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HOBBIE F'ETEPOLIMKJINYECKUE CUCTEMBI HA OCHOBE
1-TUJIPA3ZUHO-5,6,7,8-TETPATUJPO[2,7]HA®@TUPHUINHA:
7,8,9,10-TETPATUIPO[1,2,4] TPUA30JIO|3,4-a]-

U 7,8,9,10-TETPATUJPO[1,2,4] TPUA30.J10]5,1-a]-
[2,7]HA®TUPUIMHBI

Pa3paboranel MeTonmpl CHHTE3a HOBBIX 3aMeIIEHHBIX 7,8,9,10-terparmnpol1,2,4]|Tpua-
3010[3,4-a][2,7|HadTHpUANHOB HA OCHOBE |-THOpa3wHO-7-MeTWI-3-XII0p-5,6,7,8-TeTparuapo-
[2,71Hadrupuaun-4-kapOonuTpuna. [loka3aHo, 4ToO MpU HArpeBaHWH B aMKHE (ITaHOJIAMUHE,
MUPPOIUIUHE, 2-THAPOKCUIIPOIIMIIAMIHE) OHU MPETEPIIEeBa0T MEePerpynnupoBKy JAuMpora
10 TpUa3oJbHOMY (hparMeHTy, mpeBpamasch B npousBoansie 7,8,9,10-terparnapo[1,2,4]-
Tpuazono[5,1-a][2,7|HadTupuaiHAa.

KiarueBsie cioBa: 5,6,7,8-terparunpo[2,7 [Hadtupumunst, 7,8,9,10-terparunpol1,2,4]-
tpuazono|3,4-a][2,7 |HapTupumunsl, 7,8,9,10-terparunpo[l,2,4]rpuazomno[5,1-a][2,7]Had-
TUPHUIMHEI, HyKJIeo(pHIbHOE 3aMelIeHre, TeperpynmnupoBka JAuMpora.

[ToBblllIEHHBI HHTEpPEC, MPOSBIAEMBIM K MNPOU3BOAHBIM 1,2,4-TpHazosioB U
2,7-HadTUPUANHOB, OOYCIIOBJICH IMHPOKUM CIEKTPOM WX OHOJIOTHUECKOH aKTHB-
HoctH [1-3]. B Hacrosmie paboTe OMUCHIBACTCS CHHTE3 COCTUHEHUH, B CTPYKTYpe
KOTOPBIX COYETalOTCs B KadecTBe ()parMeHTOB CUCTEMBI YKa3aHHBIX T€TEPOIKIOB.
LleneBble MPOAYKTHI TOJNyYeHH HAa OCHOBE CHHTE3WPOBAHHOTO HaMH paHee 7-
MeTHiI-1,3-auxmnop-5,6,7,8-terparuapo| 2,7 [nadbtupunua-4-kapoonutpruiaa (1) [4].
Pazmume B peakmoHHON CITOCOOHOCTH aToMOB XJtopa mpu 025 °C B muxiopuze 1
IMO3BOJIMJIO B pe3yJibTare ero o0pabOTKH THUAPAa3MHOM IONYYHTH |-THApa3uHO-
3ameméHHoe 2 ¢ BbIXoAoM 82%. BsamMopeilicTBHE TOCIETHETO C TPUITHIOBBIM
3(UpoM OPTOMYpPaBBHHOW KHCIOTHI TPHUBEIO K MPOAYKTY 3 — MPEICTABHTEIIO
HOBOH TeTeponmiimieckor cuctemsl 7,8,9,10-terparunpo[1,2,4]rpuazoino[3,4-a]-
[2,7]sadbtupuauaa. CoenuHeHne 3 KUINSYCHWEM B MeETaHOJE (B TeUeHHWE 2 9) C
amMuHaMu 4a—p OBLTO TPEBPAIEHO B COOTBETCTBYIOIINE aMUHOIIPOU3BOIHBIE Sa—p
(BeIxOmBI 75-93%). CremyeT OTMETHTh 3HAYMTENHHOE YBEIMUYEHHE PEeaKIIMOHHON
CIIOCOOHOCTH BTOPOTO aToMa XJopa B MPOAYKTE MHUKIW3AIMU 3 TI0O CPAaBHEHHIO C
€ro aKTUBHOCTHIO B 3-XJ10p-5,6,7,8-TeTparumapo[2,7 |HadTupuanHax (B TOM YHCIIE U
B COCIWHEHHH 2), B KOTOPHIX 3aMelIeHHe Ha aMHWH NPOUCXOAWUT JHIIb TIPU
JuTTeTbHOM (He MeHee 10 9) kunsraennn B OyTtanosie [4].

[TomnbITKa IEPErpyNMUPOBKU COETUHEHUS 3 C PEUUKIN3ALUEN TUTIEPUUHOBOTO
WK, TIOMOOHO TIPOBENEHHON HAMH paHee MeperpymmupoBke 1,3-auamMuHO-
5,6,7,8-terparunpo|[2,7 |HabTupuanHOB [4], HE yBEHUYanach yCIEXOM, HO OBLIO
00Hapy’KEHO, YTO B OMHMCAHHBIX YCIOBHIX BMECTO 00pa3oBaHUs COCIUHCHUN 7a,b
MPOUCXOAUT TEeperpynnupoBka uMpoTa IuKiIa Tpua3oia, SBISIFOIIEHCS BechMa
XapaKTepHOU JJIsi TaKoro pojaa coenuHeHud [S]. Tak, KUMSUYeHUE TeTparuapoTpu-
azom0[3,4-a][2,7JHadTrprauHa 3 B n30bITKE aMrHa 4a,g,i MPUBEI0 K 00pa30BaHUIO
COOTBETCTBYIOIIUX MPOJIYKTOB 6a—¢ — Mpe/icTaBUTENEH HOBOM IeTePOLUKINYECKON
cuctemsl — 7,8,9,10-tetparuapo[1,2,4]tpuazono[5,1-a][2,7 |aadTrprauHa.
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4,5aR'+R*=—(CH,)4—, bR' + R?=—~(CH,)s—, ¢ R' + R? =—(CH,),CH(CH,Ph)(CH,),,
d R' + R? = (CH,),N(CH,CH,OH)(CH,),—, e R' + R*=—(CH,),0(CH,),—, f-p R' = H;
f R*= CH,CH,CHMe,, g R*= CH,CH,OH, h R*= 2-meroxcustu, i R*= CH,CH(OH)Me,
j R?= CH,Ph, k R*= 4-mmpummnmerumn, 1 R? = 2-pypunmerin, m R? = 2-mopdonunosTa,
n R?= (CH,);0H, o R*= CH,CH,Ph, p R?= CH,CH,(3,4-(MeO),C¢H;); 6 a R + R*=—(CH,),—,
b,c R'=H, d R! + R> = — (CH,)s—; 6b, 7a R*= CH,CH,OH, 6¢, 7b R*= CH,CH(OH)Me

AHanornuHas neperpyniupoBKa UMeENa MECTO TAaKKe NMPU KUISTYCHUM aMHHO-
npom3BoAHbIX Sb.f B sranomamune (4g), mpuuéM B ciydae (M3OMEHTHI)aMHH-
3amMemEHHOro Sf Mpon301uIo TaKKe NepeaMUHIPOBAaHNE C YYACTHEM PacTBOPUTENS U
¢ BBIX0ZIoM 77% 00Opa3oBalicsi €AMHCTBEHHBIN MPOAYKT 6b.

B cnextpax SIMP 'H mpoayktos 6a—d curaan CH-poTOHA TpHA30JIBHOTO
KOJbIa CMEIEH B cuiibHOE mosie Ha 0.7-1.2 M. A. IO CPaBHEHUIO C aHAJOTUYHBIM
CHUTHAJIOM B CIIEKTpax H30MEPHBIX coeluWHEeHuil 5a,g.ib, Torma kak ocTanbHbIE
CUTHAJIBl OTJIMYAIOTCS HE3HAUMTENBHO. DTO MOATBEPXKIAET OOpa3oBAHHE CHUCTEMBI
7,8,9,10-terparuapo[1,2,4]tpuazono[5,1-a][2,7|HadTupunnna: B ciaydae oOpaso-
BaHUS CTPYKTYphI 7 pa3iuuus B CHEKTpPax 3THX COCAMHEHHH ObLIM Obl HAMHOTO
CYLIECTBCHHEE.

Taxum 00pa3oM, B X0z1€ HCCIEIOBAHUN TOIYYECHbI IPOU3BOAHBIC ABYX HOBBIX
reTePOLUKINYECKIX CHCTEM, COIEPXKAIIMX B CBOCH CTPYKType B KadecTBe
¢parmentoB 1,2,4-tpruazonbHoe U 2,7-HaQTUPUANHOBOE KOJIbLA, YTO OTKPHIBAET
HOBBIE BO3MOXHOCTH B CHHTE€3€ T€TepOLUKINYECKUX coequHeHuil. Kpome Toro,
IIUPOKUM CIEKTp OHOJOTMYECKOW AaKTHBHOCTH AHAJIOTHYHBIX IMPOU3BOIHBIX
IpeornpeneNseT Lenecoo0pasHoCTh HCCIEAOBAHUN 3TOT0  MEPCIEKTUBHOTO
KJIacca KOHJICHCUPOBAHHBIX COCIUHEHHUH AJISi CO3MaHMI HOBBIX (PH3UOJIOTHYECKH
AKTUBHBIX BELLECTB.
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Tabonuia l

DU3MKO-XHUMHYECKHE XaPpAKTePUCTHKH CHHTEe3MPOBAHHBIX coeJUHeHui 2, 3, Sa—p, 6a—d

Haiineno, %
Coenu- Bpytro- Boiuncieno, % T. 1, °C Boixog,
HEHHE dhopmyna %
C H N

2 CioH,CIN; 50.41 5.14 29.35 233-235 82
50.53 5.09 29.46

3 C1H;oCIN; 53.42 4.15 28.35 230-232 85
53.34 4.07 28.28

5a Ci5H sNg 63.84 6.31 29.68 210-212 78
63.81 6.43 29.76

5b C16H20Ng 64.75 6.71 28.42 225-227 81
64.84 6.80 28.36

5¢ Cy3Ho6Ng 71.62 6.71 21.68 212-214 75
71.48 6.78 21.74

5d C17H,3N,0 59.75 6.73 28.65 224-226 82
59.81 6.79 28.72

Se C5H sNgO 60.27 6.11 28.22 246-248 84
60.39 6.08 28.17

5f Ci6H2oNg 64.29 71.35 28.24 159-161 87
64.40 743 28.16

5g C13H6NgO 57.28 5.85 30.75 207-209 85
57.34 5.92 30.86

5h C14H sNgO 58.68 6.27 29.29 147-149 80
58.73 6.34 29.35

5i C14H sNgO 58.68 6.26 29.26 175-178 87
58.73 6.34 29.35

5j Ci5H sNg 67.85 5.58 26.34 244-247 85
67.91 5.70 26.40

5k C7;H 7N, 63.86 5.28 30.64 230-232 75
63.93 5.37 30.70

51 Ci6H6NgO 62.25 5.14 27.21 221-223 84
62.33 5.23 27.26

5m C17H,3N,0 59.69 6.75 28.68 208-210 91
59.81 6.79 28.72

5n C14H sNgO 58.65 6.29 29.28 166-168 84
58.73 6.34 29.35

50 C19H,0Ng 68.60 6.13 25.22 242-244 93
68.65 6.06 25.28

5p C1H4N6O, 64.15 6.20 21.35 218-220 89
64.27 6.16 21.41

6a Ci5H sNg 63.78 6.32 29.64 202-204 81
63.81 6.43 29.76

6b C13H6NgO 57.28 5.85 30.75 197-199 85
57.34 5.92 30.86

6¢ C14H sNgO 58.66 6.28 29.29 165-167 77
58.73 6.34 29.35

6d C16Ha0Ng 64.72 6.75 28.33 221-223 74
64.84 6.80 28.36
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Crextpsi SIMP "H cHHTe3HpOBAHHBIX coexHHeHHii 3, Sa—p, 6a—d

Tabnuma 2

XuMHYECKHE CIBUTH, O, M. 1. (J, ')

Coemn- Hukn N-metmnrerparuaponupuainaa® Tpgzlfgna 5-N(R'+ R?)/NHR?
HCHHUC
NCH, 7-CH, 8-CH, 10-CH, H-3/H-2 L a2 52 NH
(3H, o) (2H) (2H) @H1 | (Ho) ®R+R)/R (1H, 1)
1 2 3 4 5 6 7 8
3 2.52 2.94 (1.1, 2.79 379 CJ=2.0) | 933 - -
3J=5.7,°J=2.0) | (1,°J=5.7)

5a 2.48 2.79 (M) 2.72 (M) 3.64(J=18) | 9.28 |2.11 (4H, M, N(CH,CH,),; 3.92 (4H, M, N(CH,),) -

5b 2.49 2.84 (M) 2.74 (M) 3.70 (J =1.8) 8.92 | 1.73-1.89 (6H, M, N(CH,CH,),CH,); 3.48 (4H, M, N(CH,),) -

5¢ 2.49 2.83 (M) 2.73 (M) 370CJ=18) | 891 |[1.50-1.64 u 1.81-1.94 (5H, M, CH(CH,),); 2.65 (2H, 1, °J = 6.9, -
CH,C¢Hs); 3.34 QH, n. 1. 1, 2J=12.5,°J=12.2,* =23, NCH,);
3.60 (2H, yur. 1, 2J = 12.5, NCH,); 7.12-7.28 (5H, M, C¢Hs)

5d 2.49 2.84 (M) 2.74 (M) 370CJ=18) | 897 |[2.56 2H, 1, J=5.8, CH,CH,OH); 2.75 (4H, M, 5-N(CH,CH,),); -
3.54 (4H, M, 5-N(CH,),); 3.57 (2H, x, °J = 5.8, CH,OH);
4.00 (1H, T, >J = 5.8, OH)

5e 2.50 2.85 2.75 372CJ=1.8) | 9.12 |3.53 (4H, M, N(CH,),); 3.88 (4H, M, (CH,),0) -

(r.1,°J=57, (1,°J=5.7)
5J=1.8)

sf 2.46 2.78 (M) 2.70 (M) 359(CJ=18) | 932 [0.99 (6H, 1, *J= 6.6, 2CH,); 1.62-1.69 (2H, m, CH,CH); 7.66 CJ=15.9)
1.77 (1H, nower, >J = 6.6, CH); 3.78 (2H, M, NCH,)

5g 247 2.78 (M) 2.71 (M) 3.60CJ=1.8) | 942 |3.74 (2H, m, CH,OH); 3.86 (2H, M, NCH,); 4.74 (1H, 1, *J= 5.7, OH) | 7.78 (J=5.8)

5h 2.46 2.78 (M) 2.70 (M) 359(CJ=18) | 939 |3.37(3H, ¢, OCH;); 3.67 (2H, T, >J = 5.1, CH,0); 7.92 CJ=6.0)

3.94 (2H, 1. 7,°J=6.0,°J=5.1, NCH,)




¥08

OKoHYaHue TaOIMUIUB 2

1 2 3 4 5 6 7 8
5i 2.46 2.88 2.74 357CJ=18) | 944 |1.18 3H, x,°J=6.2, CHs); 3.36 (1H, m, CH); 7.83 CJ=6.0)
(r.7,°J=517, (1, )=5.7) 3.90—4.07 (2H, M, NCH,); 4.82 (1H, &, °J = 4.5, OH)
°J=1.8)
5§ 245 2.74 (M) 2.68 (M) 359(CJ=1.8) | 941 |5.00(2H, 1, *J=6.2, NCH,); 7.23-7.43 (5H, m, H Ph) 8.33 CJ=6.2)
5k 2.45 2.75 (M) 2.65 (M) 3.600J=1.8) | 939 |5.01(2H, 1, *J=5.1,NCH,); 7.36 (2H, m, H-3",5' Py); 8.47CJ=5.1)
8.50 (2H, m, H-2',6' Py)
51 2.46 2.79 (M) 2.71 (M) 3.60 CJ=1.8) | 938 |4.98(2H, n,*J=6.1,NCH,); 6.35 (1H, 1. 1, °J=3.3,°J=1.9, 8.33 (J=6.1)
H-4' Fur); 6.48 (1H, x, >J = 3.3, H-3' Fur);
7.46 (1H, 1, >J = 1.9, H-5' Fur)
S5m 2.46 2.78 (M) 2.70 (M) 3.60 CJ=1.8) | 933 |2.47 (4H, M, N(CH,),); 2.68 (2H, 1, °J = 6.5, 5-NCH,CH,); 7.53 (yur)
3.54 (4H, M, (CH,),0); 3.87 (2H, M, NHCH,)
5n 2.46 2.78 (M) 2.70 (M) 359(CJ=1.8) | 933 |1.91 (2H, M, CH,CH,CH,,); 3.58 (2H, k, >J = 5.6, CH,0); 7.78 CJ=5.6)
3.87 (2H, k,°J = 5.6, 5-NCH,); 4.35 (1H, 1, °J = 5.6, OH)
50 2.47 2.80 (M) 271 (m) | 3.60 CJ=18)| 927 |[3.05(2H, m, CH,Ph); 3.99 (2H, m, NCH,); 7.14-7.29 (5H, m, H Ph) 791 CJ=6.1)
5p 2.47 2.79 (M) 2.72 (m) 3.61CJ=18) | 930 [2.96 (2H, m, CH,Ar); 3.75 (6H, ¢, 20CH,); 3.96 (2H, m, NCH,); 7.90 CJ=6.2)
6.72 (2H, 1, °J = 1.1, H-5',6' Ar); 6.86 (1H, T, °J = 1.1, H-2' Ar)
6a 2.46 2.86 (. T, 2.71 358(CJ=1.8) | 8.10 |2.06 (4H, M, N(CH,CH,),); 4.17 (4H, m, N(CH,),) -
3J=5.7,0=18) | (1,°J=5.7)
6b 2.46 2.88 (1. T, 2.72 358(CJ=18) | 823 [3.75(H,k,*J=5.3, CH,0);3.92 2H, 1, *J= 5.3, NCH,); 736 (CJ=15.6)
3J=57,J=18) | (1,*J=5.7) 478 (1H, 1, >*J = 5.3, OH)
6¢ 2.46 2.88 (1. T, 2.72 359(CJ=1.8) | 823 |1.22 (3H, n, 3J = 6.2, CH3); 3.55 (1H, M, CH); 3.92-4.04 (2H, m,| 7.28 (J=15.6)
3J=5.7,0=18) | (1,°J=5.7) NCH,); 4.84 (1H, n, >J = 4.8, OH)
6d 2.47 2.90 (. T, 2.73 3.65(CJ=18) | 820 |1.72-1.87 (6H, m, N(CH,CH,),CH,); 3.67 (4H, M, N(CH,),) -
3J=57,J=18) | (1,*J=5.7)

* OTHECEHHE CUTHAJIOB MTPOTOHOB MoATBepkIeHO MeToaoM 2D NOESY (Bpems cmerienus 1 c).



IKCIIEPUMEHTAJIBHASI YACTb

UK cnextpsl 3apeructpupoBaHsl Ha crnektpomerpe UR-20 B BazeaMHOBOM Macie.
Cnextpsl SIMP 'H CHHTE3MpOBAHHEIX COEIMHEHMIl 3aIicaHbl Ha mpuGope Varian
Mercury-300VX (300 MI'nm) B8 IMCO-dg, BHyTpennuit ctaagapt TMC. KoHTpons 3a
XOJIOM PEaKIHUi M YHCTOTOW MOJYYCHHBIX COCAMHEHHUH ocymiecTBIU MetogoM TCX
Ha mactiHax Silufol UV-254. ®u3nko-xMMHUYECKHe XapaKTepPUCTHKU CHHTE3MPOBaH-
HBIX COCIMHEHUI pUBeIeHbI B Ta61. 1, cniextpsl IMP 'H — B Ta6u1. 2.

1-T'uapa3zuno-7-meTmiI-3-x70p-5,6,7,8-Terparuapo[2,7 | napTupuaun-4-xkapoo-
Hutpua (2). K pacteopy 2.42 t (0.01 momp) muxmopuma 1 B 100 mi abc. MeOH,
oxjaxaéHHoMy 1o 0-5 °C, nobaBmsror npu nepemenmBanuu 5.00 v (0.10 moms)
THJpa3uHTHapaTa. PeaknnoHHYI0 CMech NEepeMEIIMBarOT § 4, IMOCTENEHHO MOBBIIIAs
Temnepatypy mo 20-25 °C. BrmaBmme KpUCTAUTBI HMPOIYKTa 2 OT(PUIBTPOBBIBAIOT,
IPOMBIBAIOT BOJIOH, CYIIAT M MepeKpUCTAIH30BEIBatoT n3 JIM®A. UK crektp, v, cM '
3660, 3220 (NHNH,), 2220 (CN). Crextp SIMP 'H, &, m. x. (J, ['n): 2.40 (3H, ¢, CHs);
2.60 (2H, 1,°J=5.7,6-CH,); 2.79 2H, 1. 7, "J=5.7,°J = 1.6, 5-CH,); 3.13 (2H, 1, °’J = 1.6,
8-CH,); 4.25 (2H, m, NH,); 8.38 (1H, ¢, NH).

9-Metna-5-xy0p-7,8,9,10-terparuapo[1,2,4] Tpuasoo[3,4-a][2,7|HadTUpuauH-
6-kapoonuTpua (3). Cmechb 2.38 r (0.01 monb) coequnennst 2 u 50 M TPUITUIIOBOTO
s¢upa OpTOMYPaBEUHOM KHCIOTHI KHITATAT B KOJIOE ¢ 0OpaTHBIM XOJIOMMIBHUKOM 10 u,
M3IHIIEK 3(Upa OTTOHSIOT A0CYyXa, K OCTAaTKy 100aBistoT 25 M rekcana. OOpazoBas-
myecss KPUCTAIUIBI OT(QHUIBTPOBBIBAIOT, IIPOMBIBAIOT T€KCAHOM, CYIIAT U MEPEKPUCTAN-
nusossiBatoT u3 CHCly. IK criektp, v, cM ': 2220 (CN).

5-(R",R*-AmMuH0)-9-MeTHI-7 ,8,9,10-TeTparuapo(1,2,4]Tpuaszono|3,4-a][2,7|nag-
THPUANH-6-KapOOHUTPHIbI Sa—p (obmas merommka). Cmecy 2.48 T (0.010 momb)
xnopuaa 3 u 0.022 mons coorBercTBYyRoero amuHa 4a—p B 50 mur abc. MeOH kumsatsat
2 4. MeTaHOJ OTTOHSIIOT JOCYXa, K OCTaTKy 100aBistoT 50 MJI BOJbI, BBIICIUBIINECS
KPHCTAJUIBI TIPOJYKTa 5 OT(HILTPOBBIBAIOT, IIPOMBIBAIOT BOJOH, CyIIaT M MEPEKpUC-
Tamu3oBeIBatoT w3 EtOH.

5-(R1,R2-AMHHO)-9-MeTHJI-7 ,8,9,10-Terparuapo[1,2,4]Tpuazono[5,1-a][2,7|nad-
THPUANH-6-KapooHuTpUIbLl 6a—d (oOmass meronmka). Cmech 2.48 r (0.01 Mmomb)
xstopuza 3 unu 5b,f u 0.10 Monb cooTBeTCTBYOIIErO amMuHa 4a,g,i kunarar 3 4. [Tociue
oxJlakaeHust 100aBisaoT 50 MI BOJBI, BBIACIMBIIMECS KPUCTALIBI MpoxykTa 6a—d
OT(HUIBTPOBHIBAIOT, MPOMBIBAIOT BOAOH, CyIIaT M MepeKpucTaum3oBeiBaoT u3 EtOH.
WnentnyHocTh 000MX 00pasnoB npoaykra 6b, mosydeHHbIX W3 coeaumHeHuit 3 u 5f
KHIsT9eHUeM ¢ aMuHOM 4g, nokasana IMP 'H criextpockornueii.
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