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IMHUPA30J10[5,4-h| XUHA30JINHBI

B peakumax 1-penmn- wu 1-(2-mupuamn)-3-metun-4-xnop-5-hopmui-6,7-auruapo-
HMH/A30JI0B C KapOaMHIUHOINHPPOIUAMHOM, 4-KapOaMuIuHOMOPGOIMHOM, KpeaTH-
HOM, 2-KapOaMHIMHONHPA3HHOM U 2-KapOaMHINHO-5-TPUGTOPMETHIIHUPUIHHOM
MOIy4eHBl COOTBETCTBYIOIME 3,8-3aMmemienHble |-meTun-4,5-nguruaponupasonol5,4-h]-
XMHA30JIMHBL, a ¢ 2-aMHUHOOCH3UMHUA30J0M — 3-(permn- u 3-(2-nupuann)-1-merui-4,5-
nuruapobenso[ blunnasono[4,5-eJumunazono[ 1,2-a] TUpUMUANHEL

KuroueBnle cioBa: 3,8-3amerennsie |-merun-4,5-guruaponupasonolS,4-4]xunazonu-
Hbl, 1-(2-mupuaun)- u 1-denun-3-meruin-4-xnop-5-GopMun-5,7- TATHAPOUHIA30TIbL.

B nponomwkenune pador [1—4] mo ucmonp3oBaHuio B cuHTe3aX 1-permi- (1) u
1-(2-mupuamn)- (2) 3-metun-4-xyop-5-hopMuII-6,7-TUTHIPOUHIA30I0B TPOBEICHBI
WX pEeaknud C pPAIOM aMHIMHOB M HMX IHKIMYECKHX aHAJOTOB — 2-aMHHO-
OCH3UMUIA30I0M U S-amuHOTeTpa3ojoM. [lomumo C-kapOamMuIWHOB — 2-KapO-
aMHIIUHO-5-TpU(PTOPMETIIIIIMPUINHA U 2-KapOaMUIHHOTUPA3NHA HCIIOTH30BAJIHChH
u N-kapOamMuanHBI — KapOaMHUIMHOIUPPOIUINH, 4-KapOaMUIMHOMOP(OIUH |
KpeaTtuH. Bo Bcex ciiydasix €JMHCTBCHHBIMHU BBIJICIICHHBIMU MPOAYKTAMHU PEaKIUA
SBISUIUCH COOTBETCTBYIOLIUE 3,8-3aMelIeHHble 1-MeTun-4,5-auruaponupasono-
[5,4-h]xunazomuusl (3—9).

Peaxrun xnopsuHMIaNbaerHa0B 1 1 2 ¢ comsaMu kapOaMUIHHONHPPOIUANHA U
Mop(hoJIMHA TPOBOIMIIMCH TPOAOKUATENbHEIM (10—15 9) kumsueHwem B alc.
STaHOJIe B MPHUCYTCTBUH IBYyX skBuBaseHTOB KOH, a ¢ rumparom kpeaTmHa —
JBYXJacOBBIM KHILTYEHHEM B NPHCYTCTBHH SKBHMOJspHOro kommdectBa KOH.
BsaumoneiicTBue ¢ consiMu 2-kapOaMUIUHO-5-Tpu TOPMETHITUPUANHA U 2-KapO-
aMHUIMHONMPA3UHA TaKXKe IMOTPeOOBali0 JJTUTENBHOTO KHUISYCHHsS. B mepBoM
Clly4ae ONTHUMAIBHBIM OKa3aJoCh HCIIOJIb30BAaHUE HKBUMOJISIPHOTO KOJIMYECTBA
ajkorouisita, Bo BTopoM — KOH.

BsanmoneiictBue co CBOOOAHBIMH OCHOBAaHHMSMH IHKIMYECKHX AaHAIOTOB
aMHUINHA — 5-aMHHOTETPA30JIOM U 2-aMHHOOEH3UMHIa30JI0M — TaK)Ke TPOBOIMIN
B TPHUCYTCTBHH SKBUMOJSIPHOTO KOJMYECTBAa ajKoroisra. lIpm sToM B ciydae
B3auMozeicTBus  enHmnuHmazona 1 ¢ 5-aMHHOTETpa3ojoM  E€IMHCTBEHHBIM
NPOJIYKTOM PEaKIMu SIBIsUICS TeTpa3odol1,5-a]nupazono[S,4-h]xunazonun 10, a c
2-aMHUHOOEH3UMHIA30JI0M — OeH3oumuaa30m0[ 1,2-anupasono[S,4-AxuHa30mUH
11. BszaummopnetictBue 1-(2-mupunnmin)uHaasona 2 ¢ 2-aMHHOOCH3UMHIA30JI0M
NPUBEJIO K 00pa30BaHUIO KpoMe coenHeHus 12 Take S-aMHHOMETHIEHHHAA3071a
13. B otinume oT 3TOro B peakuuy eHOJbHOro 3¢upa 14, CHHTE3UPOBAHHOTO MPU
B3aMMOJICHCTBUU XJIOPITPOMU3BOIHOTO 2 C ATHJIATOM HATpHs, ¢ 2-aMUHOOCH3UMHUI-
a30JI0M MOJIY4Y€HO TOJIbKO coenuHeHue 12.

Jannbie cnektpoB UK u SIMP 'H nomHocTBIO COTJIACYIOTCSI C TIPUBEICHHBIMHU
crpykrypamu. Tak, cnexktpel AMP 'H MOATBEPXKIAIOT HAJIMYKME B coeAuHeHuu 13
mpanc-GUKCUPOBAHHONW aMUHOMETHUIIEHOBOW TPYIIIBI, XapaKTepU3yrolecs
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1, 11 Ar = CgHs; 2, 12 Ar = CsH,N-2; 3 Ar = CoHs, R = N(CH)s;
4 Ar= C5H4N-2, R= (CH2)4, 5Ar= C6H5, R= N(CHchz)zo,
6 Ar= C5H4N-2, R= N(CHchz)zo, 7 Ar= C6H57 R= 4-CF3C5H3N-2;
8 Ar = CsH,N-2, R = 2-rmpasusm; 9 Ar = CsH,N-2, R = N(CH;)CH,COOH

nyoneraeiMu curHatamu CH npu 7.67 (J = 13 Tm) u NH 11.34 (J = 13 Tm), a
Takke curaaimom nportorna NH umunazonsHoro ¢pparmenta npu 11.56 m. 1. B UK
cnektpe cBs3u NH oOHapyxuBaroTcss yactotamMu B uHTEpBasie 3200—3050 oM .
Cnektpbl coenuHennii 3—12 Hukakux cBszeil NH He oOHapyKMBaIoT; JHIIb B
coelMHEeHNN 9 (QUKcupyeTcss Hajluyue THAPOKCHIA KapOOKCHIBHON (YHKIUH
(Veoon 2650—2450 em ™', 8coon 10.5 M. 11.).

SKCHEPUMEHTAJIbBHAS YACTb

Cnexrpsl  SIMP 'H custel ma cnerkpomerpe Specord 75-IR s cycmeH3uii BeliecTB B
BasenmmoBoM Macte (1800—1500 cM ') u rexcaxmopGyrammene (3600—2000 cm'); uwacToTsI
BaJGHTHBIX KoneGanmii casiseii C—H B o6nactn 3050—2800 cm ' e npusenensl. Criektpsl SIMP 'H
cusatsl B CDCl; nimn IMCO-dg Ha ciekrpomerpe Bruker WH-90/DS (90 MI'n), BHyTpeHHHII cTaHAapT
TMC. Ucnomnb3oBansl coiau aMuauHOB GupMm Acros u Maybridge Chemical Company.

3-®enna-8-nupposnani- (3), 3-2-nmupuann)-8-nuppoanani- (4), 3-penni-8-(4-mop poana)-
(5) u 3-Q-nupuaun)-8-(4-mopdoamn)- (6) 1-merwi-4,5-auruaponupasono|s,4-slxunazonunbl. Kunarst
12 4 2 MMmonpb xiuopBHHMIadpAeruaa 1 wam 2, 2 MMOAb TuApoOpoMHIa KapOamMHIHHA
NUPPOIUINHA HIN THApobpomuna 4-xapbamuaunna mopdonuna, 4 mmoans KOH B 10—15 mx
abcomtoTHOro 3taHona. OxyaxjaoT, pa3bapusorT Bojgoi 10 100 MJI M OCTaBJAIOT Ha CYTKH
npu 20 °C. BpimaBuiMe B 0CafoK COeAMHEHUS 3—6 OTGUIBTPOBBIBAIOT W  IEpe-
KPHUCTAJUIN30BBIBAIOT.

3. Bomxox 68 %. T. mwr. 139—140 °C (sranon—sogma, 2 : 1). UK cmexrp: 1596, 1552, 1500 cm .
Crextp SIMP 'H (CDCls): 1.98 (4H, M, (CHy),); 2.67 (3H, ¢, CH); 2.87 (4H, m, 4-H, 5-H); 3.63 (4H,
M, CH,—N—CHy); 7.45 (5H, M, C¢Hs); 8.07 m. 1. (1H, ¢, Cs)—H). Haiineno, %: C 72.25; H 6.30; N
21.21. C2H2iNs. Boruncneno, %: C 72.48; H 6.38; N 21.13.
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4. Boxox 60 %. T. w1 161—162 °C (u3 sramona). UK crexrp: 1588, 1552, 1500 cm . Crextp
SIMP 'H (CDCL): 1.96 (4H, M, (CHa),); 2.68 (3H, c,1-CHs); 2.85 (2H, 1, >J = 7 I'n, 4-H); 3.54 (2H, T,
J =17 'y, CHy); 3.61 (4H, M, CH—N—CH,); 7.20 (1H, v, 3-CsH,N); 7.81—7.88 (2H, M, CsH,N);
8.02 (1H, ¢, 6-H); 8.42 m. 1. (1H, 1. 1, °J = 5, *J = 1.5 T, CsHyN). Haiineno, %: C 68.39; H 5.91;
N 25.20. C19HoNg. Beramcieno, %: C 68.65; H 6.07; N 25.28.

5. Boxox 58 %. T. w1 179—180 °C (u3 sramona). UK cmexrp: 1597, 1557, 1505 cm . Crextp
SMP 'H: (CDCls): 2.65 (3H, ¢, 1-CHs); 2.87 (4H, m, 4-H, 5-H); 3.78 (8H, uentp M, N(CH,CH,),0);
7.41 (5H, m, 3-C¢Hs); 8.07 m. n. (1H, ¢, 6-H). Haiineno, %: C 68.91; H 5.97; N 20.12. C,0H2;N;O.
Beruncneno, %: C 69.14; H 6.09; N 20.16.

6. Boixox 73 %. T. mr. 154—155 °C (u3 msonpomanona). MK cmextp: 1593, 1561, 1500 cm .
Crextp AMP 'H (CDCL): 2.65 (3H, ¢, 1-CHs); 2.87 (2H, T, °J = 7 I'n, 4-H); 3.52 2H, 1, °J = 7 I'n,,
5-H); 3.78 (8H, nentp M, N(CH2CH,),0); 7.16 (1H, M, 3-CsHsN); 7.65—7.96 (2H, M, 3-CsHsN); 8.05
(1H, ¢, 6-H); 8.38 M. n. (1H, M, 3-CsH4N). Haiineno, %: C 65.31; H 5.80; N 23.92. Cj9H2N¢O.
Beruncneno, %: C 65.50; H 5.79; N 24.12.

1-MeTtuin-3-¢enn-8-(S-rpudropmernii-2-nupuanin)-4,5-1uruaponupasono[S,4-slxunazomun (7).
Kumsarar 10 9 0.54 r (2 mmons) mamazoma 1, 0.50 r (2 mMmoms) rumpoxiopuna 2-kapOaMHANHO-5-
TPUGTOPMETHUINUPUIMHA U SKMOJIPHOE KOJIMYECTBO MeTHiIaTa HaTpus B 15 mur MeraHonma. Oxnax-
natoT, pasdasiusior 30 M Boabl U ocTaBisioT Ha cyrkd npu 0 °C. Ocamok 7 OTQHIBTPOBBIBAIOT H
[IePEKPUCTAILTH30BBIBAIOT U3 cMecH dTanoi—soxa 1 : 1. Tomyuator 0,40 r (50 %) 7. T. . 209—210 °C.
UK crexrp: 1583, 1549, 1509 cm'. Criextp SIMP 'H (CDCls): 2.78 (3H, ¢, 1-CHs); 3.05 (4H, M, 4-H,
5-H); 7.43 (5H, M, 3-C¢Hs); 8.05 (1H, x. 1, °J = 8, *J = 2 I'u, 8-CsHN); 8.65 (1H, 1, °J = 8 I';,
8-CsH,N); 8.58 (1H, ¢, 6-H); 9.01 m. 1. (1H, a1, *J = 2 T, 8-Py). Haiineno, %: C 64.66; H 4.05;
N 17.15. CoH 6F3Ns. Beruucneno, %: C 64.86; H 3.96; N 17.19.

1-MeTuna-3-(2-nupuani)-8-(2-nmupazunui)-4,5-auruaponupasono|s,4-h] xunazonun (8). Kunsrsr
20 1 0.54 r (2 MmMons) uxAazona 2, 0.30 r (2 Mmoib) ruapoxiopuaa 2-kapbamuauHonupasuna u 0.25 ¢
KOH B 15 M aGcomtorHoro sraHosa. Ha poropHoMm ucnapurene oTtroHsoT 10 mMil 3TaHOja, OCTATOK
pa36aBsiioT 30 M BOABI M OCTaBISIIOT HAa CYTKH B XOJIOAWIBHHKE. BpImaBmmii cMox000pa3HBIi
[POJIYKT MEPeKPUCTANIM30BBIBAIOT U3 u3onporanona. [Tonydator 0.20 r (29 %) 8. T. . 215217 °C.
UK crextp: 1599, 1541, 1511; 3060 cm . Crextp SIMP 'H (CDCls): 2.78 (3H, ¢, 3-CH3); 3.12 (2H, T,
*J =8 I'm, 4-H); 3.65 (2H, T, °J = 7 T'm, 5-H); 7.21 (1H, m, 3-CsHuN); 7.87 (2H, uentp M, 3-CsH4N);
8.38 (1H, 1, *J = 6 ['n, 3-CsH4N); 8.61 (1H, ¢, 6-H); 8.67 (2H, uentp m, 8-C4H3N,); 9.74 m. 1. (1H, 1,
‘=15 T'u, 3-C4H3N,). Haiineno, %: C 66.63; H 4.40; N 28.49. Ci9H;sN7. Beruncneno, %: C 66.85;
H 4.43; N 28.72.

1-MeTna-3-(2-nupuani)-8-MeTHIKapOOHUIOKCHMETHIAMUHO-4,5-THTHAPONUPA3010-
[5,4-h]xuna3zonun (9). Kunsarar 2 1 0.54 r (2 mmons) unpaszona 2, 0.30 r (2 MMouns) rugpara
xpeatuna u 0.20 r (4 mmons) KOH B 20 Mn abcomoTHOTO 3TaHONA, 100ABIAIOT 80 MI BOJHL,
neittpanusyior HCl no pH 7 u ocraBmsior Ha 3 cyT B XONOAWIbHHKE. BhINaBIIMi B 0CamgoK
KOPUYHEBATHIA MPOAYKT NMEPEeKPUCTAIUIN30BBIBAIOT U3 H3omponanona u momydaioT 0.19 r (28 %)
9. T. mr. 217—219 °C. UK cmektp: 1605, 1592, 1552, 1516; 2650—2450 cm . Crextp IMP 'H
(IMCO-dg): 2.56 (3H, c, 1-CH3); 2.85 (2H, m, 4-H); 3.18 (3H, ¢, N—CH3); 3.37 (2H, M, 5-H); 4.32 (2H, c,
N—CH,); 7.38 (1H, m, 3-CsH4N); 7.89 (2H, uentp M, 3-CsHuN); 8.15 (1H, ¢, 6-H); 8.45, (1H, m, 3-CsHuN);
10.5 m. x (1H, yur.c, OH). Haitneno, %: C 61.44; H 5.11; N 24.11. C;3H3N¢O,. BeruncieHno, %:
C 61.70; H5.18; N 23.99.
1-MeTna-3-penni-4,5-nuruaporerpasonol1,5-ajnupaszono[5,4-h)xunazomun  (10). Kumnsarsar
12 9 cmecs 0.54 T (2 mmonb) uupaszona 1, 0.32 T (2 Mmmonb) S-amuHOTeTpasona B 40 M abCOTIOTHOTO
9TaHOJA, COAEpPIKAIIEro 2 MMOJIb dTHIAaTa HaTpusl. OXJIaxAatoT, pa3oasisiiorT 120 M1 BOABI, OCTAaBISIOT
Ha CYTKH B XOJIOAWJIBHHKE, OCaJOK OT(UIBTPOBHIBAIOT U IEPEKPHCTAUIN30BBIBAIOT M3 OITaHONA.
Homyuaror 0.30 T (49%) 10. T. . 180—183 °C. UK cmextp: 1625, 1591, 1571, 1525, 1509 cm .
Cnextp AMP 'H (JIMCO-de): 2.65 (3H, ¢, 1-CHs); 3.16 (4H, M, 4-H, 5-H); 7.58 (5H, ™,
3-C¢Hs); 9.42 m. a. (1H, ¢, 6-H). Haiigeno, %: C 63.12; H 4.24; N 32.30. Ci¢Hi3N7.
Beruncieno, %: C 63.35; H 4.32; N 32.33.
1-Metui-3-pennn-4,5-qguruapodensnmuaaso|1,2-alnupasosnoin|S,4-h) xunazomun (11). Kuns-
T 12 9 0.54 v (2 mmons) mHAazoma 1, 0.26 r (2 MMmonb) 2-aMHHOOEGH3HMHZA301a B 25 MI
abCOJIIOTHOTO 3TaHOJA, COAEPIKAIIEro 2 MMOJIb 3TUNIaTa HAaTpus. M3 MHTEHCHBHO-XKENTOro pacTBopa
4yepe3 3 U HAaUMHAET BBHINAJATh SIPKO-JKENTHIH ocafok. [10 oKoOHYaHMYM KUNsSYeHUS NpUIUBaloT 10 M
BOJIbI M OCTaBIISAIOT Ha 12 4 B xonoamibHuke. Ocalok OT(GUIBTPOBBIBAIOT U IEPEKPHCTAILTI30BBIBAIOT
u3 srasona. Homygaror 0.30 r (43 %) 11. T. mr. 321—-322°C. UK croexrp: 1598, 1582, 1538, 1500,
3070 em™. Crextp SIMP 'H (IMCO-de): 2.25 (3H, ¢, 1-CHs); 3.02 (4H, m, 4-H, 5-H); 7.32—7.96 (9H,
M, 3-C¢Hs, 9-12H); 8.67 m. n. (1H, ¢, 6-H). Haiineno, %: C 74.97; H 4.80; N 19.76. Cx»H;7Ns.
Boraucneno, %: C 75.19; H 4.88; N 19.93.
1-MeTna-3-(2-nupuaui)-4,5-nuruapodenzumuaaso[1,2-anupasono[5,4-h]xunazoaun  (12).
Kunsitsir 5 9 0.56 v (2 mmouns) eHonbHoro s¢upa 14, 0.26 r (2 MMoib) 2-aMHHOOCH3UMHUAA301a B
25 Mn abCONIOTHOrO JTaHONAa B MHPUCYTCTBHH 2 MMOJb OTHIaTa HaTtpus. Oxiaxjalor,
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OT(IIFTPOBBIBAIOT XKENTHIH 0CAI0K U MePEKPUCTAIIIM30BEIBAIOT U3 3TaHona. [lomydator 0.31 r (44 %) 11.
T. . 285287 °C. YIK cnextp: 1637, 1510, 1593, 1571, 1529, 1500 cm . Criexrp SIMP 'H (JIMCO-de):
2.67 (3H, c, 1-CHj3); 3.09—3.56 (4H, M, 4-H, 5-H); 7.41—-8.51 (8H, M, 9-12H); 9.21 m. 1. (1H, c,
6-H). Haiineno, %: C 71.51; H 4.63; N 23.70. C;;H;sNs. Boruucneno, %: C 71.57; H 4.58; N 23.85.

B3aumopeiicTBHe XJOpBUHHWJIAJAbAernAa 2 ¢ 2-aMuHOOeH3uMuUAa3ojaom. Kumsarar 4 4 2.16 ¢
(8mmoip) 2 u 1.04 r (8 mmonb) 2-amuHOOeH3uMHuAa3ona B 100 Mi1 aOCOJIOTHOrO 3TaHOJA,
cozeprkamiero 16 Mmons 3THiaata HaTpusa. Ha poTOpHOM HCmapuTene OTTOHSIOT IBE TPeTH o0beMa
9TaHONAa M K OCTaTKy mnpubaBisaior 15 M Boapl. BrimaBmmii ocamgok OTGUIBTPOBBIBAIOT H
[EPEKPUCTAILIN30BBIBAIOT U3 dTaHona. Ilomydaror 0.55 r (19 %) 12. T. . 285—287 °C, nenpeccuu
TeMIIepaTypbl IIAaBJICHUS ¢ 00pa3LOM U3 IPEbLIYIIEro ObiTa He JaeT.

OunpTpaT nocie oraenenus 12 Hefirpammsyior koun. HCl no pH 7, BeimaBiiee B ocaok mpous-
BOJHOE MHJa301a 13 mepekpucTamIM3oBBIBaOT U3 3TaHona. Ilomydator 0.60 T (20 %) 3-mermn-1-(2-
[IHPUIAIT)-4-0KCO-5-(2-0eH3nMH1a30ITHIaMHHOMETHIIEH)-6, 7-uruapounaasona (13). T. i 147—149 °C.
UK crexrp: 1650, 1625, 1580, 1560, 1535; 3200—3050 cm'. Criextp SIMP 'H (IMCO-dg): 2.49 (3H,
¢, 1-CHs); 2.82 (2H, M, 7-H); 3.39 (2H, m, 6-H); 6.96—7.32 (4H, M, C¢Hy); 7.34 (1H, M, 1-CsHuN); 7,67 (1H,
1, °J =13 Ty, a-CHy); 7.70—8.15 (2H, M, 1-CsH,N); 8.45 (1H, 1. 1, J=2,5 T, *J = 1,5 Ty, 1-CsHyN); 11.34
(1H, n, J = 13 Tu, NH); 11.56 m. 1. (1H, ym. ¢, NH). Haiineno, %: C 67.88; H 4.75; N 22.50. C;;H;sNgO.
Beruncneno, %: C 68.09; H4.90; N 22.69.

1-(2-ITupuana)-3-MmeTHiI-4-3TOKCH-5-popMu-6,7-auruaponngaszon (14). K pacrsopy
1.08 r (4 mmoub) uugazona 2 B 15 mu aGe. sranona, nogorperomy a0 60—70 °C, npunuBaroT
pactBOp 4 MMoIb dTUIaTa HaTpus B 10 Mt abc. aTaHONA TOIH e Temmeparypsl. PeakimoHHyI0 cMech
KHIATAT 5 MHH, OXJaXIaloT, OTQHITPOBBIBAIOT OCAJOK XJIOPUCTOTO HATPHS, HAa POTOPHOM
HCTIapHTelIe OTTOHSIOT JBE TPETU 00beMa 3TaHONa, K OCTaTKy J00aBIIOT 15 M cMecu GeH30/I—TeKCcaH
1 : 2 ¥ oCTaBIAIOT HA CYTKH B XoJoAMIbHUKE. Oca/loK OT(UIBTPOBBIBAIOT U MEPEKPUCTAILTH30BBIBAIOT
u3 nerposeiinoro a¢upa. IMomyyator 0.60 r (53 %) 14. T. wr. 93—94 °C. UK cuekrp: 1678, 1616,
1594, 1582, 1554, 1500 cm ™. Crextp SIMP 'H (CDCLs): 1.33 (3H, 1, °J = 7 ', 3-CH3); 2.60 (3H, c,
3-CH;); 2.84 (2H, 1, °J = 7 T, 7-H); 3.47 (2H, 1, °J = 7 T, 6-H); 4.11 (2H, 8, *J = 7 Ty, O0—CHy);
7.22 (1H, M, 1-CsH,N); 7.44 (1H, T, °J <1 T, CHO); 7.80 (1H, 1, °J = 8, *J = 1.5 ', 1-CsH4N); 7,85
(1H, m, 1-CsHyN); 8.4 m. 1. (1H, 1. 1, °J = 6, *J = 1.5 T, 1-CsHyN). Haiineno, %: C 67.89;
H 17.20; N 15.00. C;¢H;7N;0;. Beruucneno, %: C 67.82; H 6.05; N 14.83.

Paboma  unancuposanace Jlamsutickum cosemom no Hayke (epanm
N’ 96.0545).
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