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Bsaumoneticteue 2,6-muamMuHONMPUMHUINH-4-(3H)-0Ha, apOMaTHIeCKUX alIbJCTHI0B M U30MEPHBIX |- 1 2-Had-
TOJIOB HPOTEKAET MO TUILY OJHOPEAKTOPHOH TPEXKOMIIOHEHTHON KOHJIEHCAI[MH U MPHUBOJHUT K 00pa30BaHHUIO,
COOTBETCTBEHHO, TPOU3BOIHBIX OeH30[7,8]xpomeno[2,3-d|mupumuanaa u 6eH30[5,6]xpomeno[2,3-d|nupu-
MuiMHa. B 000uX cllydasx reTeponrKIn3aiys MpoTeKaeT ¢ 3aMeleHHeM 6-aMUHOTPYIIITbI TUPHUMHUINHOBOTO
KOJIbLIA TUIPOKCHIIBHON TPYIION HA(TOIOB 1 3aMbIKaHUEM LIMKJIa OEH30XPOMEHa, a HE 0 aJbTePHATHBHOMY
MyTH ¢ 00pa30BaHUEM I'€TEPOIMKINUECKON CHCTEMbI OEH30MUPUMUIOX HHOJIHHA.

KuroueBsie ciioBa: 2,6-muaMuHonupuMuant-4-(3H)-oH, 1-u 2-HadTOIBI, apOMaTHYCCKHUE aJTbJICTUIbI, KOHJICH-

carust, 6eH30[7,8]xpomeHno|2,3-dnupuMunHel, 6eH30[5,6]xpoMeHo[2,3-d[TUpUMUUHBL
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[Nomumuknryeckne KOHAEHCHUPOBAHHBIE MHUPHMHU-
IUHBI W, B YaCTHOCTH, OEH30XPOMEHOITMPUMHUINHBI —
WHTEHCHBHO HW3y4YaeMbIH KJacC T'eTepPOIUKINYECKHIX
COCMHCHHN, TPOM3BOJHBIC KOTOPBIX paccMaTpuBa-
IOTCS B KQ4€CTBE MEPCHCKTHBHBIX COCJAMHEHUH s
MOJTyYEHHS] HOBBIX JIEKAPCTBEHHBIX MPENapaToB U Ma-
TEPUAJIOB UHAYCTPUATIBHOTO MPUMEHEHUs. Tak, mpo-
M3BOJIHBIC OCH30XPOMEHOIUPUMHUIUHOB TPOSIBIISIOT
aHTHOAKTepHUaNbHbIe U QYHTHITUAHBIC [1], TpoTHBO-
OIyXOJIeBbIE [2] CBOMCTBA, SIBISIOTCS AHTATOHUCTAMMU
penentopa NPSR (neuropeptide «S» receptor) [3].
He MeHee BakHBI X XEMOOIITHUECKHE CBOMCTBA, YTO
JICJIaeT UX BOCTPEOOBAHHBIMH IPU CO3JIaHUM KPacH-
Tene, GIIyopeCcIieHTHBIX BU3YaIU3UPYOIIUX MaTEPU-
aJIOB JIJISl IPUMEHEHHUST B OMOMEIMIIMHCKUX HCCIIE0-
BaHMSIX U JIA3EPHBIX TEXHOJOTHAX [4].
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OpHOCTamUWHON  TPEXKOMIIOHCHTHOH  KOHJICH-
carmeilt  2,6-auamuHonmpumunni-4-(3H)-ona (1),
apoMaTHYeCKuX anpaeruaoB 2 u 1-Hadroma (3) wim
2-Hadrona (4) B cpelle YKCyCHOM KHCIIOTBI CHHTE3H-
POBaHBI HOBBIE TPOU3BOIHBICE H30MEPHBIX TETEPO-
[IUKJIMYECKUX CHCTEM, COOTBETCTBEHHO, OC¢H30[7,8]-
xpomeHo|2,3-d|mupumuauna Sa—f u OeH3o[5,6]xpo-
MeHo[2,3-d|nupumuanna 6a—i. HeoOxoammo oTme-
THUTb, YTO OMTUCAHHBIC B JIUTEPATypPe HEMHOTOUHCIICH-
HBIC TIPUMEpPHI CHHTE3a 3aMEIICHHBIX OCH30XpoMe-
HO[2,3-d|IMpUMHUINHOB, 32 SOMHUYHBIMU HCKITIOUe-
HUSAMH [5], HE TIO3BOJISIOT Cpa3y BBOAUTH B IMOJIOXKeE-
Hue 9 terpanukina NH,-rpynmny usz-3a CTpyKTYpHBIX
TpeOOBaHM K BBOAMMBIM B PEAKIMIO CHHTOHAM,
OTIPE/ICTISIONINM ITYTH T€TEPOITUKIH3AINH B 1[EIEeBHIE

COCOAMHCHUA.
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Cxema 1.

O
/\
HN + CHO
):‘j\ R@
H,N~ "N "NH,

1 2a-m

PazpaOoTaHHbI CHHTE3 1IETEBBIX COSANHEHUH I10
THUITY OJIHOPEAKTOPHOTO TPEXKOMITOHEHTHOTO MPOoLec-
ca B AcOH mo3Bommin obecrniednts 3(h(HEKTUBHOCTD U
MIPOCTOTY TOJXYyYEeHHS M30MEPHBIX O0eH30[7,8]- 1 OeH-
30[5,6]xpomeHno| 2,3-d|nupuMuIHHOB, (DYHKITHOHAIH-
3upoBaHHbIX NH,-rpynmnoi.

CuHTe3 LIeNEBbIX COCNUHEHUN MPOBEACH IO CXe-
MaMm 1 u 2

[lokazano, 4TO B3aMMOICHCTBHE HCXONHOIO IH-
pumuanHa (1) U apomMaTudeckux anpAeruaoB (2) ¢
1-Hadronom npuBomuT K 00pazoBanuto 10-amuHO-7-
hermn-7,9-quruapo-8 H-6en3o[ 7,8 xpomeno|2,3-d]-
nupuMuAIH-8-0Ha (5), a ¢ 2-HadTomoM — k 0Opa3oBa-
HUIO MCKIIIOYUTEIBHO aHTYISIPHOrO 9-amuHO-12-de-

OH

3

Sa-g
2, R =H (a), 3-Br (b), 3-NO, (¢), 4-F (d), 4-Cl1 (e), 4-Br (f), 4-NO, (g),
4-OCH,Ph (h), 2,3-(MeO), (i), 2-F (j), 4-MeO (k), 2,3-(MeO), (1), 2-OH-3-MeO (m);
5, R =3-Br (a), 3-NO, (b), 4-F (¢), 4-Cl (d), 4-Br (e), 4-NO, (f), 4-OCH,Ph (g).

Hui-10,12-gurunpo-11H-6en30[ 5,6 |xpomeno|2,3-d]-
nupuMuanH-11-oHa (6) 6e3 mpuMecH TMHEHHOTO H30-
Mepa 7, 9To comIacyercsi ¢ U3BECTHOM peaKLMOHHON
CIOCOOHOCTHIO 2-HA(TOJIOB 110 MoJIokeHUo 1 (a He 3)
KoJbIa [6]. BaxxHO OTMETHTH, YTO B 000HX CITydasx
reTepOLMKIN3aIUs MPOTeKaeT C 3aMEelIeHHEeM aMH-
HOTPYIIIBI B MTOJIOKEHUH 6 THPUMHUANHOBOTO KOJIBIIA
TUJIPOKCUIIBHOM TPYION HAa(TOIOB M 3aMbIKAHUEM
nukiia OeH30XpoMeHa S, 6, a HEe 10 aIETEPHATHBHO-
My IIyTH C 00pa30BaHUEM I'€TEPOIUKINYECKOM CUCTE-
MBI OCH30TIMPUMUIOXMHONMHA. Periatonee 3HaueHHe
B PErHOCEIEKTHBHOCTH TETEPOIUKIN3AINA HMEET,
MO-BUIUMOMY, OOJIbIIIast IPOYHOCTh ¥ MEHbBINAS J[JTH-
Ha cBs13u C-O 1Mo cpaBHEHUIO ¢ aHAJIOTHIHBIMH ITapa-
merpamu aisg C—N cBs3u.

Cxema 2.

1 + 2

6, R = H (a), 2-F (b), 3-Br (¢), 3-NO, (d), 4-F (e), 4-Cl (f), 4-Br (g),
4-NO, (h), 4-OCH,Ph (i), 4-MeO (j), 2,3-(MeO), (k), 2-OH-3-MeO (I).
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CrpoeHue coeiMHEHUN 5 U 6 MOATBEPKACHO Me-
ToOM criekTpockonuu SIMP IH u 13C. Jus otHece-
HUSI CUTHAQJIOB HCHOJb30BaHbl Takxke metoasl DEPT
u NOESY. Tak, B cnekrpax SIMP 'H coemunenmuii
5 u 6 xapaktepHsl ymupeHHbsle curaais! it NH (0
10.7-11.2 m.x.), NH, (6 6.4—6.8 M.1.) 1 cuHIIET Me-
THHOBOTO aTroMa Bojiopoaa B obiactu o 5.1-5.3 m.n.
(coenunenus 5) u 5.6-5.9 m.a. (coemuHenus 6). B
00J1acTH, XapaKTePHOM JJIsi CHTHAJIOB apOMATHUYECKUX
aTOMOB BOJIOPOJIA, CPEAN MYJIBTHILICTOB BBIJCIISIIOT-
cst 2 my6bmera ¢ 3y ~ 8.5-9.0 T, oTHOCSIMECS K
H? u HS. B cnextpax SIMP '3C coenunenuit 5 u 6
XapaKTEPHBIM SIBIISETCS CHTHAI Sp -THOPHIM30BaH-
Horo aroMa yrinepoaa CH-rpymnmnsl B o6iactu 6 38.0—
39.0 m.1. (coequaenus S) u 29.0-35.0 m.x. (coequne-
HUA 6).

OKCIIEPUMEHTAJIBHA S YACTb

UK cnexrpsl cHaTBI Ha npubope «Nicolet Avatar
330» B BaszenuHoBOoM Macne. Crmektpsl SIMP 'H u
13C monyuensl Ha npubope Varian «Mercury-300
VX» ¢ wactoroit 300.1 u 75.46 MI'1i, COOTBETCTBEH-
HO. XMMUYECKUE CIIBUTH MPUBEICHBI JUII PAaCTBOPOB
IAMCO-dg—CCly, 1:3 (coenunenus Sa—c, e—g, 6a—i)
u JIMCO-d; (coenunenue 5d), OTHOCUTEIBHO BHYT-
peanero TMC. DneMeHTHBIN aHaJIN3 OCYIIECTBIECH
Ha aBTOMAaTHYECKOM dJIeMeHTHOM aHanm3arope (Euro
EA 3000, EuroVector, Utamus). TCX mpoBenena Ha
mwiactuHax «Silufol UV-254» B cucteme 3TaHOI—XJ10-
podopm (1:4), mposiBUTENH — MapbI HOJA.

O0masi MeTOAUKA MOJYy4YeHHMs] 3aMelleHHBIX
0en3o[7,8]xpomeno|2,3-d|nupumuannoB Sa—g wu
0en3o[S,6]xpomeno|2,3-d|nupuMuIuHoOB 6a—j.
Cmecy 1.26 t (0.01 moms) 2,6-mnaMHUHONTUPUMU-
muH-4-(3H)-ona (1), 0.01 Mo apoMaTHUECKUX allb-
nerunoB 2a—iu 1.44 r (0.01 mons) 1-madTona (3) wu
2-nadrona (4) B 20 MJ YKCYCHOH KMCIIOTBI KHIISATSIT
24 4 ¢ 00paTHBIM XOJOAWJIBHUKOM, IIPUYEM YyiKE Ue-
pe3 HECKOJBKO YacOB HAYWHAET TOSBIATHCA OCAJIOK.
OxJaX/IeHHYI0 /10 KOMHAaTHOH TeMmIeparypbl CMech
OT(UIIBTPOBHIBAIOT, TIOXYYECHHBIH MPOMYKT CyIIaT U
MEePEKPUCTAIIN30BbIBAIOT U3 [JIMDA.

10-Amuno-7-(3-6pomdpenni)-7,9-nurngpo-8 H-
0en3o[7,8]xpomeno|2,3-d|nupumuaun-8-on  (5a)
MOJy4eH B3auMojelcTBUeM nupuMuanHa 1, 3-6pom-
6enzanpaeruaa 2b u l-nadprtoma (3). Beixom 2.7 T
(64.7%), .. > 310°C, R;0.76. UK criektp, v, cM '
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3480, 3370, 3050 (NH,, NH), 1642 (CO), 1597
(C=C—C=N). Cnextp IMP 'H, &, m.1.: 5.17 ¢ (1H,
CH), 6.59 yurc (2H, NH,), 7.12 T (1H, C4H,Br, J
7.6T'm),7.18 1(1H,HS,J8.7T), 7.16-7.20 M (1H ),
7.24 ot (1H, C¢H,Br, J 7.6, 1.6 T'm), 7.42 ymt (1H,
H2, C¢H,Br, J 1.6 T), 7.48-7.59 m (2H,,,,), 7.52 1
(1H, H3,J 8.7 '), 7.81 yuwx (1H,,, / 7.9 T'm), 8.26
yurJ (1H,poy /8.1 1), 10.69 yur.c (1H, NH). Criekrp
SIMP 13C, §, m.1.: 38.4 (CH), 90.1, 118.3 (CH), 120.7
(CH), 121.4 (CH), 123.3, 123.5 (CH), 126.05 (CH),
126.09 (CH), 126.3 (CH), 126.6 (CH), 127.3 (CH),
128.7, 129.9 (CH), 130.3 (CH), 132.6, 144.1, 148.8,
154.3, 162.2, 162.6. Haiineno, %: C 60.27; H 3.18;
N 10.17. C51H4BrN;O,. Beraucneno, %: C 60.02; H
3.36, Br 19.01; N 10.00.

10-Amuno-7-(3-autpodpenni)-7,9-nuruapo-8H-
0en3o|7,8]xpomeno|2,3-d|nupumuaun-8-on  (5b)
MOJIyYeH B3awMOAeicTBUeM nupumuanHa 1, 3-HuUT-
poGenzanbiaeruaa 2¢ u l-nadrona (3). Beixox 2.5 T
(65.6%), T.n. > 310°C, R; 0.67. UK cnekrp, v, em L:
3475, 3330, 3148 (NH,, NH), 1714, 1655 (CO), 1608
(C=C—C=N). Cnektp IMP 'H, §, m.n.: 5.31 ¢ (1H,
CH), 6.57 yur.c (2H, NH,), 7.16 1 (1H, H®, J 8.5 T'ny),
7.44 T (1H, H>, C¢H,NO,, J 7.9 T'n), 7.50 aa.x (1H,
CeHy, J7.8,6.9, 1.4 1), 7.50 1 (1H, H>, J 8.5 I'y,),
7.57 n.o.n (1H, CgHy, J 8.3, 6.9, 1.4 I'n), 7.62 n.n.n
(1H, H®, C¢H/NO,, J 7.7, 1.7, 1.1 Tu), 7.78 yurn
(1H, C¢Hy, J 8.0 T'w), 7.97 n.a.n (1H, H, CgH,NO,,
J8.2,2.3,1.1Tn), 8.16 a.x (1H, H%, C4H,NO,, J 2.3,
1.7 I'n), 8.30 yur.a (1H, C¢Hy, J 8.2 T'm), 10.73 ym.c
(1H, NH). Cnexrp SIMP 13C, §, m.1.: 38.4 (CH), 89.9,
117.6 (CH), 120.7 (CH), 120.9 (CH), 122.4 (CH),
123.4, 123.5 (CH), 125.9 (CH), 126.0 (CH), 126.1
(CH), 127.1 (CH), 128.8 (CH), 132.7, 134.1, 144.4,
147.5, 148.2, 154.4, 162.2, 162.5. Haiineno, %: C
65.41; H3.57; N 14.72. C,;H,4N4O,. Beraucneno, %:
C 65.28; H 3.65, N 14.50.

10-Amuno-7-(4-propdennn)-7,9-quruapo-8 H-
oen3o|7,8]xpomeno|2,3-d|nupumuann-8-on  (5¢)
MTOJTYYeH B3auMofelicTBrueM nupumuanaa 1, 4-grop-
oemanpaeruga 2d u l-madroma (3). Berxom 2.8 T
(79.0%), T.mm. > 310°C, R; 0.68. UK crektp, v, cM
3440, 3326, 3184 (NH,, NH), 1708, 1651 (CO), 1600
(C=C-C=N). Cnekrp IMP 'H, §, m.n.: 5.16 ¢ (1H,
CH), 6.77 ym.c (2H, NH,), 6.99-7.07 m (2H, CcH4F),
7.24-7.30 M (2H, C¢gH,F), 7.27 a (1H, HS, J 8.5 T'm),
7.53-7.65 M (2H,y0y,), 7.60 1 (1H, H>, J 8.5 '), 7.88
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1 (1Hgpoys J 8.0, 1.4 T, 8.20 1n (1H,p0pe J 8.2,
1.2 Tm), 10.86 ym.c (1H, NH). Crextp SIMP 13C, 3,
M. 37.8 1 (CH, Jeg 2.5 T, 90.6, 114.8 1 (2CH,
Jep 21.2 T, 119.3, 120.6 (CH), 123.2, 123.8 (CH),
126.5 (CH), 126.7 1 (2CH, Jg 11.6 T'w), 127.7 (CH),
129.4 CH), 129.5 (CH), 132.7, 142.6 1 (2C, Jop
2.8 Tm), 143.9, 154.5, 160.6 1 (2C, Jop 242.3 T),
162.5, 162.8. Haiineno, %: C 70.33; H 3.85; N 11.78.
C,1H4FN;0,. Bpruucneno, %: C 70.19; H 3.93, F
5.29; N 11.69.

10-AMuno-7-(4-xa0pdenni)-7,9-qnuruapo-8 H-
0en3o|7,8]xpomeno|2,3-d|nupumuaun-8-on  (5d)
MoJTyyeH B3auMojeiicTBueM nupumuanHa 1, 4-xyop-
Ocnzanpaeruna (2e) u l-nadrona (3). Beixox 2.1r
(55.0 %), .. > 310°C, R; 0.68. UK crextp, v, cM '
3454, 3330, 3163 (NH,, NH), 1760, 1658 (CO), 1599
(C=C—C=N). Cnektp IMP 'H, §, m.n.: 5.16 ¢ (1H,
CH), 6.78 ym.c (2H, NH,), 7.26 x (1H, HS, J 8.9),
7.27 ¢ (4H, CgH4C), 7.53-7.58 M (1H,p4), 7.60 1
(1H, H>, J 8.9 T'm), 7.59-7.64 M (1H,,,), 7.88 1.1
(1Hyp0v / 8.0, 1.4 T'), 8.20 yurn (1H,,,, J 8.3 T'w),
10.86 yur.c (1H, NH). Cnexrp SIMP 13C, §, m.z1.: 38.0
(CH), 90.3, 119.0, 120.6 (CH), 123.2, 123.8 (CH),
126.5 (CH), 126.6 (CH), 126.7 (CH), 127.7 (CH),
128.1 (2CH), 129.5 (2CH), 130.7, 132.7, 143.9, 145 4,
154.5, 162.5, 162.8. Haiineno, %: C 66.93; H 3.48;
N 11.40. C,;H4CIN;0,. Boruncaeno, %: C 67.12; H
3.75,C19.43; N 11.18.

10-Amuno-7-(4-6pompenn)-7,9-nuruapo-8 H-
0en3o[7,8]xpomeno|2,3-dlnupumMuanu-8-ox (5e)
MOJTydeH B3anMOIeCTBUEM nupuMuanHa 1, 4-6pom-
oemsanpaerunga (2f) m 1-madroma (3). Beixog 2.8 T
(68.0%), .. >310°C, R; 0.65. UK cnexrp, v, em
3320,3153 (NH,, NH), 1712, 1652 (CO), 1594 (C=C-
C=N). Cniextp SIMP 'H, §, m.11.: 5.14 ¢ (1H, CH), 6.78
yur.c (2H, NH,), 7.18-7.23 m (2H, C¢H4Br), 7.26 1
(1H, HS, J 8.6), 7.38-7.43 m (2H, C¢H,Br), 7.56
n.a.n (1H, CgHy, J 8.0, 7.0, 1.4 ), 7.60 x (1H, H>, J
8.6I'm),7.62 n.n.n(1H, CcHy, J8.0,7.0, 1.5 '), 7.88
n.1n (1H, CgHy, J 7.8, 1.5 I'n), 8.20 ym.x (1H, CcHy,
J 8.1 T), 10.86 yur.c (1H, NH). Crexrp SIMP 13C,
o, m.a.: 38.1 (CH), 90.2, 118.9, 119.2, 120.6 (CH),
123.2, 123.8 (CH), 126.5 (CH), 126.6 (CH), 126.7
(CH), 127.7 (CH), 129.9 (2CH), 131.0 (2CH), 132.7,
143.9, 145.8, 154.5, 162.5, 162.8. Haiineno, %: C
60.27; H 3.14; N 9.92. C,,;H4BrN;0,. Bsruucneno,
%: C 60.02; H 3.36; Br 19.01; N 10.00.

10-Amuno-7-(4-autpodpenni)-7,9-nuruapo-8H-
0en3o[7,8]xpomeno|2,3-d|nupumuann-8-on (59)
MOJy4YeH B3auMOACWUCTBHEM mnupumuanHa 1, 4-Hu-
TpoOeH3anpaeruaa 2g u l-nadrona (3). Beixog 2.3 T
(60.6%), .1 > 310°C, R; 0.63. UK cnexrp, v, em L
3472, 3300, 3126 (NH,, NH), 1713, 1655 (CO),
1592 (C=C-C=N). Cnextp SIMP 'H, &, m.1.: 5.28 ¢
(1H, CH), 6.58 yurc (2H, NH,), 7.11 a (1H, H®, J
8.5T'm,), 7.49 n (1H, H>, J 8.5 T'm), 7.48-7.53 m (2H,
H>6, C(H,NO,), 7.56 n.a.n (1H, J 8.2, 6.9, 1.3 Tu),
7.78 o (1H, J 8.0, 1.3 I'm), 8.03-8.08 M (2H, H3~,
CcH4NO,), 8.29 yurn (1H, J 8.2 I'm), 10.73 ymr.c
(1H, NH). Cnextp SIMP 13C, §, m.1.: 38.9 (CH), 89.7,
117.4, 120.9 (CH), 122.9 (2CH), 123.4 (CH), 125.87
(CH), 126.00 (CH), 126.06 (CH), 127.1 (CH), 128.8
(2CH), 132.7 (CH), 144.4 (CH), 145.8, 153.3, 154.4,
162.2, 162.5, 171.2. Haiiaeno, %: C 65.41; H 3.57,
N 14.72. C5H4,BN4O,. Brruucneno, %: C 65.28; H
3.65, Br 19.01; N 14.50.

10-AMuno-7-[4-(0en3nnokcu)penun]-7,9-nu-
ruapo-8H-6enso|7,8]xpomeno[2,3-d|nupumun-
AUH-8-0H (5g) mosydyeH B3aMMOICHCTBUEM MHPUMU-
nuHa 1, 4-(6ensmiokcn)oen3anpaeruaa 2h u 1-nad-
tona (3). Berxon 2.7 r (61.5%), T.iut. > 310°C, R;0.67.
UK cnexrp, v, em': 3472, 3310, 3179 (NH,, NH),
1697, 1656 (CO), 1605 (C=C—C=N). Cnexrp SIMP
'H, §, m.1.: 5.05 ¢ (2H, CH,), 5.05 ¢ (1H, CH), 6.46
yurc (2H, NH,), 6.74-6.79 m (2H, C;H4,OBz), 7.12—
7.17 m (2H, H33, CgH,0), 7.16 1 (1H,HS, J 8.6 T'm),
7.23-7.37 M (SHgpoy), 7-43-7.56 M (2H, CgHy), 7.47
n (1H, H>, J 8.6 T'ny), 7.76 yur.a (1H, C¢H,, J 8.0 T'n),
8.26 ym.x (1H, C¢Hy, J 8.3 I'n), 10.63 ymr.c (1H, NH).
Cnexrp AMP 13C, §, m.n.: 38.0 (CH), 69.0 (CH,),
91.1, 113.9 (2CH), 119.4 (CH), 120.8 (CH), 123.0
(CH), 123.4, 125.5 (2CH), 126.5 (CH), 126.8 (2CH),
126.97 (CH), 127.03 (CH), 127.8 (2CH), 128.5 (2CH),
132.4,136.8, 138.6, 144.1, 154.0, 156.6, 162.2, 162.3.
Haiineno, %: C 75.33; H 4.62; N 9.55. CygH, N30;.
Beraucneno, %: C 75.15; H4.73, N 9.39.

9-Amuno-12-¢penunn-10,12-quruapo-11H-6eu-
30[5,6]xpomeno|2,3-d|nupumuaun-11-on (6a) rmo-
JydeH B3amMOACHCTBHEM mmpuMuauHa 1, OeH3ab-
neruga 2a u 2-Hadrona (4). Beixon 2.0 r (60.0%),
T > 310°C, Ry 0.70. UK cnekrp, v, cm ;3421
3347,3062 (NH,, NH), 1655, 1615 (CO), 1593 (C=C-
C=N). Cniextp SIMP 'H, §, m.11.: 5.61 ¢ (1H, CH), 6.48
yiur.c (2H, NH,), 7.00-7.05 m (1H, H*, Ph), 7.10-7.17
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M (2H, H3, Ph), 7.26-7.30 m (2H, H>®, Ph), 7.35
naa (1H, CHy, J 7.8, 6.8, 1.3 T'm), 7.36 1 (1H, HS,
J 8.9 I'm), 7.41 n.ux (1H, CgHy, J 8.3, 6.9, 1.5 I'n),
7.82 n.n (1H, CgHy, J 7.8, 1.5 '), 7.83 1 (1H, H3, J
8.9 T'm), 7.88-7.93 M (1H, C¢H,), 10.62 ym.c (1H,
NH). Criexktp IMP 13C, §, m.1.: 35.2 (CH), 91.6, 116.9,
117.0 (CH), 123.1 (CH), 124.0 (CH), 125.5 (CH),
126.3 (CH), 127.55 (2CH), 127.6 (2CH), 128.0 (CH),
128.4 (CH), 130.5, 130.6, 145.1, 148.1, 153.9, 162.1.
Haiineno, %: C 74.10; H 4.27; N 12.55. C,HsN;0,.
Breruncieno, %: C 73.89; H4.43, N 12.31.

9-AMuHo0-12-(2-¢propdenn)-10,12-guruapo-
11H-6en30[5,6]xpomeno|2,3-d|nupumuaun-11-on
(6b) momyden B3auMOACUCTBHEM NHpUMUIUHA 1,
2-propbenzanbaerugaa 2j u 2-Hadrona (4). Beixon
2471 (67.6%), T.in. > 310°C, R; 0.72. UK cnekrp, v,
cM ! 3420, 3348, 3100 (NH,, NH), 1658 (CO), 1587
(C=C—C=N). Cnektp IMP 'H, §, m.n.: 5.79 ¢ (1H,
CH), 6.44 yurc (2H, NH,), 6.89-6.98 M (2H,,,),
7.02-7.09 M (2H,,0,), 7.25-7.36 M (2Hg,,,), 7.31
a (1H, H®, J 9.0 T'w), 7.43 mnx (1H,p0,. J 8.5, 6.9,
1.4 Tu), 7.76 1 (1H, H>, J 9.0 T'm), 7.75-7.79 m
(1Hp00), 7.98-8.02 M (1H,,,), 10.63 yur.c (1H, NH).
Cnektp AMP 13C, 8, m.a.: 29.6 1 (CH, Jcf 2.2 T),
90.3, 115.0 1 (C°H, C¢H,F, Jop 22.3 Tr), 116.0, 117.3
(CH), 122.3 n (CH, C¢gH,4F, Jop 3.4 '), 123.9 o (CH,
CeHyF, Jop 3.2 T), 124.3 (CH), 126.8 (CH), 127.8 1
(C*H, C¢H,F, Jop 8.4 T'm), 128.3 (CH), 128.9 (CH),
130.5, 130.6 (CH), 130.7, 132.0 1 (C', C¢H,F, Jcf
13.3 Tu), 147.9, 154.2, 159.2 n (C%, C¢H4F, Jcp
246.3 I'u), 162.0, 162.4. Haiineno, %: C 69.88; H
3.76; N 11.85. Cy;H 4,FN;O,. Bsruucneno, %: C
70.19; H3.93, F 5.29; N 11.69.

9-AMuH0-12-(3-6pomdpenunn)-10,12-quruapo-
11H-6en30[5,6]xpomeno|2,3-d|mupumuann-11-ou
(6¢c) mosyueH B3aMMOJIEUCTBHEM NHpUMHUIMHA 1,
3-0pombOenzanpacruna 2b u 2-nadrona (4). Beixon
2.5 1 (60.0%), T.u1. > 310°C, R; 0.70. UK cnexrp, v,
cM ! 3416, 3365, 3143 (NH,, NH), 1658 (CO), 1587
(C=C-C=N). Cnekrp IMP 'H, §, m.1n.: 5.62 ¢ (1H,
CH), 6.48 yur.c (2H, NH,), 7.05 x.x (1Hy,0y, / 8.1,
7.4 Tm), 7.15-7.22 M (2H,pe), 7.33-7.45 M (2ZH,p,,),
7.36 1 (1H, H®, J 8.9 T), 7.48 n.a (1H,p0,, J 2.2,
1.4 Tm), 7.79-7.90 M (2H,p0,), 7-82 1 (1H, H>, J
8.9 T'm), 10.64 yurc (1H, NH). Cnexrp IMP 13C,
o, m.a.: 35.0 (CH), 91.0, 116.0, 117.0 (CH), 121.4,
122.9 (CH), 124.0 (CH), 126.3 (CH), 126.4 (CH),
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128.0 (CH), 128.5 (CH), 128.7 (CH), 129.3 (CH),
130.4 (CH), 130.5, 147.5, 148.3, 154.0, 162.09,
162.12. Haiineno, %: C 59.83; H 3.25; N 10.22.
C,H4BrN5O,. Berancneno, %: C 60.02; H 3.36, Br
19.01; N 10.00.

9-AmMuH0-12-(3-HuTpopennin)-10,12-guruapo-
11H-6en30[5,6]xpomeno|2,3-d|nupumuaun-11-on
(6d) mosnyueH B3aMMOAEWCTBHEM NHMpUMUIMHA 1,
3-autpoben3anbiaernaa 2¢ u 2-nagprona (4). Beixon
2.6 T (66.7%), . > 310°C, R; 0.67. UK cnekrp,
v, eM 't 3414, 3352, 3064 (NH,, NH), 1656, 1619
(CO), 1588 (C=C—C=N). Cnextp SIMP 'H, &, m.1.:
5.79 ¢ (1H, CH), 6.52 ym.c (2H, NH,), 7.33-7.43 m
(3Hpop)- 7-40 1 (1H, H®, J 8.9 Tmr), 7.65 1.2 (1H 00,0
J7.8, 1.7, 1.1 T'n), 7.80-7.84 M (2H,,,,,), 7.86 1 (1H,
H>,7 8.9 I'm), 7.91 n.ax (1H,p0y J 8.2, 2.3, 1.1 Tm),
8.19 i (1H,0y, J 2.3, 1.7 '), 10.70 yur.c (1H, NH).
Crextp IMP 13C, §, m.1.: 35.2 (CH), 90.5, 115.3,
117.1 (CH), 120.6 (CH), 122.3 (CH), 122.8 (CH),
124.1 (CH), 126.6 (CH), 128.1 (CH), 128.6 (CH),
129.0 (CH), 130.4, 130.6, 133.8 (CH), 147.0, 147.5,
148.4, 154.2, 162.1. Haiineno, %: C 65.32; H 3.40; N
14.58. C,;H4N4O4. Berancneno, %: C 65.28; H 3.65;
N 14.50.

9-AmuHo0-12-(4-pToppenni)-10,12-guruapo-
11H-6en30[5,6]xpomeno|2,3-d|nupumuaun-11-on
(6e) momydeH B3amMOACHCTBHEM mupuUMuUAnHA 1,
4-propoenszanpaernaa 2d u 2-HadTona (4). Bexon
2.1 r (59.0%), . > 310°C, R; 0.67. UK cnekrp,
v, em 't 3417, 3350, 3100 (NH,, NH), 1651, 1616
(CO), 1594 (C=C—C=N). Cnextp SIMP 'H, §, m.1.:
5.63 ¢ (1H, CH), 6.67 yur.c (2H, NH,), 6.94-7.03 m
(2H, CcH4F), 7.26-7.33 m (2H, CcH,F), 7.38-7.50
M (2H, C¢Hy), 7.43 (1H, H® J 8.8 T'm), 7.89-7.95 m
(2H, C¢H,), 7.93 n (1H, H>, J 8.8 T'n), 10.82 ym.c
(1H, NH). Cniexrp SIMP 13C, 8, m.z1.: 34.6 (CH), 91.5,
114.7 1 (2CH, C**, C¢H,4F, Jop 21.3 T), 116.8, 117.4
(CH), 123.3 (CH), 124.7 (CH), 127.0 (CH), 128.5
(CH), 129.2 (CH), 129.5 n (2CH, C>?, CgH,F, Jcf
8.1 Tm), 130.5, 130.8, 141.5 n (C!, C(H,F, Jcf 2.9
'), 148.0, 154.2, 160.4 1 (C*, CcHyF, Jop 242.7),
162.2, 162.4. Haiineno, %: C 70.42; H 4.07; N 11.43.
C,1H 4FN;0O,. Beraucneno, %: C 70.19; H 3.93; F
5.29; N 11.69.

9-AmuHo-12-(4-xa0pdenunn)-10,12-guruapo-

11H-6en30[5,6]xpomeno|2,3-d|nupumuaun-11-on
(6f) momydeHn B3amMoneHCTBHEM TUpUMHAWHA 1,
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4-propoenzanpaeruga 2e u 2-Hadroma (4). Bexon
2.2 1 (60.0%), T.u1. > 310°C, R; 0.67. UK cnexrp, v,
cM 1 3416, 3348, 3103, 3028 (NH,, NH), 1654, 1616
(CO), 1589 (C=C—C=N). Cnexrp SIMP 'H, &, m.1.:
5.60 ¢ (1H, CH), 6.68 ym.c (2H, NH,), 7.21-7.26 m
(2H, C¢H4CL), 7.34-7.39 M (2H, CcH,4CI), 7.39-7.44
M (1H, C¢H,), 7.42 n (1H, HS, J 8.9 T'n), 7.44-7.50
M (1H, C¢Hy), 7.91 ym.a (1H, CgHy, J 8.1 '), 7.93
n (1H, B>, J 8.9 T'), 10.83 ym.c (1H, NH). Cnekrp
SMP 13C, 8, m.z1.: 34.9 (CH), 91.1, 116.4, 117.4 (CH),
119.1,23.2(CH), 124.7 (CH), 127.1 (CH), 128.5 (CH),
129.3 (CH), 130.1 (2CH), 130.4, 130.8, 130.9 (2CH),
144.7, 148.0, 154.3, 162.2, 162.4. Haiineno, %: C
67.35; H 3.68; N 11.27. C,,;H;4CIN;O,. Beraucneno,
%: C 67.12; H3.75; C19.43; N 11.18.

9-AMuH0-12-(4-6pomdenn)-10,12-guruapo-
11H-6en30[5,6]xpomeno|2,3-d|nupumuaun-11-on
(6g) momyueH B3auMoNEHCTBUEM mHUpUMUIUHA 1,
4-6pombenzanpieruna 2f u 2-nagrona (4). Beixon
3.3 1 (78.5%), T.u1. > 310°C, R; 0.66. UK cnekrp, v,
cm ' 3339, 3415, 3348, 3100 (NH,, NH), 1654, 1615
(CO), 1587 (C=C—C=N). Cnextp SIMP 'H, §, m.x.:
5.62 ¢ (1H, CH), 6.68 ym.c (2H, NH,), 7.20-7.25 m
(2H) u 7.27-7.32 m (2H, C¢HyBr), 7.39-7.44 M (1H,
CeHy),7.43 n(1H,H®,J8.9Tm), 7.47 n.a.x (1H, CHy,
J8.4,7.0,1.5T'm), 7.89-7.93 m (2H, CcH,), 7.93 n (1H,
H>, J 8.9 T'm), 10.84 ym.c (1H, NH). Cnexrp IMP
13¢C, 8, m.1.: 34.8 (CH), 91.1, 116.4, 117.4 (CH), 123.2
(CH), 124.7 (CH), 127.1 (CH), 128.0 (2CH), 128.5
(CH), 129.3 (CH), 129.6 (2CH), 130.4, 130.6, 130.8,
144.3, 148.0, 154.3, 162.2, 162.3. Haiineno, %: C
60.27; H3.44; N 11.15. C,H,4 BrN;O,. Brraucneno,
%: C 60.02; H 3.36; Br 19.01; N 10.00.

9-AMuHO0-12-(4-vurpodenn)-10,12-quruapo-
11H-0en30[5,6]xpomeno|2,3-dlnupumuaun-11-ou
(6h) momyyen B3auMopelcTBHEM NHUpUMUIUHA 1,
4-autpoben3anpaeruaa 2g u 2-nadrona (4). Berxon
3.0 r (78.5%), T.mn. > 310°C, R; 0.66. UK cnektp,
v, em i 3502, 3395, 3326, 3181,3110, 3086 (NH,,
NH), 1651 (CO), 1606, 1593 (C=C—C=N). Cnektp
SAMP 'H, 8, m.a.: 5.77 ¢ (1H, CH), 6.73 yurc (2H,
NH,), 7.39-7.44 m (1H, C¢H,), 7.46 n (1H, HS, J
9.0 Tm), 7.45-7.50 m (1H, C¢Hy), 7.54-7.59 m (2H,
H??, C¢H,NO,), 7.89-7.94 M (2H, C¢H,), 7.96 1 (1H,
H>, J 9.0 Tm), 8.03-8.08 m (2H, H*?*, C,H,NO,),
10.87 yur.c (1H, NH). Cnexrp SIMP 13C, §, m.z1.: 35.4
(CH), 90.2, 115.4, 117.1 (CH), 122.8 (CH), 122.9
(2CH), 124.3 (CH), 126.7 (CH), 128.2 (CH), 128.7

(2CH), 129.1 (CH), 130.4, 130.6, 145.6, 148.2, 152.3,
154.2, 162.1, 162.2. Haiineno, %: C 65.38; H3.43; N
14.62. C,;H4N4O4. Beruucneno, %: C 65.28; H 3.65;
N 14.50.

9-AMuH0-12-[4-(0en3minoxen)penna]-10,12-gu-
ruapo-11H-6en3o[5,6]xpomeno|2,3-d|nupumun-
AUH-8-0H (61) MOTyUYEeH B3aUMOACHCTBUEM MHPUMU-
nuHa 1, 4-(6ensunokcn)oen3anpaeruna 2h u 2-nad-
Tona (4). Berxon 3.5 1 (78.5%), T.iu1. > 310°C, R; 0.66.
UK cnextp, v, eml: 3427, 3369, 3158 (NH,, NH),
1717, 1650 (CO), 1606, 1584 (C=C—C=N). Cnektp
AMP 'H, §, m.a.: 4.93 ¢ (2H, CH,), 5.58 ¢ (1H,
CH), 6.40 ym.c (2H, NH,), 6.70-6.75 m (2H, H>%,
C¢H,OBz), 7.17-7.22 m (2H, H>?, C;H,OBz), 7.23~
7.42 M (TH,p00), 7-34 1 (1H, H®, J8.9Tm), 7.78 n (1H,
H>,J8.9Tn), 7.78 n.a (1H, CHy, J 7.9, 1.7 Tm), 7.91
o (1H, CgHy, J 8.2, 1.3 I'n), 10.59 ymr.c (1H, NH).
Criexkrp SIMP B¢, &, mun: 343 (CH), 69.0 (CH,),
91.9, 113.8 (2CH), 117.0 (CH), 117.2, 123.2 (CH),
123.8 (CH), 126.1 (CH), 126.8 (2CH), 127.0 (CH),
127.7 (2CH), 127.8 (CH), 128.1 (CH), 128.5 (2CH),
130.5,130.7,136.8, 137.6, 148.1, 153.7, 156.4, 162.1.
Haiineno, %: C 74.87; H 4.60; N 9.61. C,gH,N;O5;.
Brruuciaeno, %: C 75.15; H 4.73; N 9.39.

9-AMuHO-12-(4-MmeToKcupennn)-10,12-qu-
ruapo-11H-6en3o[5,6]xpomeno|2,3-d|nupumun-
AUH-8-0H (6j) TTOTyYeH B3aMMOICHCTBUEM ITHPUMU-
nuHa 1, 4-merokcuOensanbaeruna 2k u 2-HadTona
(4). Beixon 3.5 r (64.3%), .. > 310°C, R 0.69.
UK cnextp, v, cm ': 3438, 3418, 3345, 3078 (NH,,
NH), 1705, 1656, 1615 (CO), 1586 (C=C-C=N).
Cnextp AMP 'H, §, m.1.: 3.66 ¢ (3H, MeO), 5.57 ¢
(1H, CH), 6.40 yum.c (2H, NH,), 6.62-6.67 m (2H,
H3?¥, C¢H,OMe), 7.16-7.21 m (2H, H>?, C¢H,OMe),
7.30-7.35 m (1H, C¢Hy), 7.34 1 (1H, H®, J 8.9 T'm),
7.39 n.a.n (1H, CgHy, J 8.3, 6.9, 1.5 '), 7.78 1 (1H,
H>,J 8.9 I',), 7.78 1 (1H, C¢Hy, J 8.3, 1.5 Tr), 7.90
yurg (1H, C¢Hy, J 8.3 T'n), 10.59 ym.c (1H, NH).
Cnextp IMP 13C, §, m.1.: 34.3 (CH), 54.3 (MeO),
92.0, 112.9 (2CH), 117.0 (CH), 117.2, 123.2 (CH),
123.8 (CH), 126.1 (CH), 127.8 (CH), 128.1 (CH),
128.5 (2CH), 130.5, 130.7, 137.3, 146.6, 148.1, 153.7,
157.1,161.9, 162.1. Haiineno, %: C 74.87; H 4.60; N
9.61. Cy,H;7N30;5. Beruncneno, %: C 71.15; H 4.61;
N 11.31.

9-AMuno0-12-(2,3-rumeroxkcudenns)-10,12-qu-
ruapo-11H-6en3o[5,6]xpomeno|2,3-d|nupumu-
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IuH-8-0H (6K) monyyeH B3auMoOAeMCTBUEM MUPUMHU-
muHa 1, 2,3-mumeTokcnden3anpaeruna 21 u 2-madro-
na (4). Bexon 2.9 r (71.5%), .. > 310°C, R; 0.66.
UK cnekrp, v, eMm ' 3412, 3342, 3100 (NH,, NH),
1656, 1618 (CO), 1588 (C=C—C=N). Cnekrp AMP
'H, §, m.n.: 3.77 ¢ (3H, OMe), 3.94 ¢ (3H, OMe),
5.88 ¢ (1H, CH), 6.41 ym.c (2H, NH,), 6.59-6.65 m
(1H, H>, C¢Hy), 6.75-6.81 m (2H, H*®, C¢H;), 7.29 1
(1H, HS, J 8.9 Tm), 7.31 n.a.x (1H, CcHy, J 8.0, 6.9,
1.1 T'm), 7.42 n.an (1H, CcHy, J 8.4, 6.9, 1.3 I'n)
7.71 n (1H, H>, J 8.9 I'n), 7.72 n.x (1H, CeHy, J 8.1,
1.2 I'm), 8.33 ymr.n (1H, CgHy, J 8.4 I'ny), 10.51 ym.c
(1H, NH). Cnextp SIMP 3C, §, m.x1.: 29.9 (CH), 54.9
(MeO), 59.8 (MeO), 91.7, 109.9 (CH), 117.0 (CH),
118.1, 121.7 (CH), 122.8 (CH), 123.6 (CH), 123.7
(CH), 126.1 (CH), 127.6 (CH), 127.7 (CH), 130.2,
131.1,138.5, 145.4,147.7, 151.9, 153.8, 161.9, 162.6.
Haiineno, %: C 68.71; H 4.95; N 9.25. Cy3H;gN30O4.
Brruucieno, %: C 68.82; H4.77; N 10.47.

9-AMuHO0-12-(2-THAPOKCH-3-MeTOKCH(PEeHUT)-
10,12-guruapo-11H-6en30[5,6]xpomeno|2,3-d|nu-
puMuanH-8-0H (61) nmonyyeH B3aumoAeicTBUEM IHU-
pumuanHa 1, 2-ruapoxcu-3-MeTOKCHOeH3aIbAeTHAa
2m u 2-sadrona (4). Bexog 2.5 v (64.5%), T.mn. >
310°C, R;0.69. UK crextp, v, cM~': 3423, 3339, 3136
(NH,, NH, OH), 1655, 1645 (CO), 1586 (C=C—C=N).
Cuextp SIMP 'H, §, m.1.: 3.78 ¢ (3H, MeO), 5.84 ¢
(1H, CH), 6.14 n.x (1H, H*, C¢H;,J 7.9, 1.5 T'), 6.46
T (1H, H>, C¢H;, J 7.9 T), 6.58 a1 (1H, H, C4Hs,
J 79, 1.5 TI'n), 6.69 yur.c (2H, NH,), 7.35 na.0.n (1H,
CeHy, J 7.8, 6.9, 1.3 T), 7.35 1 (1H, H® , J 8.9 T'n),
7.39 n.a.n (1H, CcHy, J 8.3, 6.9, 1.5 I'n), 7.63-7.67
M (1H, CHy CgHy), 7.81 n.n (1H, CgHy, J 7.8,
1.5Tm), 7.83 1 (1H, H>,J8.9 '), 9.96 yur.c (1H, OH),
11.18 ymr.c (1H, NH). Cnekrp IMP 13C, §, m.1.: 28.9
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(CH), 55.2 (MeO), 91.2, 109.9 (CH), 116.72 (CH),
116.75 (CH), 119.7, 119.9 (CH), 122.9 (CH), 124.2
(CH), 126.5 (CH), 127.9 (CH), 128.5 (CH), 130.5,
130.6, 133.6, 143.0, 148.3, 149.2, 153.5, 163.2, 164.8.
Haiineno, %: C 68.37; H 4.70; N 10.58. Cy,H;7N304.
Brruucineno, %: C 68.21; H 4.42; N 10.85.
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One-Pot Three-Component Condensations
2,6-Diaminopyrimidin-4-(3H)-one, Aromatic Aldehydes,
and Naphthols: Synthesis
of Isomeric Benzochromeno|2,3-d|pyrimidines
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The interaction of 2,6-diaminopyrimidin-4-(3H)-one, aromatic aldehydes, and isomeric 1- and 2-naphthols
proceeds as a one-reactor three-component condensation and leads to the formation, respectively, of
benzo[7,8]chromeno derivatives[2,3-d|pyrimidine and benzo[5,6]chromeno[2,3-d|pyrimidine. In both cases,
heterocyclization proceeds with the replacement of the 6-amino group of the pyrimidine ring by the hydroxyl
group of naphthols and the closure of the benzochromene cycle, and not along the alternative route with the
formation of a heterocyclic benzopyrimidoquinoline system.

Keywords: 2,6-diaminopyrimidin-4-(3H)-one, 1-and 2-naphthols, aromatic aldehydes, condensation, benzo[7,8]-
chromeno(2,3-d|pyrimidines, benzo[5,6]chromeno[2,3-d]pyrimidines
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