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PaspaboTaHbl MeTOZBI CUHTE3a HOBBIX IIpou3BOAHbIX 7,8,9,10-reTparuzgpol1,2,4]rpuasono|[3,4-a][2,7]-
HaTUPUIMHOB Ha OCHOBe l-ruppasuHo-7-6GeHswmi-4-uuano-3-x10p-5,6,7,8-rerparuzpo(2,7]nadrupusn-
Ha. [ToxazaHo, 4TO IOC/IeAHNE TP HArPEBaHWU B aMMHAX (9TaHOJIAMUHE, IUPPOIUANHE, 2-TUAPOKCHUIIPO-
NMHJIAMKHE) [IPeTepIeBaloT IIeperpymnmupoBKy JIuMpora IO TpHasoIbHOMY (bparMeHTy, IpeBpalasich B

npousBozusie 7,8,9,10-Terparuzpol(1,2,4]rpuasono(5,1-a][2,7 |uadruprmima.

Bubi1. ccpuiox 4.

ViHTepec, mpoABIAeMBIi K IPOM3BOAHBIM 1,2,4-TpHa3osnos u 2,7-HadTUPHUIUHOB,
0GYCIOB/IEH LIMPOKUM CIIEKTPOM uX Gmonorudeckoit aktuBHocTu [1-3]. Mcxozms us
STOTO HAMM IIPEANPUHAT CHHTE3 COeJUHEHUU, COYEeTAOMUX B CBOEH CTPYKType Of-
HOBpPEMEHHO 3TH IBa IuKia. llereBble MPOAYKTHI MOTYIEHBI Ha OCHOBE CHHTE3HPO-
BaHHOTO HaMu paHee 7-6eHsumi-1,3-guxiop-4-uuano-5,6,7,8-rerparuznpo(2,7 uadpTu-
puzuna (1) [4]. Pasnuume B peakipioHHOM CIIOCOGHOCTH ATOMOB XJIOPA B SUXJIOPUIE
1 mo3BoOIMIIO OCYILIECTBUTH 3aMellleHKe aTOMa XJIOpa TUAPA3UHOM IIPH HU3KUX TeMIIe-
parypax HCKIIOYHTENbHO B IOJoXeHuU 1 2,7-HapTUPUAMHOBOTO KOJIbIA. B3ammo-
IelCTBUe IIONYYeHHOTO COeINUHEHUs 2 C TPUITHUIOBBIM 3()HUPOM OPTOMYPaBBIHOMI
KHUCJIOTHl TIpuBeaO0 K obpasoBauuio 7,8,9,10-terparuzmpo(l,2,4]rpuasono(3,4-al-
[2,7)nadTupuguHa (3), ABASLIOMIErOCS IIpefCTaBUTENIEM HOBOHM TeTE€POLMKIHNYECKOH
cucremsl. CoeuHeHue 3 IOZ AelCTBUEM Pa3IHMYHBIX AMUHOB B METaHOJIE IIepeBeze-
HO B COOTBETCTBYIOILIVME aMHHOIIPOU3BOAHbIe 4a-u. B xoze usydyeHus peakuuii 3ame-

IIeHMsg aTOMa XJIopa B COeIMHEHUAX 2u3 Pa3IMIHBbIMY aMWHaMH HaMH OblIa BBIAB-
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JeHa GoJylee BBICOKAsA PeaKIMOHHOCIIOCOOHOCTh aTOMa XJOpa B COeZMHEHUU 3 IIO0
CPaBHEHHIO C TUAPa3UAONpousBoAHbIM 2. Tak, B coefuHeHUN 2 HyKIeoUIbHOE 3a-
MellleHre XJI0pa aMUHAMM IIPOMCXOAUT JIUIIb NIPU AiuTensHoM (He meHee 10 @) xu-
IAYeHUH B GyTaHOTIe.

INombITKa IIeperpyIIHpPOBKY COeUHEeHN 4 C pelfuKIn3anyell TUIePUIUHOBOTO
IIMKJIA, IOZOOHO IPOBEZeHHON HAMU paHee Ieperpynmnuposke 1,3-muamuno-5,6,7,8-
TeTparuzapo[2,7|HabTupusuHoB [4], He yBeHuanack ycmexoM. OfHaKo HaMu OBLIO
YCTaHOBJIEHO, YTO B ONKCAHHBIX yCIOBUAX (KUILTUeHHe B M3OBITKE aMIHOB) BMECTO
OXMJaeMBbIX coefuHeHuil 6a,b mponucxoquT neperpynuposka JuMpora TprasoIsHO-
ro IuKJIa ¢ 06pa3oBaHMEM IIpefCTaBUTeNeil HOBOM TeTepOIUKINYEeCKOH CHCTEMBI —
7,8,9,10-terparugpo|1,2,4]rpuasono[5,1-a][2,7]uabTupugusa 5a-c.

B cnextpax SIMP 'H npozykros 5a-c curnan CH-IpoToHa TpHa3oIbHOTO KOJIbIIA
CMelleH B cuiabHOe mose Ha 1.18-1.21 M.z, Mo cpaBHEHMUIO C aHAJOTUYHBIM CUTHAIOM
B CIIEKTpaX M30MEPHBIX COeJMHeHNUI 4a,e,g, B TO BpeMsa KaK OCTajbHbIEe CHUTHAJIBI OT-

JINMYAI0OTCA He3HAYUTEJIBHO.
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R + R! = -(CH2)s+ (4.a); R + R! = -(CH2)5- (b); R+R'=-(CH2)O(CH>)- (c); R = H (d-u); R'
= CH2CH:CHMe: (d); R! = CH2CH20H (e); R! = 2-meroxcuarun (f); R' = CHe-
CH(OH)Me (g); R! = CH.CH2NMez (h); R! = 2-mopdonunoatui (i); R! = 2-teTparuz-
podypunmeruni (j); R! = 2-dypuimerun (k); R! = Bn (I); R! = 2-nupuauimernn (m);

= 3-nmupugunmerun (n); R!' = 4-mupupunmernn (o); R! = (CH2)3s0H (p); R! =
(CH2)sOMe (q); R' = (CH2)sNMez: (r); R! = 2-mopdonunomnponui (s); R! = CH2Bn (t);

= 3,4-gumerokcudenatin (u). R + R! = -(CH2)4+- (5.a); R = H, R! = CH.CH20H (b);
R = H, R' = CHCH(OH)Me (c); R = H, R' = 2-CH.CH:0H (6.); R = H, R! =
CH2CH(OH)Me (b).
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Taxum o6paszoM, B XOfie ITPOBEJEHHBIX HAMH HCCJIEJOBAaHUI IOTydYeHBI IIPOH3-
BOJHBIE [BYX HOBBIX T'eT€POIUKIMYECKHX CHCTEM, SABJIAIOUINXCS IOTEeHIINATbHBIMU
IIOJyIIPOAYKTaMU B CHHTe3e HOBBIX IeTepOLMKINYeCKHX coeJuHeHui. Msydena me-
perpynnupoBKa JluMpoTa KOH/IeHCHPOBaHHBIX TPHA30JI0B B OCHOBHOM cpese. Hapany
C STUM IIUPOKUH CIEKTP GHOJOTMYECKOH aKTUBHOCTH AHAJIOTUYHBIX ITPOU3BOIHBIX
IIpefioTpeieifieT 11eIeCOO0PasHOCTh MCCIeOBAHUN STHX IEePCIEeKTHBHBIX KJIACCOB
KOHZIEHCUPOBAaHHBIX COeIMHEHUH I CO3aHUS HOBBIX (PU3MOJIOTUYECKM aKTUBHBIX

BelIEeCTB.

OKCIIepIMEHTAIbHAS JaCTh

WK-cnexTps! 3aperucrpupoanst Ha ciiekrpomerpe “Nicolet Avatar 330-FT-IR” B
BasenuHoBoM Macite. Crextpst AMP 'H cuHTe3npoBaHHBIX COeJUHEHUI 3aI1CAHBI Ha
npubope "Varian Mercury-300VX" (300 M7y) 8 IMCO-db, BHYyTpeHHUI CTAHZAPT —
TMC. KoHTposnp 3a XOJOM peakIWil M YHCTOTON ITOMYYeHHBIX COeJWHEHHUI oCy-
mectBsin MerogoMm TCX Ha mnactunax "Silufol UV-254" B cucteme aTaHoI — X10po-
¢dopm, 2:3, mposgBUTENIB — IAPHI HOza.

7-Bensun-1-rugpasuno-4-uuano-3-xu0p-5,6,7,8-rerparuzapo| 2,7 |nadrupu s
(2). K pacreopy 3.2 r(0.01 mozg) suxnopuga 1 8 100 a7 aGCOTIOTHOTO METAHOTA, OX-
naxgenHomy no 0-5°C, no6asaror npu nepememnrusanuu 5.00 r (0.10 mozq) runpa-
3UHTHApaTa. PeakIMoHHyI0 CMeCh IIepeMeIInBaioOT § ¥, IOCTeNeHHO MOBBIIIAT TeMIIe-
patypy zo 20-25°C. BeImaBurue KpHUCTaIIbl IPOLYKTa 2 OTQUIBTPOBBIBAIOT, IIPOMBI-
BAIOT BOZOH, cyuiat u mepexpucrawrusossBaior u3 JM®PA. Bexog 85%, T.mwr. 218-
220°C, R¢0.75. UK-cnextp, v, cx’: 3360, 3260 (NHNH:), 2214 (CN). Cnextp AMP 'H
(IMCO-ds), 8, M. 1., [1r: 2.67 (M, 2H, 6-CH>); 2.79 (m, 2H, 5-CH2); 3.26 (t, 2H, 8-CHa,
J=1.5); 3.70 (v, 2H, CH2CeHs); 4.26 (ym. c, 2H, NH>); 7.18-7.35 (m, 5H, CeHs); 8.45
(yur ¢, 1H, NH). Haitzeno, %: C 61.15; H 5.23; N 22.22. C1sH1sCINs. Bsraucieno, %:
C61.24; H5.14; N 22.32.

9-Bensun-4-muano-5-xmop-7,8,9,10-rerparuzpo[ 1,2,4]rpuasono| 3,4-a)[ 2,7 |Had-
tupuzuH (3). Cmecs 3.14 r(0.01 mozq) coepunenus 2 u 50 sz TpusTHioBoro adupa
OPTOMYPaBBUHOM KUCIOTH KUIIATAT B K0JI6e ¢ 06paTHBIM XomomruibHuKoM 10 ¥, us-
JuiIeK 3(upa OTTOHAIOT AOCyXa, K OCTaTKy AobaBiaioT 25 ar rexcaHa. O6pas3osas-
myecs KPUCTAUIBL OT(UIBTPOBBIBAIOT, IIPOMBIBAIOT TeKCAHOM, CyWIaT W IlepeK-
PHUCTA/LTH30BBIBAlOT U3 xjopodopma. Berxox 85%, t.awr. 191-193°C, Re 0.71. UK-
cuextp, v, cm’: 2220 (CN). Crexrp AMP 'H (AMCO-ds), 6, m. 1., I 2.88 (M, 2H, 8-
CHz2); 2.95 (M, 2H, 7-CHy); 3.81 (T, 2H, 10-CH>, /= 1.8); 3.89 (m, 2H, CH2CsHs); 7.21-
7.39 (5H, M, GsHs); 9.32 (c, 1H, CH). Haiigeno, %: C 63.17; H 4.49; N 21.52.
C17H14CINs. Bsraucieno, %: C 63.06; H 4.36; N 21.63.

O6wiasn meropuka norydenus coepuuenuii 4a—u. Cmecs 3.24 r (0.010 mozq)
xinopuga 3 u 0.022 amog cooTBeTcTByIOmEero amMmuHa B 50 247 aGCOMIOTHOTO 3TaHOJA
KHIIATAT 2 ¥. DTaHOJI OTTOHAIOT JOCYXa, K OCTaTKy 4006aBsaioT 50 427 BOABI, BEIAEIUB
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IMeCs KPUCTALIbI OTGHUIBTPOBBIBAIOT, IPOMBIBAIOT BOZOM, CYIIAT ¥ MEePEKPUCTAIIIIH-
30BBIBAIOT M3 3TAHOJIA.
9-Benswi-5-nupponugus-1-nn-6-uuano-7,8,9,10-rerparuzpol 1,2,4]rpuaso-
10[3,4-2][2,7]HadTupusun (4a). Beixox 3.0 r (84%), 78%, t.mr. 120-122°C, R¢ 0.65.
UK-cuextp, v, ear?’: 2220 (CN). Cnextp AMP 'H (IMCO-ds), 8, M. a., [11: 2.10 (M,
4H, B,p'-CH2, CsHsN); 2.78-2.82 (m, 4H, 7,8-CH>); 3.72 (1, 2H, 10-CH, /= 1.8); 3.75
(c, 2H, CH2CeHs); 3.87-3.95 (m, 4H, a,a'-CH2, C4HsN); 7.20-7.38 (m, 5H, CeHs); 9.27
(c, 1H, CH). Hatizeno, %: C 70.44; H 6.22; N 23.52. C21H22Neé. Boeruucieno, %: C
70.37; H 6.19; N 23.45.
9-Bensun-5-nmunepuaun-1-mn-6-muawno-7,8,9,10-TeTparuzpo| 1,2,4] rpuaso-
10[3,4-2][2,7uadrupugun (4b). Beixox 3.2 r (86 %), .. 152-154°C, Re 0.63. NK-
cuexTp, v, ex’: 2221 (CN). Cnextp AMP 'H (IMCO-ds), 8, m.4., Iz 1.73-1.90 (m,
6H, B,B',y-CH2, CsHioN); 2.81-2.85 (m, 4H, 7,8-CH2); 3.43-351 (m, 4H, o,a'-CHo,
CsHioN); 3.77 (1, 2H, 10-CHz2, /= 1.8); 3.78 (c, 2H, CH2C¢Hs); 7.21-7.37 (M, 5H, CeéHs);
8.91 (c, 1H, CH). Haiigeno, %: C 70.85; H 6.56; N 22.42. C22H24Ne. Beraucieno, %: C
70.94; H 6.49; N 22.56.
9-Bensun-5-mopbosnun-4-wi-6-unano-7,8,9,10-rerparuapo[ 1,2,4]rpuasosno| 3,4-
al[2,71uadtupugun (4c). Berxox 2.8 r(75%), 1.11. 201-203°C, Rr 0.61. UK-cuexrp, v,
cmr’: 2218 (CN). Crnexrp AMP 'H (IMCO-ds), 8, m.a., Iz 2.80-2.88 (M, 4H, 7,8-CH>);
3.48-3.52 (M, 4H, N(CHz2)2); 3.77 (c, 2H, 10-CHz, /= 1.8); 3.79 (c, 2H, CH2CsHs); 3.84-
3.92 (m, 4H, O(CH2)2); 7.21-7.37 (m, 5H, CsHs); 9.12 (¢, 1H, CH). Haiigeno, %: C
67.45; H 5.83; N 22.48. C21H22N6O. Borumciieno, %: C 67.36; H 5.92; N 22.44.
9-Bensun-5-uszonenrunamuno-6-nuano-7,8,9,10-rerparuzpo(1,2,4] rpraso-
110[3,4-2][2,7JuadTupngun (4d). Beixog 3.1 r (82%), T.rwn. 185-187°C, R¢ 0.58. K-
cuexTp, v, exr’: 3310 (NH), 2220 (CN). Cuexrp AMP 'H (IMCO-ds), 8, m. z., /12 0.99
(m, 6H, CH(CHs)2, /= 6.5); 1.65 (m, 2H, CHCH?>); 1.78 (cm, 1H, CH(CHs)2, /= 6.5 );
2.80-2.88 (M, 4H, 7,8-CH2); 3.67 (T, 2H, 10-CHa, /= 1.8); 3.74 (c, 2H, CH2CsHs); 3.74-
3.82 (m, 2H, NHCH>), 7.20-7.37 (w, 5H, CeHs); 7.70 (t, 1H, NH, /= 5.8); 9.32 (c, 1H,
CH). Hatimeno, %: C 70.65; H 6.93; N 22.55. C22H26Nes. Brruncieno, %: C 70.56; H
7.00; N 22.44.
9-Bensun-5-(2-ruppokcustrnamMuto)-6-nuano-7,8,9,10-rerparuzapo(1,2,4]
tpuasono|3,4-a][2,7|uadrupupun (4e). Bexon 2.9 r (83%), t.mr. 109-111°C, Re 0.60.
UK-cuextp, v, car’: 3340 (NH), 2217 (CN). Cnextp AMP 'H (IMCO-ds), 5, ™. 1., [11:
2.77-2.81 (m, 4H, 7,8-CH2); 3.67 (T, 2H, 10-CH2, /= 1.8); 3.74 (c, 2H, CH2CsHs); 3.75
(m, 2H, OCH>2); 3.81-3.88 (m, 2H, NHCH>); 4.74 (1, 1H, OH, /=5.6); 7.19-7.37 (M, 5H,
CeHs); 7.79 (1, 1H, NH, /= 5.8); 9.43 (c, 1H, CH). Haiizeno, %: C 65.47; H 5.81; N
24.22. C19H20N6O. Brrumcieno, %: C 65.50; H 5.79; N 24.12.
9-Bensun-5-(2-meroxcuaTiiaMuno)-6-1uano-7,8,9,10-rerparugpo( 1,2,4] rpu-
asono|[3,4-a)(2,7]uadrupumun (4f). Bexox 3.15 r(87%), t.mwn. 71-73°C, Re 0.66. VK-
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cuektp, v, ex’: 3360 (NH), 2221 (CN). Cuextp AMP 'H (IMCO-ds), 8, M. &., I
2.77-2.81 (m, 4H, 7,8-CH>); 3.37 (c, 3H, OCHs); 3.67 (1, 2H, OCHa, /= 5.1); 3.69 (T,
2H, 10-CHa, /= 1.8); 3.74 (c, 2H, CH2CsHs); 3.90-3.98 (v, 2H, NHCH?); 7.19-7.42 (m,
5H, CsHs); 7.93 (1, 1H, NH, /= 5.8); 9.40 (¢, 1H, CH). Haiineno, %: C 66.22; H 6.21; N
23.24. C20H22N6O. Brruucieno, %: C 66.28; H 6.12; N 23.19.
9-Bensun-5-(2-ruapokcunponmwiaMuH0)-6-uuano-7,8,9,10-rerparuzpo[1,2,4]
tpuasono| 3,4-a][2,7|nabTupuaun (4g). Beixox 3.0 r (84%), t.mr. 108-110°C, Re 0.68.
HK-cuextp, v, ear’: 3280 (NH), 2222 (CN). Cnexrp AMP 'H (IMCO-ds), 8, M. 1., [11.
1.18 (m, 3H, CHCHS3, /= 6.2); 2.77-2.81 (m, 4H, 7,8-CH>); 3.36 (z.m.x, 1H, NHCH>, /i =
13.9, />=8.7, J5=5.9); 3.67 (1, 2H, 10-CH>, /= 1.8); 3.74 (¢, 2H, CH2CsHs); 3.87-3.98
(M, 1H, CH); 4.01 (a.m.x, 1H, NHCH>, /1 = 13.9, J2= 6.3, /5= 3.0); 4.81 (x, 1H, OH, /=
4.5); 7.19-7.37 (v, 5H, CsHs); 7.83 (m,m, 1H, NH, /1 =5.9, /2= 6.3); 9.43 (c, 1H, CH).
Haiineno, %: C 66.32; H 6.24; N 23.28. C20H22N6O. Beruucieno, %: C 66.28; H 6.12; N
23.19.
9-Bensun-5-(2-JumerniaMuHOdTHIAMIHO)-6-1111aH0-7,8,9,10-TeTparuzpo( 1,2,
4]tpuazono[3,4-a][2,7|uaprupunun (4h). Bsixozn 2.9 r (77%), t.mr. 81-83°C, Re 0.64.
HK-cuextp, v, ear’: 3300 (NH), 2219 (CN). Cnexrp AMP 'H (IMCO-ds), 8, M. 1., [11.
2.26 (c, 6H, N(CHs)2); 2.62 (1, 2H, CH2N(CHas)2, / = 6.5); 2.78-2.82 (M, 4H, 7,8-CH>);
3.68 (1, 2H, 10-CH2, /= 1.8); 3.74 (c, 2H, CH2CsHs); 3.85 (1, 2H, NHCH>, / = 6.5);
7.19-7.37 (m, 5H, C¢Hs); 7.57 (1, 1H, NH, /= 6.0); 9.33 (¢, 1H, CH). Haiizeno, %: C
67.25; H 6.84; N 26.23. C21H2sN7. Beruucneno, %: C 67.18; H 6.71; N 26.11.
9-Bensun-5-(2-mopdonmuosTrnamuno)-6-unano-7,8,9,10-rerparuzgpo[ 1,2,4]
tpuasono|3,4-a][2,7|uabrupupun (4i). Bsixog 3.3 r (79%), T.mr. 112-114°C, R¢ 0.67.
UK-cuextp, v, car': 3370 (NH), 2223 (CN). Cnexrp AMP 'H (IMCO-ds), 5, ™. 1., [11:
2.47 (m, 4H, N(CHa)2, CsHsNO); 2.68 (1, 2H, CH>N(CHz)2, / = 6.5); 2.74-2.82 (m, 4H,
7,8-CHz); 3.55(m, 4H, O(CHz)2, CsHsNO); 3.69 (1, 2H, 10-CH2, /= 1.8); 3.74 (c, 2H,
CHCe¢Hs); 3.87 (M, 2H, NHCH?>); 7.19-7.37 (M, 5H, CeHs); 7.56 (1, 1H, NH, /= 5.9);
9.33 (¢, 1H, CH). Haiineno, %: C 66.25; H 6.64; N 23.53. C23H27N7O. Beruucieno, %:
C66.17; H 6.52; N 23.48.
9-Bensui-5-(2-terparugpodyprimernaamMuno)-6-1ruaso-7,8,9,10-rerparuspo
[1,2,4]Tpuazono[3,4-a][2,7 |[Hadrupunun (4j). Bsxox 2.9 r (75%), t.mn. 88-90°C, R
0.65. UK-cunexrp, v, cx™: 3340 (NH), 2220 (CN). Crexrp AMP 'H (JIMCO-ds), 3, m.
o., I 1.60, 1.94 u 2.13 (m, 1H, 2H u 1H, B,p'-CH2, CsH-O); 2.73-2.81 (M, 4H, 7,8-
CHo>); 3.66 (g.m.1, 1H, NHCH>, /i = 14.3, = 8.0, 5 =6.2); 3.67 (T, 2H, 10-CH>, /= 1.8);
3.71 u 3.87 (M, 1H u 1H, a'-CH2, CsH7O); 3.74 (c, 2H, CH2C¢Hs); 3.97 (m.o.a, 1H,
NHCHo>, /i = 14.3, p=6.2, p=3.2); 4.15-4.24 (m, 1H, o'-CH, C4H70); 7.19-7.42 (M, 5H,
CsHs); 7.97 (T, 1H, NH, /= 6.1); 9.43 (c, 1H, CH). Haitzeno, %: C 68.15; H 6.34; N
21.74. C22H24N6O. Brruucieno, %: C 68.02; H 6.23; N 21.65.
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9-Bensun-5-(2-pypunmernnamuno)-6-nuano-7,8,9,10-rerparuapo[ 1,2,4]rpu-
azono|[3,4-a][2,7]uadbrupupun (4k). Beixox 3.1 r(81%), t.m. 101-103°C, Re 0.60. K-
cuexTp, v, e’ 3340 (NH), 2216 (CN). Cnexrp AMP 'H (IMCO-ds), 8, M. &., [
2.72-2.82 (m, 4H, 7,8-CH>); 3.69 (t, 2H, 10-CH2, /= 1.8); 3.73 (c, 2H, CH2CsHs); 4.97
(m, 2H, NHCH>, /=5.9); 6.35 (z.n, 1H, H-4' dyp., /i=3.2, p=1.9); 6.48 (.1, 1H, H-3'
byp., fi= 3.2, p=0.8); 7.19-7.42 (m, 5H, CeHs); 7.46 (z.z, 1H, H-5' dyp., i= 1.9, h =
0.8); 8.33 (t, 1H, NH, /=5.9); 9.38 (c,1H, CH). Haitzeno, %: C 68.65; H 5.32; N 21.79.
C22H20N6O. Brrumcieno, %: C 68.73; H 5.24; N 21.86.

9-Benswi-5-6enswraMmuno-6-unano-7,8,9,10-terparuzpol(1,2,4]rpuazosno[ 3,4~
al[2,71nadpTupungun (41). Berxon 3.4 r (86%), t.mn. 118-120°C, Re 0.59. MK-cuexrtp, v,
el 3340 (NH), 2218 (CN). Crnextp AMP 'H (IMCO-ds), 8, M. z., [z 2.74-2.78 (M,
4H, 7,8-CH2); 3.68 (t, 2H, 10-CH», /= 1.8); 3.73 (c, 2H, CH2C¢Hs); 5.00 (m, 2H,
NHCH>, /= 5.7); 7.19-7.42 (m, 5H, Ce¢Hs); 8.39 (1, 1H, NH, /= 5.7); 9.43 (c, 1H, CH).
Haitgeno, %: C 73.11; H 5.74; N 21.26. C24H2:Ne. Beruucieno, %: C 73.03; H 5.62; N
21.30.

9-Bensun-5-(2-nupugunmerniaMuno)-6-uuano-7,8,9,10-rerparugpo[ 1,2,4]rpu-
azono[3,4-a](2,7]uadrupupun (4m). Brxox 3.2 r (81%), T.wr. 155-158°C, R¢ 0.62.
UK-cuextp, v, car’: 3340 (NH), 2225 (CN). Crnexrp AMP 'H (IMCO-ds), 5, ™. 1., [11.
2.71-2.81 (m, 4H, 7,8-CH>); 3.69 (t, 2H, 10-CH2, /= 1.8); 3.73 (c, 2H, CH2CsHs); 5.09
(m, 2H, NHCH>, /= 6.2); 7.19-7.36 (v, 5H, CsHs); 7.24 (m, 1H, H-5' Py); 7.42 (m, 1H,
H-3' Py, /=7.7); 7.74 (v.5, 1H, H-4' Py, 1 =7.7, = 1.9); 8.43 (.1, 1H, NH, /= 6.2);
852 (z.n.m, 1H, H-6' Py, 1 =49, £ =1.9, 5=0.8); 9.42 (c, 1H, CH). Haiinero, %: C
69.78; H 5.44; N 24.85. C23H21N7. Beruucieno, %: C 69.85; H 5.35; N 24.79.

9-Bensun-5-(3-nupupunmerniaMuno)-6-1pano-7,8,9,10-rerparugpo| 1,2,4] 1pu-
asono[3,4-a][2,7]nadbupunun (4n). Beixoz 3.3 r(83%), r.mmn. 120-122°C, Re 0.64. VK-
cuexTp, v, cu’: 3380 (NH), 2222 (CN). Cnextp AMP 'H (IMCO-ds), 8, M. &., 1.
2.70-2.78 (m, 4H, 7,8-CH>2); 3.67 (1, 2H, 10-CHa, /= 1.8); 3.73 (c, 2H, CH2CsHs); 5.02
(m, 2H, NHCH>, /= 5.9); 7.19-7.42 (m, 5H, CeHs); 7.30 (m, 1H, H-5' Py); 7.78 (z.z.7,
1H, H-4'Py, =78, f=24wu h=1.6); 837 (1, 1H, NH, /=5.9); 8.47 (z.z, 1H, H-6'
Py, h =48 u h =4.8); 8.62 (n.z, 1H, H-2' Py, i =24 u f=0.8); 9.38 (c, 1H, CH).
Haiineno, %: C 69.89; H 5.46; N 24.82. C23H21N7. Beruuciaeno, %: C 69.85; H 5.35; N
24.79.

9-Bensun-5-(4-nupugunmerunamuno)-6-uuano-7,8,9,10-rerparuzpo| 1,2,4 ] rpu-
azono(3,4-a][2,7]nadmupunus (40). Berxox 3.4 r(86%), T.1ur. 125-127°C, Re 0.68. VK-
cuexTp, v, cu’: 3350 (NH), 2219 (CN). Cnextp AMP 'H (IMCO-ds), 8, M. &., 1.
2.70-2.80 (m, 4H, 7,8-CH2); 3.69 (1, 2H, 10-CH>, /= 1.8); 3.73 (¢, 2H, CH2CeHs); 5.01
(m, 2H, NHCHo, / =6.3); 7.19-7.42 (m, 5H, CeHs); 7.34 (v, 2H, H-3', H-5' Py); 8.48 (T,
1H, NH, /= 6.3); 8.50 (v, 2H, H-2', H-6' Py); 9.40 (c, 1H, CH). Haiigeno, %: C 69.91;
H 5.49; N 24.72. C2sH21N7. Beruucneno, %: C 69.85; H 5.35; N 24.79.
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9-Bensun-5-(3-ruppokcunponuiaMuHo)-6-11uano-7,8,9,10-rerparuzpo[1,2,4]
tpuasono| 3,4-a][2,7uabrupupun (4p). Bexox 3.0 r (83%), T.wr. 118-120°C, Re 0.65.
UK-cuextp, v, ear’: 3320 (NH), 2223 (CN). Crextp AMP 'H (IMCO-ds), 5, ™. 1., [11.
1.90 (m, 2H, NHCH:CH>); 2.75-2.83 (m, 4H, 7,8-CH>); 3.58 (m, 2H, NHCH>); 3.67 (T,
2H, 10-CHa, /= 1.8); 3.74 (c, 2H, CH2CeHs); 3.87 (M, 2H, OHCH>); 4.35 (T, 1H, OH, /
=5.1); 7.19-7.42 (m, 5H, CeHs); 7.80 (T, 1H, NH, /=5.9); 9.33 (¢, 1H, CH). Haiizeno,
%: C 66.21; H 6.23; N 23.23. C20H2NsO. Beraucieno, %: C 66.28; H 6.12; N 23.19.

9-Bensun-5-(3-mMeroxcunponunamuso)-6-uuano-7,8,9,10-rerparuspo1,2,4]
tpuasono| 3,4-a][2,7 |uadTupupun (4q). Beixox 2.9 r (76%), t.mwi. 74-75°C, Re 0.66.
UK-cuextp, v, ear’: 3330 (NH), 2220 (CN). Cuexrp AMP 'H (IMCO-ds), 8, m. z., /11
1.98 (m, 2H, NHCH:CH>); 2.73-2.81 (M, 2H, 7,8-CH>); 3.30 (¢, 3H, OCHs); 3.47 (T, 2H,
OCHga, J = 6.0); 3.67 (1, 2H, 10-CH2, / = 1.8); 3.74 (c, 2H, CH2CsHs); 3.83 (m, 2H,
NHCH); 7.19-7.42 (w, 5H, CeHs); 7.79 (r, 1H, NH, /= 6.0); 9.33 (c, 1H, CH). Haitze-
HO, %: C 67.12; H 6.38; N 22.28. C21H24N6O. Beraucieno, %: C 67.00; H 6.43; N 22.32.

9-Bensui-5-(3-auMeTrIaMHHONPOIMIAMUHO)-6-11ano-7,8,9,10-retparuzpo
[1,2,4]Tpuazono[3,4-a][2,7 |[Hadrupunun (4r). Beixox 2.8 r (72%), t.un. 70-72°C, Re
0.63. UK-cnextp, v, cxr’: 3330 (NH), 2222 (CN). Cnexrp AMP 'H (IMCO-ds), d, M.
I., I 1.88 (m, 2H, NHCH2CH2); 2.22 (¢, 6H, N(CHs)2); 2.40 (1, 2H, CH2N(CHs)2, /=
6.6); 2.76-2.82 (m, 4H, 7,8-CH>); 3.68 (T, 2H, CH>, /= 1.8); 3.74 (c, 2H, CH2C¢Hs); 3.82
(t, 2H, NHCHo, /= 7.0); 7.19-7.37 (M, 5H, CsHs); 8.04 (yur.t, 1H, NH); 9.20 (¢, 1H,
CH). Hatigeno, %: C 67.91; H 6.88; N 25.23. C22H2N7. Boruucieno, %: C 67.84; H
6.99; N 25.17.

9-Bensun-5-(3-mopdorusonponminamuno)-6-muano-7,8,9,10-rerparugpo[ 1,2,4]
tpuasono| 3,4-a][2,7 |uabrupupun (4s). Beixox 3.4 r (79%), T 103-105°C, Rr 0.65.
UK-cuextp, v, ear’: 3360 (NH), 2220 (CN). Cuexrp AMP 'H (IMCO-ds), 8, m. z., /11
1.90 (m, 2H, NHCH2CH>); 2.38 (M, 4H, N(CH2)2); 2.43 (1, 2H, CH2N(CH2)2, / = 6.8);
2.74-2.82 (m, 4H, 7,8-CHz2); 3.56 (M, 4H, O(CH2)2); 3.67 (T, 2H, 10-CH2, /= 1.8); 3.74
(c, 2H, CH2CsHs); 3.81 (v, 2H, NHCH.); 7.19-7.42 (w1, 5H, CsHs); 7.78 (1, 1H, NH, /=
5.8); 9.31 (¢, 1H, CH). Hatizeno, %: C 66.74; H 6.69; N 22.78. C24H29N7O. Borumcie-
HO, %: C 66.80; H 6.77; N 22.72.

9-Bensun-5-(2-pensrunamuno)-6-nuano-7,8,9,10-rerparuzpo[ 1,2,4]rpuasoro
[3,4-a][2,7]uadrupupun (4t). Brixom 3.5 r (86%), T.awr. 216-218°C, Re 0.69. MK-
cuexTp, v, e’ 3360 (NH), 2221 (CN). Cnexrp AMP 'H (IMCO-ds), 8, M. &., [
2.74-2.82 (m, 2H, 7,8-CH2); 3.05 (M, 2H, NCH2CH?>); 3.68 (T, 2H, 10-CHz, /= 1.8); 3.74
(c, 2H, CH2CeHs); 3.98 (m, 2H, NHCH?); 7.19-7.42 (m, 10H, CsHs, CH2CsHs); 7.92 (T,
1H, NH, /=5.9); 9.27 (¢, 1H, CH). Haiineno, %: C 73.43; H 5.89; N 20.53. C2sH24Ne.
Bsruucieno, %: C 73.51; H5.92; N 20.57.

9-Bensun-5-(3,4-pumeroxcudensrmwiamuno)-6-umnano-7,8,9,10-rerparuzapo[ 1,2,
4]rpuasono[3,4-a](2,7 Juadrupugun (4u). Bexoy 3.8 r (81%), r.wn. 211-213°C, R
0.67. UK-cuexrp, v, er’: 3360 (NH), 2222 (CN). Cuexrp AMP 'H (IMCO-ds), d, m.
o., I 2.74-2.88 (M, 2H, 7,8-CH2); 2.91-2.99 (m, 2H, NCH2CH2); 3.68 (1, 2H, 10-CHa, /
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= 1.8); 3.75 (c, 2H, CH2CsHs, 6H (OCHz3)); 3.92-3.98 (M, 2H, NHCH>); 6.71 (2H, &, /=
1.1, H-5.6' Ar); 6.85 (1H, T, /= 1.1, H-2' Ar); 7.19-7.37 (m, 5H, CeHs); 7.89 (1, 1H,
NH, /= 6.2); 9.29 (c, 1H, CH). Hatigeno, %: C 69.29; H 6.13; N 17.88. C27H2sNsO2.
Berumcieno, %: C 69.21; H 6.02; N 17.94.

OO6mas Meropuka moxydenus coeguHenuit Sa-c. Cmecs 0.01 mo/z7 coenuHenus

4a,e,g u 0.10 mo.z7 cooTBeTCTBYIOUEro aMrHa KUATAT 5 7. Ilocie oxmaxaeHus mo-
6aBJ'I5[IOT 50 MJI BOABI, BBIAEJIHUBIINECA KPI/ICTHJ'IJ'ILI OTCI)I/IJ'IBTPOBLIBHIOT, HPOMBIBaIOT
BOZO#i, CyLIaT ¥ TePeKPUCTA/IN30BbIBAIOT M3 ITAHOJIA.

9-Bensun-5-nmupponugun-1-un-6-npuano-7,8,9,10-rerparugpo( 1,2,4]rpuasono
[5,1-a][2,7]zadrupupun (5a). Beixox 2.8 r (78%), t. mn. 105-107°C, Re 0.57. UK-
cuextp, v, cm’ 2220 (CN). Cmextp AMP H (IMCO-ds), 8, M. 1., [z 2.06 (M, 4H,
BP'-CH2, C4sHsN); 2.76-2.81 (m, 2H, 8-CH>); 2.83-2.89 (M, 2H, 7-CH2); 3.66 (T, 2H, 10-
CHa, /= 1.8); 3.73 (¢, 2H, CH2CsHs); 4.18 (M, 4H, a,a'-CH2, C4sHsN); 7.19-7.35 (m, 5H,
CeHs); 8.07 (c, 1H, CH). Haitmeno, %: C 70.51; H 6.30; N 23.56. C21H22Ns. Beruncie-
HO, %: C 70.37; H 6.19; N 23.45.

9-Bensun-5-(2-ruppokcusrriiamuso)-6-uuano-7,8,9,10-rerparuapol[ 1,2,4]rpua-
3o10[1,5-a][2,7]JaadTupugun (5b). Beixoz 2.6 1 (75%), t.mn. 165-167°C, Re 0.56. K-
cuektp, v, ex’: 3360 (NH), 2225 (CN). Cuextp AMP 'H (IMCO-ds), 8, M. &., I
2.74-2.82 (m, 2H, 8-CH2); 2.84-2.92 (M, 2H, 7-CH>); 3.67 (T, 2H, CH2, /= 1.8); 3.74 (c,
2H, CH2CsHs); 3.75-3,80 (M, 2H, OHCH>); 3.90-3.96 (M, 2H, NHCH>); 4.77 (t, 1H,
OH, /=5.4); 7.19-7.40 (m, 6H, Ce¢Hs, NH); 8.22 (c, 1H, CH). Haitzeno, %: C 65.52; H
5.85; N 24.19. C19H20N6O. Brrumcieno, %: C 65.50; H 5.79; N 24.12.

9-Bensun-5-(2-ruapokcunponmwiaMuHo)-6-uuano-7,8,9,10-rerparuapo[1,2,4]
tpuasono[ 1,5-a][2,7|nadtupuaus (5c). Bexox 2.6 r(71%), . m. 145-147°C, Re 0.59.
HK-cuextp, v, ear’: 3380 (NH), 2225 (CN). Cnexrp AMP 'H (IMCO-ds), 8, M. #., [11.
1.22 (m, 3H, CHCHs, /= 6.2); 2.78-2.82 (M, 2H, 8-CH>); 2.87-2.91 (M, 2H, 7-CH2); 3.56
(a.m.o, 1TH, NHCH>, /1= 13.0, p= 7.8, /3= 4.5); 3.68 (1, 2H, 10-CH2, /= 1.8); 3.74 (c,
2H, CH2C¢Hs); 3.96 (g.x.1, 1H, NHCH?, /i= 13.0, /= 6.6, 5= 3.0); 4.85 (m, 1H, OH, /=
4.9); 7.19-7.36 (m, 6H, CsHs, NH); 8.22 (c, 1H, CH). Haiigeno, %: C 66.36; H 6.19; N
23.26. C20H22N6O. Brrumciieno, %: C 66.28; H 6.12; N 23.19.
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2,7-UUEPLHPULELE ZPUTL 90U, LA 26SELNSPYLEY ZUUUYUL S EOR
[1,2,4]SCPUSNLN[3,4-a]- 69, [1,2,4]SCRULNLA[S,1-2][2,7 LULPPLPYPULLELE
UBLEBAL

U. L. UPrU4yuLsuL

Upwiljyty Eu unp htnbpnghlhy hwdwlwupgh' [1,2,4Juuiphwqnin(3,4-a][2,7]uwyphph-
nhup, uhtipbqh tnuuwlubp twhlhund vnwgws 7-pkuqh-1,3-nhpinpn-4-ghwun-1,2,
3, 4-wbkwnpuhpnpn[2,7Jawphphnhthg: 4kpghthu tnjuwqntgnpniip hhgpught hhy-
pwwnp htwn phipl) B hudwywnwupowb 7-phiughi-1-hhnpughtn-4-ghwin-3-pjnpn-5,6,7,8-
wbwnpwhhnnpn(2,7]uwrehphghtth, hul wjunthtnb oppntuptph htn® tywwnwluyhtt 9-
plghy-6-ghwin-5-pinpn-7,8,9,10-nkinpwhhnnn(1,2,4Juuiphwqnin(3,4-a][2,7]-uwyphphnh-
uh  wpwowgdwp: dkpphthu thnpuwqpbgnipniip  $niulghnbiwy  nbknujudus
whtibph htn phipk) £ wiphwgnin(3,4-a][2,7]uwyphphnhtth hwdwywwnwupwb 5-wdhun
wdwugyuutph uvnwgdwip: 8nyg k wpyk], np yepehuubpu wdhth dhpwduypnid (Epw-
unjudht, whpnihght, 2-hhnpopuhwypnuhjwdht) knwgukihu, tupwpyynd tu hupnunp
Ytpuwhudpwynpiutt mphwuqnuyptt ppuqutinnmd’  Jepusytng 7,8,9,10-nbkwnpuhhn-
pn[1,2,4Jnphwqnin(5,1-a][2,7Juwphphnhith wdwhgywubkpht:

SYNTHESISOF NEW HETEROCYCLIC SYSTEMSBASED
ON 2,7-NAPHTHYRIDINES: [1,2,4] TRIAZOL O[3,4-a]-
AND [1,2,4]TRIAZOL O[5,1-a][2,7]NAPHTHYRIDINES

S.N. SRAKANYAN

The Scientific Technological Center of Organic
and Pharmaceutical Chemistry NAS RA
A.L. Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan Str., Yerevan 0014, Armenia
E-mail: shnnr@mail.ru

Methods have been developed for the synthesis of new heterocyclic system — [1,2,4]triazolo-
[3,4-a][2,7]naphthyridine from 7-benzyl-4-cyano-1,3-dichloro-1,2,3,4-tetrahydro[ 2, 7] naphthyri-
dine the previously obtained. The interaction of the latter with hydrazine hydrate led to the
formation of corresponding 7-benzyl-3-chloro-6-cyano-1-hydrazino-5,6,7,8-tetrahydro[ 2, 7] naph-
thyridine, reaction of which with triethyl orthoformate gave the target 9-benzyl-5-chloro-6-cyano-
7,8,9,10-tetrahydro[1,2,4] triazolo[3,4-a][2,7]naphthyridine. Further, the reaction of chloride with
functional substituted amines led to the corresponding 5-amino derivatives of triazolo[3,4-
a][2,7]naphthyridine. It was shown that on heating in an amine (ethanolamine, pyrrolidine, 2-
hydroxypropylamine), they undergo a Dimroth rearrangement at the triazole fragment, being
converted into 7,8,9,10-tetrahydro[ 1,2,4]triazol o[ 5,1-a] [ 2, 7] naphthyridine derivatives.
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