . 118-120°C (1. mn. 133°C
[31]). UK cnektp, v, cM': 685, 806, 834, 879, 1011,
1115, 1278, 1351, 1490, 1531, 1578, 1636, 2864,
3066, 3325. Cnexktp AMP 'H (JIMCO-dy), §, M. 1.
6.01-6.05 m (1H, CH), 7.45-7.57 M (3H, H,,), 7.77 n
(1H, OH, 3Jygy; 6.0 T'wr), 7.89 1 (2H, H,,, *Jigyy 7.2 Tn),
9.07 1 (1H, NH, 3Jyyy 7.4 T'mr). Macc-cniekrp, m/z: 268
[M + H]". Haiineno, %: C 40.48; H3.21; C139.72; N
5.46. CoHg4CI;NO,. Beraucneno, %: C 40.26; H 3.00;
CI139.61; N 5.22.

3-MeTtokcu-N-(2,2,2-Tpuxjgop-1-ruAipokcu-
atun)oenzamun (20). Beixon 90%, 1. . 162—164°C.
UK crextp, v, cM': 695, 816, 854, 890, 1000, 1105,
1288, 1361, 1496, 1588, 1635, 2860, 3056, 3320.
Cnektp SIMP 'H (IMCO-dy), 8, m. n.: 3.80 ¢ (3H,
OCH,), 6.03-6.05 m (1H, CH), 7.41-7.50 m (2H,
H,,), 7.75 1 (1H, OH, 3Jyy; 6.0 T), 7.90 o (2H, H,,,
3y 6.7 Tu), 9.00 1 (1H, NH, 3Jyy 7.2 T'm). Mace-
cniektp, m/z: 298 [M + H]*. Haiineno, %: C 40.47; H
3.41; C1 35.72; N 4.80. C,yH,(CI3NO;. Brruncneno,
%: C 40.23; H 3.38; C135.62; N 4.69.

N-(2,2,2-Tpuxjop-1-ruApoKCUITUI) U KO-
nponankapookcamua (2B). Bwxom 86%, T. 1.
158-160°C. UK cnekrp, v, cm 1 680, 811, 863, 1000,
1111, 1270, 1348, 1485, 1516, 1570, 1630, 2860,
3061, 3320. Cnekrp AMP 'H (JIMCO-dy), §, M. 1.
0.75-0.87 m (4H, CH; yunonpormn)s 1-80—-1.86 M (1H,
CH,ynonpoman)s 5-70-5.73 M (1H, CH), 7.58 1 (1H, OH,
3y 6.0 T), 8.81 1 (1H, NH, 3Jyy 7.2 T'r). Mace-
cniektp, m/z: 232 [M + H]*. Haiineno, %: C 31.30; H
3.62; C146.00; N 6.34. CcHgCI;NO,. Beruncneno, %:
C 31.00; H 3.47; C145.75; N 6.02.

N-(1,2,2,2-TeTpaxaop3THa)apuia(IHKIONPO-
nuj)aMuabl (3a—B) MOTYUYSHBI IO OITMCAHHOW paHee
metoauke [32]. Cmech 50 MMOJIb coelMHEHUS 2a—B
u 5.5 mn (75 MMonb) xjopuctoro THoHMIA B 50 M
OeH30/Ia KUMSTHIN B T€YeHHE 4 4 70 TMpeKparieHus
BBIJIETICHHSI XJIOPHCTOTO Bojoposa. M30bIToK xiopu-
CTOTO THOHWJIA YJIAJSUTH B BAKYYME, OCTATOK OUHUIIIANIN
nepekpucrammzanueii nz CCly.

N-(1,2,2,2-TeTpaxaop3Tu.)6eH3aMu (3a).
Beixomx 88%, 1. mi. 122-124°C (1. wr. 121-122°C
[33]). UK cnektp, v, cM': 601, 672, 687, 742, 794,
1186, 1264, 1320, 1486, 1519, 1655, 3277. Cnextp
SIMP 'H (CDCly), 8, m. . 6.01 1 (1H, CH, 3,y 8.6
I'm), 7.44-7.48 m (2H, H,,), 7.53-7.57 m (1H, Hy,),
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7.89 1 (2H, H,,, /gy 6.0 T1), 9.06 x (1H, NH, 3J;3y4
8.6 I'tr). Macc-criektp, m/z: 286 [M + H]". Haiineno,
%: C 38.05; H 2.93; CI 49.85; N 5.06. CoH,CI,NO.
Brruncieno, %: C 37.67; H 2.46; C149.42; N 4.88.

3-Metokeu-N-(1,2,2,2-TeTpaxJjop3Tuia)oeHs3a-
muj (30). Beixog 78%, T. 1. 109-111°C. UK cnexrp,
v, em ! 630, 675, 697, 748, 798, 1180, 1254, 1328,
1442, 1569, 1655, 3270. Cnextp SIMP 'H (CDCly),
5, M. 1.: 3.82 ¢ (3H, OCH;), 6.01 x (1H, CH, *J,y
8.8T'm), 7.40-7.43m (2H, H,,), 7.50-7.52 M (2H, H,,),
9.00 1 (1H, NH, 3Jyy 8.8 I'tr). Macc-cniekrp, m/z: 316
[M + H]". Haiineno, %: C 38.05; H2.93; C144.85; N
4.50. C,,HyCI,NO,. Beruucneno, %: C 37.89; H 2.86;
Cl44.74; N 4.42.

N-(1,2,2,2-TeTpaxyIop3THJI) HMKJIONPONAHKAP-
ooxcamua (3B). Brixog 64%, 1. min. 96-97°C. UK
CIIEKTp, V, em ! 693, 738, 782, 1056, 1190, 1280,
1390. Cniekrp SIMP 'H (CDCl,), 8, m. 1: 0.71-0.84 m
(4H5 CHZHI/]KJ‘[O]‘IPOHI/IJ‘[)’ 1.80-1.85m (lHa CHunKnonpom/m):
6.00 1 (1H, CH, 3Jygy 8.7 I'r), 10.22 ymr. ¢ (1H, NH).
Macc-cnekrp, m/z: 250 [M + H]'. Haiineno, %: C
28.30; H 3.05; C156.75; N 5.63. C4H,CI1,NO. Boruuc-
neHo, %: C 28.72; H 2.81; C1 56.51; N 5.58.

N-(2,2-Inxjop-1-unaHodTeHUI)apuJI(HUKJI0-
nponui)amMmuabl (4a—B) TOIYYEHBl MO OMUCAHHOU
panee metoauke [34]. K pactBopy 40 MMonb uaHua
Kamus B 12 MJ BOJIBI TIPH TIEPEMEIINBAHUU U OXJIAXK-
neann a0 —8°C nmpubasnsuin pactBop 20 MMOJIb CO-
eauHenust 3 B 6 M auokcana. CMech HarpeBaiu 10
20-25°C u mepemelmMBald IpU ITOM TemIepaType
eme 2 4. Ocaiok OTQUIBTPOBBIBAIN, TIPOMBIBAIN BO-
JIOW ¥ OYMILANIM KpUCTaM3anneii u3 oenzona.

N-(2,2-Iuxsop-1-unanosrenun)oensamuy (4a).
Brrxon 88%, T. 1. 141-143°C (1. . 134-137°C[35)).
UK cnekrp, v, cm': 648, 688, 887, 923, 1291, 1475,
1495, 1600, 1663, 3247. Cuextp SIMP 'H (CDCly),
o, M. .. 7.47-7.55 m (2H, H,,), 7.63 1t (1H, H,,,
3Juy 7.2 T), 7.82 ¢ (1H, NH), 7.86 1 (2H, H,,, *Juy
7.2 T). Macc-criexrp, m/z: 241 [M + H]". Haiineno,
%:C 50.12; H 2.81; C1 29.65; N 11.65. C,;,HxCL,N,0.
Brrancieno, %: C 49.82; H2.51; C129.41; N 11.62.

N-(2,2-Iuxyi0op-1-uMaHO3TeHNJI)-3-MEeTOKCH -
oenzamua (40). Beixog 83%, 1. . 125-127°C. UK
CIIEKTD, V, cM 1 687, 754, 896, 974, 1049, 1230, 1279,
1303, 1432, 1474, 1504, 1584, 1653, 3073, 3168.
Cnextp SIMP 'H (JIMCO-dy), 8, m. 1.: 3.82 ¢ (3H,
OCH;), 7.2 a (1H, Hy,, 3 /i3 9.5 T), 7.44-7.51 M (3H,
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Hy,,), 10.64 ¢ (1H, NH). Macc-cniekrp, m/z: 271 [M +
H]". Haiigeno, %: C 48.87; H3.15; C126.43; N 10.62.
C,1HgCLN,0,. Beraucneno, %: C 48.73; H 2.97; Cl
26.15; N 10.33.

N-(2,2-uxJjiop-1-iuaH03TEeHUJI ) IUKJION PO AH-
kapOokcamuj (4B). Boixon 80%, 1. mn. 161-163°C.
UK cnektp, v, eMm ' 950, 1188, 1289, 1446, 1659,
3229. Cnextp SIMP 'H (CDCly), 8, M. 1.: 0.70-0.72 M
(1Ha CHZLH/IKJ‘IO]'IPOI‘[I/UI)’ 0.81-0.85m (3Ha CHZLH/IKJ‘IO]‘IpOl‘lI/IJ'I)’
1.81-1.88 M (1H, CH,yynomporn)> 3-57 ymr. ¢ (1H,
NH). Macc-cniekrp, m/z: 205 [M + H]". Haiineno, %:
C 41.24; H 3.15; Cl 35.20; N 13.80. C;H4CIL;N,0.
Brruncneno, %: C 41.00; H 2.95; C1 34.58; N 13.66.

3,3-Iuxuop-2-[ankaHonsi(apouna)aMIuHO | aKkpU-
JIOBble KHCJIOTHI (5a—B) IMOJydyeHBl 1O ONKCAHHOU
panee meronuke [36]. Coenunenue 4 (74 MMOIB) Cy-
crieHaupoBaiau B 160 M1 KOHL. XJIOPUCTOBOAOPOIHOM
KHCJIOTBI, PEaKIIMOHHHYIO CMECh KUIIATHIN 15 MUH 1
oxyaxaami. Ocalok OT(UIBTPOBBIBAIN, MPOMBIBA-
JIX BOJIOW W TIPHOABISLTH HEOONBITUMH TOPIUSAMH K
320 ma koHu. BogHoro pactsopa NaHCO;. Hepac-
TBOPHBILUICSA 0CaIOK OT(QUIBTPOBBIBAIU, (DUIBTpAT
MOAKUCIIAINA KOHI[. XJIOPUCTOBOAOPOJHONU KHUCIOTOM
1o pH 2. Ocangok oT¢uIbTPOBHIBAIN, TPOMBIBAIH BO-
JIOM ¥ OYMIIAIN KPUCTAIUIM3AIMEH U3 BOJHOTO alleTOHA.

3,3-Auxaop-2-(0eH30MIAMUHO)AKPUIOBAS KUC-
Jgora (5a). Berxon 74%, 1. ut. 219-221°C (. ot 190—
193°C, pa3mn. [36]). UK cnekTp, v, cm 1: 658, 679, 692,
797, 881, 1076, 1125, 1163, 1280, 1310, 1425, 1479,
1581, 1599, 3236. Cnekrp SIMP 'H (IMCO-d,), 3,
M. a.: 3.15-3.72 ym. ¢ (1H, OH), 7.49-7.53 m (2H,
H,,), 7.59-7.62 m (1H, Hy,,), 7.93 1 (2H, H,,, /gy
7.5 T'w), 10.27 ¢ (1H, NH). Macc-cnekrp, m/z: 260
[M + H]". Haiineno, %: C 46.42; H2.74; C127.15; N
5.49. C,(H;CI,NOj;. Beruucneno, %: C 46.18; H2.71;
C127.26; N 5.39.

3,3-Auxaop-2-(3-MeTOKCUOEH30MIAMUHO)AKPHU-
JoBast kucjaoTa (56). Berxog 49%, 1. 1. 207-209°C.
UK cnektp, v, cM': 668, 686, 700, 873, 993, 1184,
1208, 1240, 1276, 1297, 1313, 1414, 1478, 1504,
1596, 1650, 1712, 3245. Ciextp SIMP 'H (IMCO-d),
6, M. 1.: 2.97 ym. ¢ (1H OH), 3.81 ¢ (3H, OCHj,),
7.18 o (1H, Hy,, *Jyyy 7.0 Tn), 7.41-7.52 m (3H, H,,),
10.23 ¢ (1H, NH). Macc-cnekrp, m/z: 290 [M + H]".
Haiineno, %: C 45.78; H 3.33; Cl 24.65; N 5.05.
C,1HoClLNO,. Berancneno, %: C 45.54; H 3.13; Cl
24.44; N 4.83.

3,3-/luxJaop-2-[(HUKJIONPONHIKAPOOHUT)AMH-
Ho]lakpuioBass kucjaora (S5B). Beixox 34%, 1. .
209-211°C. UK crmektp, v, cMm': 627, 663, 705, 884,
941, 1196, 1228, 1302, 1400, 1419, 1508, 1590, 1657,
1708, 3243. Cnekrp AMP 'H (JIMCO-d,), 8, M. 1.
0.73-0.80 m (4H, CHyypnonporun)s 1-82—-1.88 M (1H,
CH ynonpomn)s 3-06-3.08 yur. ¢ (1H, OH), 10.09 ¢
(1H, NH). Macc-cniekrp, m/z: 224 [M +H]". Haiineno,
%: C 37.75; H 3.87; C1 31.61; N 6.50. C;H,CI,NOs;.
Brruncneno, %: C 37.53; H 3.15; C1 31.65; N 6.25.

2-Apuwi(uMkiaonponui)-4-merokcu-1,3-oxcaso-
Jbl (6a—B) MOTYYEHBI IO OMMMCAHHOW PAaHEE METOIUKE
[37]. Cmech 28 MMOIJb ANXJIOPAKPUIOBOH KUCIOTHI S,
42 mn (84 MMonTp) 2 H. pacTBOpa METHJIaTa HATPHs U
80 mu metanona nepememuBanu npu 20-25°C B Teue-
Hue 240 4. 30bITOK pacTBOPUTEIIS YAAJISIIH B BaKyy-
Me, ocTatok obpadareBamy 150 MJT BOABI U OKCTparu-
POBAJIN XJIOPUCTBIM METHIICHOM (3 X 30Mi1). DKCTpaKT
MIPOMBIBAJIM BOJIOM (4 % 5 mur) u cymmiu Na,SO,, pac-
TBOPUTENb yAASUIU B BAaKyyMe.

4-Metokcu-2-penuni-1,3-okcazon (6a). Brixon
67%, T. 1. 65—67°C (rekcan) (1. w1. 65-67°C [37]).
UK cnektp, v, cM~': 660, 689, 721, 776, 838, 933, 983,
1047,1066, 1105, 1173, 1254, 1304, 1352, 1450, 1498,
1599, 2839, 2937, 3117. Cnekrp SIMP 'H (CDCl,), 6,
M. 11.: 3.82 ¢ (3H, OCHj,), 7.15 ¢ (1H, C°H), 7.41-7.42
M (3H, Hy,), 7.97-7.99 m (2H, H,,). Macc-cnexTp,
m/z: 176 [M + H]". Haiineno, %: C 68.75; H 5.50; N
8.04. C,(HyNO,. Beruncneno, %: C 68.56; H 5.18; N
8.00.

4-MeTokcu-2-(3-meTokcupenun)-1,3-okcaszon
(60). Beixon 67%, xxentoe macio. UK cnekrp, v, cm !
682, 738, 755, 1036, 1219, 1254, 1338, 1457, 1490,
1594. Cnexrp IMP 'H (CDCly), 8, m. x.: 3.85 ¢ (6H,
20CH,), 6.98 1 (1H, H,,, *Jyy 8.0 Tw), 7.17 ¢ (1H,
CH), 7.32 v (1H, H,,, *Ji5 8.0 T'm), 7.59 ¢ (1H, H,,),
7.60 n (1H, Hy,, 3Jyy 8.0 T'u). Macc-ciektp, m/z:
206 [M + H]*. Haitneno, %: C 64.58; H 5.70; N 7.03.
C,;H{NO;. Beruucneno, %: C 64.38; H 5.40; N 6.83.

4-MeTokcu-2-uukiaonponui-1,3-okcazon (6B).
Brixon 37%, xentoe Macio. UK cnextp, v, cMm': 956,
1027,1055,1096,1155,1273,1608,1651.Cnexkrp AMP
"H (CDCly), §, M. 1: 0.96-1.02 M (4H, CHyuxnonpormn)»
1.92-1.95 m (1H, CH,ynompoman)s 3-72 ¢ (3H, OCHy),
6.91 ¢ (1H, C°H). Macc-cnekrp, m/z: 140 [M + H]".
Haiineno, %: C 60.67; H 6.81; N 10.29. C;HgNO,.
Brrancaeno, %: C 60.42; H 6.52; N 10.07.
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3amemiennble 1H-nuppoa-2,5-guonbl (7a—x)
TIOJTy9IeHBI TI0 MeTomuke [38].

1H-ITuppoa-2,5-quon (7a). Beixon 91%, T. mi.
96-98°C (r. mn. 92-94°C [39]). UK crnektp, v, cM '
417, 625, 645, 679, 720, 725, 841, 936, 1138, 1153,
1300, 1340, 1621, 1708, 1772, 1802. Cnekrp SIMP 'H
(AMCO-dy), 6, m. a.: 6.83 ¢ (2H, CH), 10.82 ymr. ¢
(1H, NH). Macc-cuekrp, m/z: 98 [M + H]". Haiineno,
%: C 49.55; H 3.20; N 14.30. C,H;NO,. Boruncneno,
%: C49.49; H 3.12; N 14.43.

1-Metuia-1H-nuppoia-2,5-nuon  (76). Bwixon
94%, 1. . 111-113°C (1. 1. 96°C [40]). UK crexTp,
v, em i 612, 631, 668, 696, 831, 940, 1180, 1253,
1387, 1400, 1439, 1457, 1587, 1600, 1673, 1702,
1721, 1752, 1766, 3095, 3102. Cnexrp SIMP 'H
(AMCO-dy), 6, m. n.: 2.96 ¢ (3H, CHj3), 6.67 ¢ (2H,
CH). Macc-cniekrp, m/z: 112 [M + H]". Haiineno, %:
C 54.30; H 4.70; N 12.90. CsHsNO,. Berancieno, %:
C 54.06; H 4.54; N 12.61.
1-(4-Metokcudpennn)-1H-nuppoa-2,5-1uon
(78). Beixon 94%, T. 1. 149—151°C (1. . 153-154°C
[41]). UK cmekTp, v, cm': 445, 550, 600, 690, 711,
800, 812, 830, 1072, 1145, 1213, 1225, 1252, 1371,
1402, 1510, 1673, 1710, 1722, 1748. Cnexrp SIMP 'H
(CDCl3), 8, m. 1.: 3.83 ¢ (3H, OCH3;), 6.83 ¢ (2H, CH),
6.98 1 (2H, Hy,, *Jyy 8.8 Tn), 7.22 1 (2H, H,,, *Juy
8.8 I'ir). Macc-criextp, m/z: 204 [M + H]". Haiineno,
%: C 65.20; H 4.66; N 7.10. C;;HyNO;. Brruucneno,
%: C 65.02; H 4.46; N 6.89.
1-(4-®T1opdennn)-1H-nuppona-2,5-quon  (7r).
Berxon 90%, 1. mn. 136-138°C (1. mn. 136-138°C
[42]). UK crmektp, v, em 1 450, 515, 599, 685, 713,
769, 819, 837, 1073, 1150, 1204, 1231, 1262, 1374,
1392, 1409, 1515, 1680, 1713, 1721, 1750. Cuextp
SIMP 'H (CDCl,), 8, m. 11.: 6.84 ¢ (2H, CH), 7.14-7.16
M (2H, H,,), 7.30-7.32 m (2H, H,,). Macc-cnekrp,
m/z: 192 [M + H]*. Haiigeno, %: C 63.05; H 3.50; N
7.53. C(H¢FNO,. Beruncneno, %: C 62.83; H 3.16;
N 7.33.
ITua-4-(2,5-q1uokco-2,5-quruapo-1H-nuppo.a-
1-un)o6enszoar (7a). Beixon 83%, 1. mn. 113-115°C
(1. mn. 114-116°C [43]). UK cnekTp, v, cM': 688,
703, 766, 828, 834, 857, 1108, 1144, 1175, 1256,
1284, 1308, 1385, 1397, 1414, 1512, 1605, 1709,
1716. Cnexrp SIMP 'H (CDCly), 8, m. a.: 1.38-1.40
Mm (3H, CH,CHj;), 4.36-4.39 m (2H, CH,CH;), 6.87 ¢
(2H, CH), 7.48 0 (2H, Hy,, /iy 8.6 T'n), 8.14 1 (2H,
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H,,, 3y 8.6 Ti). Macc-cnektp, m/z: 246 [M + H]".
Haiineno, %: C 63.95; H 4.75; N 5.94. C;3H,;|NO,.
Brrancneno, %: C 63.67; H 4.52; N 5.71.

1-(4-9Toxcudenni)-1H-nuppoa-2,5-quon (7e).
Boixon 85%, T. min. 116-118°C (1. mn. 133-134°C
[44]). UK cniekTp, v, em 1 519, 687, 719, 831, 1035,
1047, 1115, 1153, 1172,1256, 1301, 1401, 1415, 1476,
1518, 1660, 1704, 1750. Cunextp SIMP 'H (CDCI;),
o, M. 1 : 1.41-1.43 m (3H, CH,), 4.04-4.06 m (2H,
CH,CH,), 6.82 ¢ (2H, CH), 6.97 1 (2H, H,,, */uy
8.8 '), 7.22 1 (2H, Hy,, *Jyy 8.8 T'm). Macc-cniextp,
m/z: 218 [M + H]". Haiigeno, %: C 66.58; H 5.35; N
6.67. C;3H;|NO,. Boraucneno, %: C 66.35; H 5.10;
N 6.45.

1-(3,4-AnmeTnndenni)-1 H-nuppona-2,5-1moH
(7). Beixog 90%, 1. . 130-132°C (T. mi. 152—
154°C [45]). UK criektp, v, cm 1: 442, 596, 610, 676,
690, 711, 818, 830, 844, 883, 1080, 1146, 1375, 1390,
1414, 1449, 1710. Cnexrp AIMP 'H (CDCl), 8, m. 1.
2.29 ¢ (6H, 2CH3;), 6.82 ¢ (2H, CH), 7.06—7.14 m (2H,
H,,), 7.23 n (1H, H,,, 3/ 8.1 Ti). Macc-crekTp,
m/z: 202 [M + H]". Haiigeno, %: C 71.88; H 5.66; N
6.71. C{,H;;NO,. Brerancneno, %: C 71.63; H 5.51;
N 6.96.

4-Apna(uukaonponuia)-6-meroxcu-1H-nuppo-
a0[3,4-c]lnupunun-1,3(2H)-quonnt (8a—c). Cwmech
1.4 mmone coenubenud 6 u 1.4 MMOJIb cOeqUHEHHUS
7 B 3.5 MJI KCHJI0J1a KUIIATWIA B T€UeHUue 4 4 U COo-
enquHeHui 6a, 0 u 1 u gua coequHenus 6B. Ocamok
OoT(hWIBTPOBBIBAIIN, TPOMBIBaIK 1 M1 OeH30:1a, CyIIH-
JIX Ha BO3AYXE M OUUIIAIH TMEPEKPUCTALTU3ANNCH U3
ATUIIAIETATA.

6-MeTtokcu-4-pennn-1H-nupposo|3,4-clnu-
puann-1,3(2H)-nuon (8a). Berxom 60%, T. tur. 225—
227°C. UK cnekTp, v, cM': 632,685,747, 1109, 1212,
1408, 1448, 1469, 1573, 1625, 1733, 2738, 3075,
3191. Cnekrp SIMP 'H (IMCO-d), &, m. 1: 4.02 ¢
(3H, OCHy), 7.11 ¢ (1H, C'H), 7.49-7.50 m (3H, H,,),
7.99-8.00 1 (2H, Hy,, 3y 5.6 T1), 11.53 ym. ¢ (1H,
NH). Macc-cniekrp, m/z: 255 [M + H]". Haiizeno, %:
C 65.95; H 4.12; N 10.84. C,4H,(N,O;. Beruucneno,
%: C 66.14; H3.96; N 11.02.

2-Metuna-6-merokcu-4-penni-1H-nuppo-
a0[3,4-clnupuann-1,3(2H)-quon (86). Berxox 79%,
T. 1. 153-154°C. UK cnektp, v, cM ' 746, 1252,
1405, 1449, 1626, 1727. Cunextp SIMP 'H (CDCI,),
S, M. 1.0 3.18 ¢ (3H, CH;3), 4.13 ¢ (3H, OCH;), 7.11 ¢
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(1H, CH), 7.49-7.52 m (3H, H,,), 8.08 m (2H, H,,).
Macc-cniekrp, m/z: 269 [M + H]'. Haiizeno, %: C
66.96; H 4.31; N 10.23. C,sH,,N,05. Beraucieno, %:
C67.16; H4.51; N 10.44.

6-MeTtokcu-2-(4-mertoxkcudenun)-4-denu-
1H-nuppono|3,4-clnupuaun-1,3(2H)-1uon  (8B).
Boixon 80%, T. 1. 192-194°C. UK cnektp, v, cM '
680, 747, 821, 1032, 1095, 1169, 1212, 1254, 1382,
1471, 1515, 1626, 1723. Cnektp SIMP 'H (CDCl,), 8,
M. a.: 3.85 ¢ (3H, OCH;), 4.17 ¢ (3H, OCH,), 7.01
(2H, Hy,, 3/ 8.8 T), 7.22 ¢ (1H, C'H), 7.34 n (2H,
Hy,, 3y 8.8 ), 7.51-7.53 M (3H, Hy,), 8.12-8.14 M
(2H, H,,). Macc-cniekrp, m/z: 361 [M + H]". Haiize-
HO, %: C 70.22; H4.41; N 7.90. C,;H;4(N,O,. Borunc-
neHo, %: C 69.99; H 4.48; N 7.77.
6-MeTokcu-4-¢pennua-2-(4-propdenna)-
1H-nuppono|3,4-clnupugun-1,3(2H)-quon  (8r).
Boixon 45%, T. 1. 217-218°C. UK cnektp, v, cM L
749, 1091, 1110, 1213, 1234, 1366, 1388, 1409, 1450,
1471, 1515, 1625, 1721. Cnexrp AMP 'H (CDCl,), 3,
M. 1.:4.17 ¢ (3H,O0CH;), 7.17-7.23 m (3H, C"H+ Hy,),
7.40-7.43 m (2H, H,,), 7.51-7.52 m (3H, H,,), 8.09—
8.10 m (2H, H,,). Macc-criekrp, m/z: 349 [M + H]".
Haiineno, %: C 68.76; H 3.54; N 7.83. C,oH3FN,0;.
Brranciaeno, %: C 68.96; H 3.76; N 8.04.
4-(6-MeTtokcu-1,3-qnuoxkco-4-penna-1,3-qu-
ruapo-2H-nuppoao|3,4-c|nupuaun-2-us)dTHJI-
oenszoar (81). Beixom 49%, 1. min. 130-132°C. UK
CIIEKTD, V, cm': 835, 1111, 1277, 1382, 1471, 1627,
1722. Cnextp SIMP 'H (CDCly), 8, m. 1.: 1.38 T (3H,
CH,CHj;, 3Jyy 7.4 T), 4.14 ¢ (3H, OCH3), 4.37  (2H,
CH,CH;, 3,y 7.0 T), 7.20 ¢ (1H, C'H), 7.49-7.51
M (3H, Hy,), 7.53 1 (2H, Hy,, *Jyy 8.8 '), 8.04-8.07
M (2H, Hy,), 8.15 1 (2H, H,,, 3Jyy 8.8 I'm). Macc-
criextp, m/z: 403 [M + H]". Haiineno, %: C 68.90; H
4.65; N 7.18. C53HgN,O5. Beraucneno, %: C 68.65;
H4.51; N 6.96.
6-MeTtokcu-4-¢pennna-2-(4-3Tokcudpenna)-
1H-nuppono[3,4-clnupuaun-1,3(2H)-nuon  (8e).
Boixon 53%, T. 1. 191-193°C. UK cnektp, v, cM L
1255, 1396, 1473, 1515, 1630, 1718. Cnexrp SIMP 'H
(CDCly), 8, M. 1.: 1.45 1 (3H, CH,CHj, 3Jyyy; 7.0 T'),
4.10x (2H, CH,CH3, *Jiy; 7.0 T'), 4.15 ¢ (3H, OCHj),
7.01 1 (2H, H,,, 3 /iy 8.8 Tn), 7.22 ¢ (1H, C’H), 7.31 1
(2H, Hy,, 3y 8.8 T, 7.51-7.54 M (3H, Hy,), 8.10—
8.13 m (2H, H,,). Macc-cniekrp, m/z: 375 [M + H]".
Haiineno, %: C 70.43; H 5.04; N 7.78. C5,H;gN,O,.
Beranciieno, %: C 70.58; H 4.85; N 7.48.

2-(3,4-JumeTtundenny)-6-merokcu-4-ge-
Huia-1H-nuppoao|3,4-c]-nupuaun-1,3(2H)-auoun
(8:xx). Brixoxg 95%, 1. mn. 211-212°C. UK cnexrtp,
v, cM 't 748, 1384, 1473, 1629, 1720. Cnektp SIMP
'H, (CDCl;), 8, m. 1.: 2.31 ¢ (6H, 2CHj,), 4.17 ¢ (3H,
OCH,), 7.13-7.28 M (4H, H,, + C'H), 7.51-7.53 M
(3H, H,,), 8.13-8.15 m (2H, H,,). Cuextp IMP '*C
(CDCly), &, M. n.: 19.5, 19.9, 54.9, 104.6, 114.7,
124.2,127.7,127.8,128.0, 128.1, 129.0, 130.2, 130.3,
130.6,135.7,137.2,137.6, 144.5, 156.3, 165.2, 166.1,
166.7. Macc-cniekrp, m/z: 359 [M + H]*. Haiineno, %:
C 73.59; H 4.82; N 7.85. C,,HgN,O5. Beruncneno,
%: C 73.73; H 5.06; N 7.82.

2-MeTua-6-mertokcu-4-(3-MmeToxkcudeHu)-
1H-nuppono[3.4-clnmpuaun-1,3(2H)-quon  (83).
Brixon 54%, T. mn. 155-157°C. UK cnektp, v, cM
754, 986, 1248, 1375, 1405, 1435, 1473, 1625, 1721.
Cnextp SIMP 'H (CDCly), 8, m. 1.: 3.18 ¢ (3H, CH3),
3.91 ¢ (3H, OCH;), 4.12 ¢ (3H, OCH;), 7.06 n (1H,
Hy,, 3y 8.3 Tw), 7.12 ¢ (1H, C'H), 7.42 v (1H, H,,,
3Jyuy 8.8 Tm), 7.71 o (2H, H,,, *Jyy 7.7 T'm). Macc-
criextp, m/z: 299 [M + H]". Haiineno, %: C 64.48; H
4.63; N 9.44. C,(H4N,0,. Beruucneno, %: C 64.42;
H 4.73; N 9.39.

6-MeTtokcu-4-(3-meroxcudenuni)-2-(4-propde-
Huia)-1H-nuppouao|3,4-clnupunun-1,3(2H)-guon
(8u). Brrxom 43%, 1. . 249-250°C. UK cnektp, v,
cm': 754, 814, 1092, 1110, 1135, 1182, 1204, 1228,
1357, 1470, 1514, 1576, 1598, 1626, 1721. Cuextp
SIMP 'H (JIMCO-dy), 8, m. a.: 3.88 ¢ (3H, OCHj),
4.15 ¢ (3H, OCHy), 7.10 1 (1H, Hy,, 3Jyy 5.6 I'n),
7.27 ¢ (1H, C'H), 7.33-7.34 m (2H, H,,), 7.42-7.43
M (1H, Hy,), 7.48-7.49 m (2H, H,,), 7.67-7.69 m (2H,
H,,). Macc-cniektp, m/z: 379 [M + H]. Haiineno, %:
C 66.40; H 3.75; N 7.28. C,H,5FN,O,. Bsruncneno,
%: C 66.66; H 4.00; N 7.40.

4-(6-MeTokcu-4-(3-metoxcudenu)-1,3-gu-
okco-1,3-nurunpo-2H-nuppoJo|3,4-clnupuaun-
2-ua)dyTuadensoar (8x). Beixon 80%, 1. mi. 172—
173°C. UK cnektp, v, em 't 1105, 1250, 1277, 1380,
1413, 1472, 1512, 1628, 1721. Cnekrp SIMP 'H
(CDCly), 6, m. n.: 1.42 1 (3H, CH,CHj, 3Ty 7.0 T,
3.89 ¢ (3H, OCH;), 4.17 ¢ (3H, OCH,;), 4.42 x (2H,
CH,CH;, 3Jiyq 7.0 T), 7.08 o (1H, Hy,, >y 7.9 T'r),
7.23 ¢ (1H, C'H), 7.43 T (1H, H,,, 3Jyyy 7.3 T'n), 7.57
1 (2H, Hy, 3Jyy 8.3 Tm), 7.67-7.71 m (2H, Hy,),
8.17 1 (2H, H,, *Jyy 8.3 T'm). Macc-cniektp, m/z:
433 [M + H]". Haiineno, %: C 66.79; H 4.82; N 6.42.
C,4H,yN,O4. Beraucneno, %: C 66.66; H 4.66; N 6.48.
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6-Metokcu-4-(3-metoxkcupenni)-2-(4-3Tokcu-
¢pennn)-1H-nuppoJo|3,4-c]-nupuaun-1,3(2H)-nu-
oH (8.1). Brixon 32%, 1. mn. 178-180°C. UK cnextp,
v, em: 1027, 1104, 1253, 1360, 1374, 1392, 1465,
1519, 1619, 1710, 1724. Cunextp SIMP 'H (CDCl,),
5, m. 1.0 1.44 T (3H, CH,CH;, 3Jyyy 7.1 T, 3.89 ¢
(3H, OCH;), 4.08 x (2H, CH,CHj;, 3Jyy; 7.1 T, 4.16
¢ (3H, OCH;), 7.00 1 (2H, H,,, *Jyy 8.8 T'm), 7.07 1
(1H, Hy,, *Jyyy 8.1 T), 7.22 ¢ (1H, C'H), 7.30 1 (2H,
Hy,, *Jyy 8.8 T), 7.42 1 (1H, H,, 3y 8.1 T), 7.70—
7.75 m (2H, H,,). Macc-criektp, m/z: 405 [M + H]".
Haiineno, %: C 68.44; H 5.14; N 6.82. C,3H,(N,Os.
Brruucneno, %: C 68.31; H 4.98; N 6.93.

2-(3,4-Aumetuiadennn)-6-metoxkcu-4-(3-me-
Tokcupenua)-1H-nuppoao-[3,4-clnupuaun-
1,3(2H)-puon (8m). Beixog 50%, 1. 1. 186-187°C.
UK cnektp, v, cM': 1204, 1386, 1404, 1470, 1627,
1718, 1721. Cnextp SIMP 'H (CDCly), o, m. n.:
2.32 ¢ (6H, CHj3), 3.89 ¢ (3H, OCHj;), 4.16 ¢ (3H,
OCHj;), 7.08 1 (1H, Hy,, 3/ 7.7 Tu), 7.15 1 (1H,
Hy,, 3y 7.7 Tw), 7.18 ¢ (1H, Hy,), 7.22 ¢ (1H, C’H),
7.27 n (1H, Hy,, 3Jyy 7.3 T), 7.42 1 (1H, Hy, 3y
7.7 Tn), 7.73 0 (2H, Hy,, /iy 7.7 T). Cuextp SIMP
BC (CDCl), 8¢, M. 1.2 19.5, 19.8, 54.9, 55.5, 104.7,
114.7, 115.5, 116.5, 116.6, 122.6, 124.2, 127.8, 129.0,
130.2,137.1,137.3,137.6, 144.6, 156.1, 159.3, 165.2,
166.1, 166.7. Macc-cuexktp, m/z: 389 [M + H]". Haii-
neno, %: C 70.97; H 5.00; N 7.29. C53H,(N,0,. BoI-
gucieno, %: C 71.12; H5.19; N 7.21.

2-MeTua-6-metokcu-4-uuKJaonponui-1 H-nup-
poJo[3,4-clnupuann-1,3(2H)-nuon  (81). Brixon
52%, T. mn. 158-160°C. UK cnektp, v, cM 't 754,
942, 986, 1172, 1273, 1325, 1384, 1437, 1450, 1474,
1591, 1619, 1711. Cnekrp SIMP 'H (CDCly), 8, m. 1.:
1.12-1.16 m (2H, CH,ynonpormn)s 1-24-1.27 M (2H,
CH2HHKJ‘[O]‘Ip01‘II/IH)’ 3.07-3.12m (lHa CHHHKHOHPO]‘IHJ’I)’ 3.17
¢ (3H, CHy), 3.95 ¢ (3H, OCH,), 6.85 ¢ (1H, C'H).
Macc-cniekrp, m/z: 233 [M + H]'. Haiineno, %: C
62.09; H 5.03; N 12.16. C;,H,N,O3. Boruucneno, %:
C 62.06; H 5.21; N 12.06.

6-MeTokcHu-4-muKJIoONponui-2-(4-propde-
Hun)-1H-nuppono|3,4-clnupuaun-1,3(2H)-auon
(80). Beixog 45%, T. . 173—-176°C. UK cnektp, v,
em 1 522, 574, 759, 812, 836, 887, 910, 1129, 1386,
1472,1513, 1603, 1630, 1712, 1770. Cnexrp SIMP 'H
(CDCLy), 8, m. a.: 1.16-1.21 m (2H, CHyyyinonporun)s
1.29-1.33 m (2H, CHyyynonpomn)s 3-12-3.16 m (1H,
CH,jcnonporn)s 3-99 ¢ (3H, OCHj), 6.95 ¢ (1H, C’H),
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7.20-7.27 m (2H, H,,), 7.38-7.42 m (2H, H,,). Macc-
crexrp, m/z: 313 [M + H]". Haiineno, %: C 65.44; H
4.01; N 8.53. C;H3FN,O;. Brruucneno, %: C 65.38;
H 4.20; N 8.97.
4-(6-Metokcu-4-muraonponui-1,3-nruokco-
1,3-nuruapo-2 H-nuppoao|[3,4-clnupuaun-2-u)-
sTuiaden3oar (8m). Boixon 36%, 1. mn. 174-176°C.
UK cnektp, v, cM 1 762, 820, 927, 1019, 1107, 1269,
1382, 1470, 1597, 1623, 1715. Cnexrp SIMP 'H
(CDCly), 8, m. .2 1.12-1.17 m (ZH, CHypnompormn)s
1.28-1.33 M (ZH, CH,yn0mpormn)» 1-42 1 (3H, CH,CH;,
3y 7.2 T, 3.12-3.15 M (1H, CH, 0 0mpomn)s 3-98 €
(1H, OCH,), 4.42 x (2H, CH,CHj;, *J; 7.2 T, 6.95
¢ (1H,C'H), 7.57 n 2H, H,,, *Jyy; 8.0 T'w), 8.19 1 (2H,
H,,, *Jyy 8.0 T'm). Macc-cniextp, m/z: 367 [M + H]".
Haiineno, %: C 65.40; H 5.01; N 7.47. C,,HgN,Os.
Brrancaeno, %: C 65.57; H 4.95; N 7.65.

6-MeTokcH-4-nuKJIONPONNI-2-(4-3TOKCU e-
Huia)-1H-nuppoino|3,4-clnupunuu-1,3(2H)-quon
(8p). Bexox 83%, 1. . 184-185°C. UK cmektp,
v, ecM 't 725, 938, 1103, 1115, 1150, 1172, 1248,
1330, 1383, 1425, 1475, 1515, 1600, 1630, 1709.
Cnextp SIMP 'H (CDCl,), §, m. a.: 1.13-1.17 m (2H,
CH2HI/IKJ‘IOHPOHHJ‘I)’ 1.27-1.32 M (2H= CHZHHKHOHPOHI/IH)’
1.46 T (3H, CH,CH;, 3Jyyy 6.7 T), 3.12-3.16 m (1H,
CH yenonpomun)s 3-97 ¢ (3H, OCHjs), 4.08 x (2H,
CH,CHj;, 3Jyy 6.7 Tn), 6.92 ¢ (1H, C'H), 6.99 1 (2H,
H,,, 3y 8.6 '), 7.29 1 (2H, H, , 3Jiy 8.6 T'1r). Mace-
criextp, m/z: 339 [M + H]". Haiineno, %: C 67.57; H
5.52; N 8.17. C1oHgN,O,. Berancneno, %: C 67.45;
H 5.36; N 8.28.

2-(3,4-InmeTniipeHuT)-6-MeTOKCU-4-IIUKIO-
nponui-1H-nuppoJo[3,4-c]-nupuann-1,3(2H)-nu-
oH (8¢). Beixon 51%, 1. 1. 145-147°C. UK cmexkrp, v,
em ! 816, 1111, 1273, 1329, 1383, 1406, 1598, 1624,
1706. Cnextp SIMP 'H (CDCl,), §, m. 1.: 1.13-1.17 m
(2H7 CH2HHKH0Hp0HI/IH)9 1.27-1.32m (2H7 CH2HHKH0HpOHI/IH)9
2.32 ¢ (6H, CHy), 3.12-3.18 m (1H, CH yconporn)s
3.97 ¢ (3H, OCH;), 6.94 ¢ (1H, C'H), 7.12 n (1H, H,,,,
3Ty 8.1 Tw), 7.17 ¢ (1H, Hy,), 7.26 1 (1H, Hy,, *Jyy
8.1 T'). Macc-cniekrp, m/z: 323 [M + H]". Haiineno,
%: C 70.57; H 5.62; N 8.74. C,yH,3N,05. Brruucne-
HO, %: C 70.79; H 5.63; N 8.69.
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Synthesis of New 1H-Pyrrolo[3,4-c]pyridine-1,3(2H)-diones
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A method for the synthesis of new substituted 1H-pyrrolo[3,4-c]pyridine-1,3(2H)-dions was proposed based on
the Diels—Alder type reaction of 4-methoxy-1,3-oxazoles with maleimide derivatives.

Keywords: 4-methoxy-1,3-oxazole, pyrrolo[3,4-c]pyridine, maleimide, Diels—Alder reaction
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