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[IpencraBieHbl pe3yabTaThl UCCIEAOBAHMS 10 CUHTE3y HOBBIX (DYHKIIMOHAJIBHO 3aMEIEeHHbIX |H-uH-
neH-1,3(2H)-nuona, naaenobenzodypana u 2,5-6en3onuaszonuna. Konaencammet Hunruapusa ¢ 2-(Mop-
¢domuH-4-11)- U 2-(mupunuH-2-mn)dtundenmikapdbamaramu npu 20°C u 2,6-au-mpem-0yTuiadeHonom mpu
MTOCTETICHHOM TIOBBIEeHUH TemmepaTypsl oT 0 10 20°C B KOHIIEHTPUPOBAHHOM CEPHOM KHUCIOTE MOTyYEHBI
cooTBeTcTBytomue 2,2-0nuc3amenienusie | H-uanen-1,3(2H)-quons! ¢ Beixogamu 62—-89%. 6-(1-Anaman-
Tin)-4b,9b-nurunpokcu-8-metmin-4b,9b-guruapo- 1 0H-uuaeno| 1,2-b16enzodypan-10-on u 6,3-au(mpem-0y-
Tin)-4b,9b-murunpoxcu-4b,9b-nurnapo-10H-nanenol( 1,2-b][ 1]16en3odypan-10-0H CHHTE3UPOBAHBI C BEICOKIMHI
(96-98%) BrIxomamu HarpeBanueM B senstHoH AcOH mpu 60°C auarnapuna ¢ 2-(1-amamanTtin)-4-metundge-
HOJIOM U 2,4-1u(mpem-6yTri)heHonaom cooTBeTcTBeHHO. KonaeHcanuel 6en3odypaHoB, coaepxanmx 1-amna-
MaHTWIBHBIA, mpem-Oy THIBHBIN U KapOaMaTHBIA (pparmenTsl, ¢ 99% >tunenaunamMuzoM mpu 20°C momydeHbl
HOBEBIE ITPOU3BOIHBIC 2,5-0eH30/Ma30IIMHA C MIPETapaTUBHBIME BhIxogaMu 80—-85%.

KiroueBrnle ciioBa: HUHTUAPWH, 3aMCIIICHHBIC (beHOJ'H)I, N—3aMeHIeHHI>Ie apI/IJlKap6aMaTI>I, IMPOU3BOAHBIC MHACHA,

OeH30dypaHa, 2,5-0eH3011a3011HA, KOHICHCAIIUS.

DOI: 10.31857/S051474922104011X

BBEJAEHUE

3aMelIeHHbIC NPOU3BOAHBIC HMHJCHA — LIEHHbIC
LIEJIEBbIE CTPYKTYphl B opranuueckoit [1-3] u menu-
LIWHCKON XUMUU [4—7], TIOCKOJIbKY OONIaar0T 3HAYH-
TEJIbHBIM TOTEHIMAJIOM OMOJIOrHYeCKOW aKTUBHOCTH
[8—10] m mmpoKo MPUMEHSIOTCS B KauecTBe (DyHKITH-
OHaJIbHBIX MarepuanoB [11]. MeTramioneHoBbIE KOM-
IUIEKCHl C HMHJCHOBBIMHU JIMTAHJAAMU TNPUMEHSIOTCS
KaK KaTaJIu3aTropbl MoJUMepu3anuu onepuHoB [12,
13]. Kpome Toro, unaeHoBbie cKad oIl BXOAIT B
COCTAaB PA3JINYHBIX NPUPOAHBIX [14, 15] u cuHTeTHYE-
CKUX COEIMHEHHH, 00anaromumx OnoI0rn4eckon ak-
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TUBHOCTHIO. Cpe/i HUX HaWJICHBI COCAMHEHUS C aH-
TUNponrdepaTHBHON aKTHBHOCTBIO [5], MHOTOIEINE-
BBIC areHTHI JTs JIedeHus1 Oone3nu Anblreiimepa [6],
HHrHOUTOPBI Pochonumassl A [7], acrporenst [16].

Panee HamMHM MoOKa3aHO, YTO KOHICHCALMS HUH-
rugpuHa ¢ MeTtwi(3Twi)-N-peHunkapoamMaraMu B
NPUCYTCTBUM KOHLIEHTPUPOBAHHOW CEPHOH Kuc-
sotel ipu 20°C mpuBOAMT K 0Opa30BaHMIO METHJI-
(Ttrn)-N-{4-[2-(4-{[MeTokcu(3TOKCH )KapOOHMI |-
amuHO } henmn)-1,3-auokco-2,3-muruapo- 1 H-unaen-
2-nn|pennn kapoamaroB [17].C wnenbio u3ydeHHs
rpaHyll MPUMEHUMOCTH JAHHOTO METO/a CHHTE3a
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Cxema 1

NHCO,CH,CH,Het
O
OH 2,3
H,S0,
OH
(0]
AN

H,80, |

Het = mopdomunammn, nupuanH-2-ui.

9THUX COCAWHEHUH HaMU M3yYeHa BO3MOXKHOCTH BBE-
JeHUsl B yKa3aHHOE MpeBpalleHne MeTHi-N-(pu-
nuH-2-nn)kapoamara (1), 2-(MopdonuH-4-1i)3Tri-
¢dennnkapbamara (2) u 2-(MUpUAMH-2-UI)ITHI(E-
Hukapbamara (3).

PE3VJIBTATBI 1 OBCYXK/JIEHUE

YcranoBieHo, 9To Kapbamar 1 He BCTyIaeT B pe-
aKIHUIO C HHHTUAPHUHOM, YTO, BEPOSITHO, OOBACHSIETCS
HU3KOW PEaKITMOHHOHN CIIOCOOHOCTHIO MUPUIMHOBOTO
KoJbLa. B To e Bpems kapOamarsl 2, 3 JIerko pea-
TUPYIOT C HUHTHIPUHOM C oOpa3oBaHueM 2-(2-mu-
puaraIN )3TUn-N-(4-{ 1,3-nmnoxco-2-[4-({[2-(2-mupu-
JUHIIT)ITOKCH |[KapOOHW } aMuHO ) perm |-2,3-nuru-
npo-1H-uanen-2-un } penmn)kapbamara (4) u 2-Mop-
dhonmuuodTUI-N-{4-[2-(4-{[(2-MOPPOIUHOITOKCH)-
kapOoHu |JaMuHO } peHnn)-1,3-a1uokco-2,3 - Turuapo-
| H-uapen-2-un|pennn j kapbamara (5) ¢ BbIXOJaMH
87-89% cooTBeTcTBeHHO (cXema 1).

OtMmeTruM, uto coeauHeHus 4, S BBLACIAIN MOCIE
pasz0aBIeHUsT PEAKITMOHHONW MACCHI JICISTHON BOJOW U
HEUTpaNIH3aIllii KUCIOTHl KOHICHTPUPOBAHHBIM aM-
MHAKOM.

Crpoenue 1,3-nuokco-2,3-nqurunpo-1H-uHaeHoB,
3aMEIIeHHBIX M0 TOJOKEHUI0 2 (eHnIKapOamMaTHbI-
MU pparmeHTamu 4, 5, noareepxaeHo merogamu UK
u SIMP 'H cnexrpockonuu. B cnexrpax IMP 'H mpu-
CYTCTBYIOT [JyOJIETHBIE CUTHAJbl § apOMaTHYECKHX
poTOHOB 2 (peHmITKapOaMaTHEIX (hparMeHTOB B 00J1a-
ctu 7.20-7.22 u 7.33-7.34 m.71.

B pa3Burtue uccienosanuii [ 18] mo cuHTE3y HOBBIX
COEIMHEHNH C TOTEHLUAIbHON aHTHOKCUAHTHOM aK-
TUBHOCTBIO W3y4YeHa KOHAeHcamus 2,6-mu-mpemOy-
Triagenona (6) ¢ HUHTUAPUHOM B MPUCYTCTBUH KOH-
LEHTPUPOBAHHON CEPHOM KUCIOTHI IIPU MOCTENEHHOM
noBsllIeHHH Temmneparypsl ot 0 1o 20°C.

YcTaHOBIIGHO, YTO KOHJICHCAIIUS 3aBepIiaeTcs 00-
paszoBanueM 2,2-6uc|3,5-mu(mpem-0yTin)-4-ruapox-

Cxema 2
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cudpenun|-1H-uanen-1,3(2H)-mnona (7) ¢ BBEIXOAOM
62% (cxema 2).

B UK cnexrpe coenunenus (7), Hapsay C MOJO-
camu normornenus C=C cBs3eil O0EH30ILHBIX KOJEII,
MPUCYTCTBYIOT IOJIOCHI IOMIOMEHUs npu 3365 u
1690 cm~!, 06ycIIOBICHHBIE COOTBETCTBEHHO BAJICHT-
HBIMU KOJICOAHUSIMU TUAPOKCUIIBHBIX W KapOOHHIIb-
HBIX TPYTIIL.

B cnekrpe AMP 'H 2,2-6uc[3,5-mu(mpem-6y-
i )-4-ruapoxcudenun -1 H-uaaen-1,3(2H)-auo-
Ha (7), Hapsiy C CHUTHAJAMHU MPOTOHOB MHJIEHOBOTO
(parmMeHTa, UMEIOTCS CUHIVICTHBIE CUTHANbBI B 00Ja-
ctu 1.39, 5.34 u 7.07 m.1., 00yCIIOBJICHHBIC MPOTOHA-
MU mpem-0y TUIBHBIX, THAPOKCHIIBHBIX TPYII U apo-
MaTH4Ye€CKUMH NPOTOHAMHU (EHONBHBIX (PPAarMEHTOB.

Panee HaMM yCTaHOBIICHO, YTO KUTISTYCHHE THIPOK-
CU3aMEeIIeHHBIX MeTHI-N-(eHIKapObaMaToB ¢ HHH-
ruapuHOM B e ssHoi AcOH npuBoauT k 06pa3oBaHUIO
MeTui-N-{4b,9b-auruapokcu-10-okco-9b,10-nuru-
npo-4bH-unaeno[1,2-b][1]6en3zodypan-6(7,8)-wmm} -
kapOamatoB [17] ¢ XOpOoIIMMH BBIXOAAMH.

C menpi0 TONy4YeHHS HOBBIX (PYHKIIMOHAIH-
3UPOBaHHBIX MPOU3BOAHBIX HMHACHO[ 1,2-h]0eH30-
(ypaHa HaMH W3yYEHO B3aUMOJCHCTBHE HUHIHU-
npunHa ¢ 2-(l-agamantun)-4-metundenonom (8) u
2,4-mu(mpem-6ytun)denonom (9) B JIeASHON yKCyC-
HOM KHCIIOTE.

Ha ocHOBaHMM M3y4eHUS CTPOCHUS MOJTYYECHHBIX
nponykroB meronamu UK, SIMP H CIIEKTPOCKOIUH
YCTaHOBJEHO, YTO PEAKIMs TPHUBOIUT K TIOTyde-
Huto  6-(1-agamanTtii)-4b,9b-nuruapokcu-8-MeTHII-
4b,9b-murnnpo-10H-unneno[1,2-b]6enzodypan-
10-oma (10) wu 6,3-mu(mpem-Oytun)-4b,9b-nurn-
Ipokcu-4b,9b-auruapo-10H-unaeno[ 1,2-b][ 1]6en30-
¢ypan-10-ona (11) ¢ Bexogamu 96 u 98% cootBet-
CTBEHHO (cxema 3).

Crpoenmne nmpon3BoaHbIX 6eH3odypana 10, 11 mon-
tBepxaeHo Mmeronamu UK u SAMP TH CIIEKTPOCKO-
muu. Tax, B cnekrpe AMP 'H Genszodypana 10, Haps-
Iy C TIPOTOHAMH OCH30JBHBIX KOJICIl, TPUCYTCTBYIOT
3 CUHIIETHBIX cUTHaja 15 mpoToHOB l-agaMaHTUIIb-
Horo ¢parmenTa (O 1.83, 2.12, 2.17 m.A.), cUHIIET-
HBIH CHTHAJI METHJIBHOM rpymisl (6 2.32 M.1.), a Tak-
YK€ CHHIJIETHBIE CUTHAIBI THAPOKCHUIIBHBIX TPYTI TPH
3.93u4.67 m.1.

[lomyueHHBIE COCMMHEHUS MPEICTABISAIOT 3HAUH-
TEJIbHBIN UHTEPEC B KAYECTBE IMOIYIPOILYKTOB B CHH-
T€3¢ Pa3HOOOPA3HBIX I'eTEPOIUKIMUSCKUX COCIUHE-
HUU, B 9aCTHOCTH, 2,5-0eH30111a3011MHOB [ 19], 006ma-
JTAFOIINUX OMOJIOTHYECKOH aKTHBHOCTBIO (CEAaTHBHOM,
AHTHKOHBYJILCAHTHOM, OaKTEPUIIUIHOM, TPAHKBHUIIU-
3aTOPHOM aKTUBHOCTHIO) [20].

B3aumoserictBuem 6-(1-amamanTi)-4b,9b-1-
UTHAPOKCH-8-MeTHI-4b,9b-nurnnpo-10H-unmneHo-
[1,2-b]6enzodypan-10-ona (10), 6,3-mu(mpem-0y-
TI)-4b,9b-qurunpokcu-4b,9b-nuruapo-10H-uH-
neHo[1,2-b][1]6en3odypan-10-ona  (11) u  me-
TuI-N-{4b,9b-gurunpoxcu-10-okco-9b,10-guru-
npo-4bH-unneno[1,2-b][1]6en3odypan-6(7,8)-umn}-
kapbamatoB 12-14 ¢ 99% »>TuneHAMAMHHOM MpU
20°C B Teuenue 2 49 nomy4densl 6-[[3-(1-amamanTnn)-
2-THIIPOKCHU-5-MeTHI(PeHIT |(THAPOKCH )METHII |-3,4 -
IUruapo-2,5-6enzonuasonun-1(2H)-ou (15), 6-{[3,5-
nu(mpem-0yTui)-2-ruipokcudernn | (rupoKcH)-
MeTun} -3,4-muruapo-2,5-6enzoauazonu-1(2H)-on
(16) m merun N-{2(3.,4)-ruapoxcu-4-[ruapokcu(6-
0kco0-3,4,5,6-TeTparuapo-2,5-0eH30/1ua301uH- 1 -1i)-
MmeTwi|pennn fkapbamarel 17-19 ¢ Bbixogamu 80—
85% (cxema 4).

Crtpoenne coenuHeHUR 15-19 moaTBepxaeHO Me-
Tonamu UK u SIMP 1H, B¢ cIieKTpockonuu. B cnek-
tpax SIMP 'H coenunennuii 15-19 4 nporona ¢par-

Cxema 3
0 OH
R 1
OH AcOH, A
+ —_—
OH
) R!
8,9 10, 11

R =1-Ad, R' = Me (8, 10); R =R' = #-Bu (9, 11).
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Cxema 4
R
1
0 R OH
OH OH
CO e Ao
@ =
(@)
10-14 15-19
R=1-Ad, R'=H, R*=Me (10, 15); R = R*=-Bu, R' = H (11, 16);
R =NHCO,;Me, R'=R?=H (12, 17); R=R?>=H, R' = NHCO,Me (13, 18);

R=R!=H,R?=

menta —CH,—CH,— 2,5-6eH3011a301]MHOBOTO IIUKJIA
MIPOSIBIIAIOTCS. B BHUJIEC 2 MYJABTHIUICTHBIX CUTHAJIOB B

obmactu 3.47-3.60 1 3.73-3.79 m.1.

B cnekrpax AMP 13C 3ameriennsix 2,5-0en3oaua-
3onuHOB 15-19, Hapsimy ¢ CUTHANIAMU JPYTHX aTOMOB
yTIIeposia, IPUCYTCTBYIOT CUTHAJIBI aTOMOB yTIIEpo/ia
2 metunenoBbIx rpyni (6 39.9-40.1, 40.3 m.x.), cur-
HaJl aTOMa yTIIePOo/ia, CBSI3aHHOTO C THIPOKCUTPYIIIIOHN

NHCO,Me (14, 19).

(6 73.3-83.1 m.x.), a Takxke curnan rpynmnsl C=N (&
161.5-162.6 m.71.) u kapOOHMIBHOM rpymmbl (& 171.3—
176.1 m.1.).

BeposTHbIli MEXaHM3M peaklUu MNPEACTaBICH Ha
cxeme 5.

HyxneodunbHas aTaka aroMOM a30Ta 3THIIEHANA-
MHHA 110 KapOOHWIBHOI rpymme coequHennid 10-14,
HaXOJSIINXCA B TAYyTOMEPHOM PABHOBECHUU C COEMHE-

Cxema 5

0 o OH
CLp o0y D o
Rl
OH O
O HO
10-14 10'-14'
R R
1 OH R! OH
R
v (L
OH R2
RZ Nlj —H20 _Nj
N ‘
N
H
0) o H
B 15-19
R=1-Ad, R' = H, R* = Me (10, 15); R = R*> = +-Bu, R' = H (11, 16); R = NHCO,Me, R' = R> = H (12, 17);

R=R*=H,R!'=
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aussvu 10'-14' [17], mpuBoauT K 00pa30BaHHUIO aMUIA
A, KOTOpBII B pe3yJIbTaTe BHYTPUMOJIEKYJIIPHOU HY-
KJIeO(hUITHFHOW aTaku aMHHOTPYIIION TT0 APYTOH Kap-
OOHHMJILHOM rpymIie NpeBpaliaeTcs B uHTepMeanar B,
MTOJIBEPTAIONINIACS Jlajiee JIeruparaiun ¢ o0pa3oBa-
HUEM BOCBMHUYJICHHOTO LIMKJIa POU3BOIHBIX 2,5-0¢H-
3oauazonuaa 15-19.

OKCIIEPUMEHTAJIBHA A YACTD

Crextpst AMP 'H u '3C 3amucans! Ha ciekrpome-
tpe Bruker DRX 500 (CILA) (500 u 126 MI't coot-
BeTcTBeHHO) B Me,CO-dg nnn IMCO-dg, BHYTpeH-
Huit crangapt TMC. UK cnekrpsl uzmepensl Ha MK
Oypre-cniekrpodoromerpe InfraLUM FT-02 (Poccwus)
B unTepBane 4000400 cm~' B KBr. Ynctory momy-
YEHHBIX COCTUHEHUH KOHTpomrpoBaiu Metogom TCX
Ha ractuHax Silufol UV-254 («Chemapoly, Uexus),
MIPOSIBIICHUE B Tapax Hoja. DJIEMEHTHBIA aHAIHU3 BbI-
nonaeH Ha npudope «Perkin-Elmer Series 11 2400»
(Perkin-Elmer, CIIA). B pabote ucronb30BaHbl KOM-
Mepueckue peakTtuBbl GupMm «Aldrich», «Sigmay,
«Alfa Aesar» (CHIA). Cunre3 metun-N-{4b,9b-nuru-
npokcu-10-oxco-9b,10-murnapo-4bH-unneno[ 1,2-b]-
[1]6en30dypan-6(7,8)-mi}kapbamaros 12-14 ocy-
IECTRISUIM o MeToauke [17].

2-Mopgoaunodrtua-N-{4-[2-(4-{[(2-mopo-
JIMHOITOKCH)KapOonug|amuno}dennn)-1,3-gu-
0KC0-2,3-nuruapo-1H-unaen-2-unialdgenuna}kap-
oamar (4). K oxnaxnennoit no 0°C cmecu 0.997
(5.6 Mmmop) HEHTHAPYUHA B 10 MIT KOHIICHTPHPOBAH-
HOW cepHOU kuciaoThl B TeueHue 0.5 4 moOamisuiu
2.8 r (11.2 mmons) 2-(MopdommH-4-1m1)dTrindeHmI-
kapOamarta (2), peakIMOHHYIO MacCy TepeMeIINBaIN
pu 25°C B Teuenue 8 4, BeutMBamu Ha 10—12 T nmb1a,
KHCJIOTY HEWTPaJM30BaId KOHLEHTPUPOBAHHBIM aM-
MHAKOM H TIPOAYKT PEaKIUH IKCTPArHPOBAIU XJIO-
podopmom (3x15 mir). DKCTpaKT MPOMBIBAIN BOAOH,
10%-HBIM pacTBOpPOM XJIOpHJA HATpUs M CYIIMIH
0e3BofHBIM Ccynb(haTom MarHus. PacTtBoputens yma-
JISUTM Ha POTAlMOHHOM Hcnaputenie. OCcTaToK ouuina-
U nepekpuctaumzanuei u3 60% stanona. Brixon
3.13 1t (87%), OecuBeTHbIC KpUCTAUIbI, T.IUL 204—
205°C. UK cnektp, v, em!: 3310 (NH), 1670, 1712
(C=0), 1610, 1585, 1575 (C=Cypoy). Crexrp SAMP
"H (aueron-dy), 8, m.a.: 2.22-2.35 m (8H, 2CH,~N—
CH,), 2.94-3.02 m (4H, 2CH,), 3.53-3.67 M (8H,
2CH,—0-CH,), 4.08 T (4H, 20CH,, J 5.8 I'n), 7.20
1 (4H J 84 T'm), 7.33 n (4H J 8.4 Tn), 7.88

apom> apom>

T (2Hgpoy, J 7.4 Tm), 8.05 1 (2H,p0y, J 7.4 T'mr), 9.58
ym.c (2H, 2NH). Haiineno, %: C 65.30; H 5.75; N
8.56. C35H3gN,4Og. Beruucneno, %: C 65.42; H 5.92;
N 8.72.

2-2-IInpuanuui)’Tua-N-(4-{1,3-nokco-2-[4-
({[2-(2-nuuauHUI)ITOKCH | KapOOHMI} aMuHO)de-
Hui|-2,3-quruapo-1H-unnen-2-un} gpenunn)kapoa-
Mar (5) nonyyanu no NPUBEACHHOMN BBILLE METOIUKE
B3aumozeicteueM 0.997 r (5.6 MMoib) HUHTHpPUHA
n 2.72 r (11.2 Mmoms) 2-(TupuanH-2-1i1 )3 THI() SHATI-
kapbamara (3). Beixon 3.1 r (89%), T, 109-110°C.
UK cnextp, v, cm ': 3314 (NH), 1675, 1710 (C=0),
1615, 1585, 1574 (C=Cyy,,). Criextp SIMP 'H (ane-
TOH-dg), 8, Mm..: 3.12 T (4H, 2CH,, J 6.5 I'y), 4.34 T
(4H, 20CH,, J 6.5 I'n), 7.07 T (2H,50, J 6.4 T'w), 7.22
I (4H 0y, J 8.4 T'm), 7.26 1 (2H,p0,,, J 6.01'1), 7.34 1
(4H J 8.4 T'n), 7.48 1 (2H,p0y, J 6.0 '), 7.89 1
(2H J 7.4 I'm), 8.08 1 (2H,p0y, J 7.4 T'm), 8.43 11
(2H,pop J 6.0 T'r), 9.61 yur.c (2H, NH). Haiinero, %:
C 70.75; H 4.56; N 9.02. C57H;(N,4O¢4. Boruncneno,
%: C 70.93; H4.79; N 8.95.

apom? OM?

apom>

2,2-buc|3,5-nu(mpem-6yTnia)-4-rugpoKcu-
¢pennn|-1H-ungen-1,3(2H)auon (7). Kcmecn 0.997
(5.6 mMonb) HUHTHAPUHA U 10 MJI KOHIIEHTPUPOBaH-
HOW CepHOW KHCIIOTHI MEUIEHHO B T€UEHHE 2 U MPHU
WHTCHCUBHOM IMepeMelIBaHul mpubasmsum 1.5 T
(11.2 mmonb) 2,6-mu-mpem-Oytundenona (6), momu-
nepxkuBas Temmeparypy 0°C, 3aTteM peakLHOHHYIO
Maccy nepemertuBanu npu 20°C B TeueHue 8 4, BbI-
nuBamu Ha 30 r uaMenpdeHHOro Jbnaa. IIponykr pe-
aKIUK JKCTPAarupoBaiu XjiopopopmoM (3x25 wmi).
Opranudeckyio (azy mpombiBanu BoaoH, 10%-HbIM
pacTBOpOM XJIOpHUIa HATpHsl, CYIIMIH O€3BOAHBIM
Cyib(haToM MarHusi ¥ pacTBOPUTENb YIaJIsiu. Beixon
1.92 1 (62%), KprcTauIbl COJIOMEHHOTO IIBETa, T.ILI.
260-262°C (c pasn.). UK crektp, v, cm': 3365 (OH),
1690 (C=0), 1610, 1576 (C=C,,,). Cnexrp SIMP 'H
(aeton-dy), 6, Mm.a.: 1.39 ¢ (36H, 4CMe3), 5.34 ¢ (2H,
OH), 7.07 ¢ (4H,poy), 7-89 1 (2H,p0y, J 7.2 T'), 8.10
T (2H,p0y, J 7.2 T'ny). Haiineno, %: C 79.80; H 8.13.
C37H460,. Beraucieno, %: C 80.11; H 8.36.

6-(1-Anamantuwin)-4b,9b-gurnapoxcu-8-meTui-
4b,9b-nuruapo-10H-uuaeno|1,2-b|6en3zody-
pan-10-on (10). Cmech 0.356 T (2 MMOJIb) HUHTUAPH-
Ha, 0.484 r (2 mmonsb) 2-(1-amamanTun)-4-mMetunde-
Hoza (8) B 10 M1 easiHOM YKCYCHOM KHCIIOTBI KUTIS-
TWIA 3 9, PEaKIMOHHYIO MAacCy OXJIa)Iali, BBLIH-
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BaJIM Ha Jie]l, BBIMABIIMNA 0CaJ 0K OT(HUIETPOBHIBAIIH,
MPOMBIBAIIM Ha (PUIIBTPE BOIOM, CYIIMINA HA BO3IyXe
Y NMEPEKPHUCTAITH30BBIBAIM M3 alleTOHUTpUIIA. BbIxon
0.77 T (96%), OecuBeTHBIE KpUCTAIIBI, T.IUL. 280—
282°C. MK crektp, v, cm': 3370 (OH), 1675 (C=0),
1608, 1577 (C=C,,,)- Criexrp SIMP 'H (aueron-dg),
o, m.a.: 1.83 ¢ (6H, Ad), 2.12 ¢ (3H, Ad), 2.17 ¢ (6H,
Ad), 2.32¢ (3H, Me), 3.93 ¢ (1H, OH), 4.67 ¢ (1H,
OH), 6.87 ¢ (1Hyp0y), 7.02 ¢ (1H,p,), 7.40 T (1H
J7.5Tn), 7.68 T (1H J 7.5 Tw), 7.78 1 (1Hgpoys
J 7.5 ), 7.83 1 (1Hyp0y, J 7.5 T't). Haiinenro, %: C
77.48; H 6.36. C,4Hy404. Beruncaeno, %: C 77.61;
H6.47.

apom’

apom>

6,3-An(mpem-oyTni)-4b,9b-qurnapoxcu-4b,9b-
auruapo-10H-unaeno[1,2-b][1]06en3opypan-10-ou
(11) monmyyanu aHAJIOTMYHO B3aUMOJICHCTBUEM DKBH-
MOJISIpDHBIX (2 MMOJb) KOJIMYECTB HMHTHJAPHHA U
2,4-nu(mpem-0ytun)denona (9). Beixon 0.98 r (98%),
Tl 194-196°C, GecuBeTHbIC KPUCTAILIBI (M3 XJIO-
podopma). MK crmextp, v, cM': 3365 (OH), 1680
(C=0), 1610, 1575, 1478 (C=C,py). Crexrp SAMP
'H (aneron-dy), §, m.1.: 1.25 ¢ (9H, CMe;), 1.46 ¢
(9H, CMe;), 3.92 ¢ (1H, OH), 4.73 ¢ (1H, OH), 7.17
¢ (1Hgpoy ) 7-35 T (IHgpoy, J/ 7.2 T'), 7.43 ¢ (1Hy,y),
7.68-7.81 m (3Hap0M)- Haiineno, %: C 75.29; H 6.95.
Cy3H,60,. Beraucieno, %: C 75.41; H 7.10.

6-{[3-(1-AnamaHTHJI)-2-THAPOKCHU-5-METHJI-
denna](ruagpoxcn)meTni}-3,4-1uruapo-2,5-6eH30-
auazonuH-1(2H)-on (15). Cmecp 10 M 99%-HoTO
stuneaanamuaa U 0.563 1 (1.4 mmomns) 6-(1-ama-
MaHTHNI)-4b,9b-auruapoxcu-8-metun-4b,9b-quru-
npo-10H-unnenol 1,2-b]6enzodypan-10-ona (10) me-
peMenuBaIi Mpyu KOMHATHOM Temmeparype 2 4, Moj-
KHCTISUH 6 H. constHON kucnotor o pH 6.0, o6paso-
BaBIUICS KPUCTAIITMUECKUNA TPOTYKT OT(UIBTPO-
BBIBAJIA, TIPOMBIBAHA Ha (UIBTPE XOJIOTHOW BOJOM,
cymmiu Ha Bo3xnyxe. Brixon 0.51 r (82%), kpucrai-
JIBI CBETIIO-)KENTOTO mBeTa, T.IuI. 138—140°C (u3 are-
tona). UK cnexrp, v, em ;3325 (NH, OH), 1686
(C=0), 1608, 1574, 1476 (C=Cyy,,)-Crickrp SIMP 'H
(AMCO-dy), 6, m.1.: 1.83 ¢ (6H, Ad), 2.12 ¢ (3H, Ad),
2.17 ¢ (6H, Ad), 2.38 ¢ (3H, CH;), 3.49-3.60 m (2H,
CH,), 3.74-3.79 m (2H, CH,), 5.89 1 (1H, CHOH, J
8.9I'm), 6.02 n (1H, CHOH, J 8.9 I'mm), 6.25 ¢ (1H
6.75-6.79 m (2H, 1H,,,,, OH), 7.30 1 (I1H,p0\
7.2 Tu), 7.37-7.43 M (2ZHy,), 8.39 n (1H J

apom>

8.0T'm), 8.88 ¢ (1H,NH). Criextp SIMP 3C (IMCO-d),
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apOM)3

8, M1 20.9 (CH,), 28.0, 36.5, 37.1, 38.6, 42.8 (C o),
39.9, 40.3 (2CH,), 74.7 (C—OH), 126.7, 128.6, 129.0,
130.9, 131.6, 132.3, 133.9, 134.0, 134.4, 137.9, 153.1
(Capow) 161.5 (C=N), 176.1 (C=0). Haiiniero, %: C
75.41; H 7.14; N 6.10. CogH3,N,0;. Berancreno, %:
C 75.68; H7.21; N 6.31.

AHaJOru4HO OBLIM MOJyUYeHbI coeaunenus 16—19.

6-[[3,5-Au(mpem-6yTnn)-2-rugpoxrcudenu|-
(ruppokcu)merua|-3,4-nuruapo-2,5-o6ensogua-
3ouun-1(2H)-on (16) momydeH B3auMOACHCTBHEM
0.512 v (1.4 mmonb) coequuaenns 11 ¢ 10 Mo 99%-
Horo stuneHanamuna. Borxon 0.49 r (85%), kpucrai-
JIBI JKENTOTO IBeTa, T.IUI. 88—89°C (m3 ametona). MK
CIIEKTp, V, em i 3345 (NH, OH), 1685 (C=0), 1610,
1575, 1475 (C=Cypop)- Criexrp SIMP 'H (IMCO-dy),
o, m.a.: 1.28 ¢ (9H, CMe3), 1.37 ¢ (9H, CMe;), 3.48—
3.59 m (2H, CH,), 3.74-3.79 m (2H, CH,), 5.89
(1H, CHOH, J 9.2 Tm), 6.15 n (1H, CHOH, J 9.2 I'ny),
6.53 ¢ (1Hyp0n)> 7.05 ¢ (1Hgpey), 7.31-7.42 M (4H,
3H,pom OH), 8.40 1 (1H,,,, J 7.7 '), 8.90 ¢ (1H,
NH). Cnextp AMP 3C (IMCO-d,), 5, m.a.: 30.2,
31.2 (CMey), 34.1 (CMe3), 40.1, 40.3 (2CH,), 73.3
(CHOH), 122.4, 126.2, 128.6, 128.9, 131.3, 1324,
133.6, 134.3, 136.9, 140.6 (C,p,,), 161.7 (C=N),
176.1 (C=0). Haiineno, %: C 73.49; H 7.67; N 6.75.
C,5H3,N,O5. Beruucneno, %: C 73.53; H 7.84; N
6.86.

MeTtua-N-{2-ruapokcu-4-[ruaporcu(6-oxco-
3,4,5,6-TreTparuapo-2,5-6eH3oqua3zounH-1-mi)-
MeTnj]penna}kapdamar (17) momydeH B3auMo-
netictBuem 0.458 r (1.4 MMmoip) coenuHeHus 12 ¢
10 M 99%-moro »stmwienanamuba. Brixog 0.42 r
(82%), cBeTno-xenThie KpucTamiel, T.I. 113-116°C
(u3 cmecu aneroH—TeTponeinbii adup, 1:2). UK
ciextp, v, cM 1 3370-3310 (NH, OH), 1710, 1687
(C=0), 1610, 1570, 1477 (C=C,p,,,)- Cexrp SIMP 'H
(AMCO-dy), o, m.a.: 3.47-3.58 m (2H, CH,), 3.73—
3.78 m (2H, CH,), 3.70 ¢ (3H, NHCO,Me), 5.90 n
(1H, CHOH, J 8.9 I'm), 6.02 n (1H, CHOH, J 8.9 I'm),
6.58 1 (1Hy,0y, J 7.6 I'n), 6.94 1 (1H,p0, J 7.6 T'wy),
7.34 1 (1Hyp0y, J 7.9 T'w), 7.34-7.43 M (3H, 2H,,
OH), 7.86 n (1Hgpoy, J 7.6 Tm), 8.27 1 (1Hy,0y, J
7.9TI'n), 8.87 ¢ (1H, NH), 9.59 ym.c (1H, NHCO,Me).
Cnektp SIMP 3C (JIMCO-dy), 8, m.a.: 40.1, 40.3
(2CH,), 52.6 (OMe), 83.1 (CHOH), 120.9, 122.4,
125.5,126.1,127.1,128.6,128.9, 131.2, 131.7, 134.3,
136.4, 1455 (C 154.3 (NHCO,Me), 162.6

apOM)3
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(C=N), 171.3 (C=0). Haiigeno, %: C 61.58; H 5.23;
N 11.22. C;9H gN;30O5. Beruucneno, %: C 61.78; H
5.18; N 11.38.

MeTtua-N-{3-ruapokcu-4-[ruapoxcu(6-oxco-
3,4,5,6-Trerparuapo-2,5-6en3oauazouun-1-ui)-
MeTnJ|penna}kapdamar (18) mnomyden B3aumo-
nericteueM 0.458 r (1.4 mmons) coemmuaeHms 13 ¢
10 M1 99%-moro srmwieHanamMuHa. Beixog 0.41 r
(80%), cBeTI0-KeNThIe KPpUCTAILIHI, T.IUL. 174—176°C
(u3 cmecu aneroH—TeTponeinbii a¢up, 1:2). UK
crekTp, v, cM : 3350-3315 (NH, OH), 1710, 1687
(C=0), 1610, 1571, 1478 (C=C,p,). Crexrp SAMP
"H (IMCO-dy), 5, m.i.: 3.48-3.59 m (2H, CH,),
3.74-3.79 m (2H, CH,), 3.70 ¢ (3H, NHCO,Me),
591 n (1H, CHOH, J 8.9 I'y), 6.05 o (1H, CHOH, J
8.9 T'm), 6.57 0 (2Hyp0y, J 7.7 T'w), 7.22 ¢ (1H,p0,),
7.34 1 (1Hyp0y, J 7.8 T'm), 7.38-7.43 M (3H, 2H,p,
OH), 8.43 1 (1H,,0y, J 7.8 '), 8.89 ¢ (1H, NH), 9.62
yurc (1H, NHCO,Me).Cnexrp SIMP '3C (IMCO-dy),
0, m.1.: 40.1, 40.3 (2CH,), 52.6 (OMe), 83.1 (CHOH),
102.5,110.3, 116.2, 128.6, 129.0, 131.1, 131.8, 132.3,
134.3,134.7,143.1, 151.4 (Cypo), 154.2(NHCO,Me),
162.6 (C=N), 171.3 (C=0). Haiigeno, %: C 61.64; H
5.01; N 11.14. CgH,9N5O5. Beruncneno, %: C 61.78;
H 5.18; N 11.38.

Metunia-N-{4-ruapoxcu-4-[ruapoxcu(6-oxco-
3,4,5,6-TteTparuapo-2,5-d6enzogna3zouuu-1-mi)-
MeTuJ|penuna}kapoamar (19) noxydern B3ammo-
nericteueM 0.458 r (1.4 mmons) coenwHeHHS 14 C
10 M1 99%-noro »tunenauamuna. Breixom 0.43 T
(83%), cBetmo-xenteie KpucTawiel, T.I1. 140—143°C
(13 cmecu aneToH-TIeTpoieiHsli A¢up, 1:2). UK
CIIEKTP, V, em ! 3365-3315 (NH, OH), 1710, 1685
(C=0), 1608, 1570, 1478 (C=C,p,). Crexrp SAMP
'H (IMCO-d,), 5, m.n.: 3.48-3.59 m (2H, CH,),
3.74-3.79 m (2H, CH,), 3.70 ¢ (3H, NHCO,Me),
5.89 1 (1H, CHOH, J 8.8 I'n), 6.15 n (1H, CHOH,
J 8.8 T'n), 6.82 1 (1H,,0y, J 8.5 I'm), 6.95 ¢ (1H
722 1 (1Hyp0y, J 8.5 T'm), 7.31 1t (1H,p0,, J 7.5 Tm),
7.37-1.43 M (3H, 2H,,,,, OH), 8.39 n (1Hgp,, J
8.0 '), 8.87 ¢ (1H, NH), 9.64 ym.c (1H, NHCO,Me).
Cnektp SIMP 3C (JIMCO-dy), 8, m.a.: 40.0, 40.3
(2CH,), 52.60 (OMe), 83.1 (CHOH), 113.7, 113.9,
126.3, 128.5,128.9, 131.1, 131.3, 120.5, 120.8, 129.4,
136.4, 150.2 (Cypoy)> 154.1 (NHCO,Me), 162.6
(C=N), 171.3 (C=0). Haiigeno, %: C 61.60; H 5.11;
N 11.26. C;9H9N;Os5. Brruncneno, %: C 61.78; H
5.18; N 11.38.

apOM)s

BbIBOJbI

Ocy1iecTBiieH CHHTE3 HOBBIX (PYHKIIMOHAIBHO 3a-
MEIIEHHBIX TTPOou3BoAHBIX |1H-unneH-1,3(2H)-nuoHa,
nHaeHo| 1,2-b]6en3odypan-10-ora ¢ kapOamaTHEIM,
mpem-OyTUIbHBIM, |-aJgaMaHTHIBHBIM  (parMeH-
tamu. KonpeHcanmeld mHAeHOOEH30()ypaHOB C ATH-
JICHIUAMUHOM CHHTE3HPOBAaHbI HOBBIE 2,5-0€H30-
Jmra3onuHbl. [loxydyeHHbIE COSTUHEHUSI MOTYT OBITh
HCITOJIB30BaHBl B KadecTBe cKad(OIIOB B CO3TaHUHU
HOBBIX OMOIHMOTEK CTPYKTYPHO-Pa3HOOOPa3HBIX OHO-
JIOTUYECKH aKTHBHBIX COEAMHEHWH, CPelIn KOTOPBIX
MOTYT OBITh HaliJJIeHbl COCOUHEHUS C aHTHOKCHUIAHT-
HOM aKTUBHOCTBHIO.
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Synthesis of New Functionally Substituted Indene, Benzofurane
and 2,5-Benzodiazocin-1(2H)-one
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The results of a study on the synthesis of new functionally substituted 1H-indene-1,3(2H)-dione, indenobenzo-
furan and 2,5-benzodiazocine are presented. Condensation of ninhydrin with 2-(morpholin-4-yl)- and 2-(pyr-
idin-2-yl)ethylphenylcarbamates at 20°C and 2,6-di-tert-butylphenol with a gradual increase in temperature
from 0 to 20°C in concentrated sulfuric acid the corresponding 2,2-bis-substituted 1H-indene-1,3(2H)-diones
were obtained in 62-89% yields. 6-(1-Adamantyl)-4b,9b-dihydroxy-8-methyl-4b,9b-dihydro-10H-inde-
no[1,2-b]benzofuran-10-one and 6,3-di(tert-butyl)-4b,9b-dihydroxy-4b,9b-dihydro-10H-indeno[1,2-b][1]
benzofuran-10-one were synthesized in high (96-98%) yields by heating ninhydrin in glacial AcOH at 60°C
with 2-(1-adamantyl)-4-methylphenol and 2,4-di(fert-butyl)phenol, respectively. Condensation of benzofurans
containing 1-adamantyl, fert-butyl, and carbamate fragments with 99% ethylenediamine at 20°C gave new
2,5-benzodiazocine derivatives in preparative 80—-85% yields.

Keywords: ninhydrin, substituted phenols, N-substituted aryl carbamates, derivatives of indene, benzofuran,
2,5-benzodiazocine, condensation
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