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CHUHTE3 MNPOW3BOIHDBIX 1,2,4-TPHA30J10[4,3-c]-,
TETPA3OJIO[1,5-c]- ¥ 1,2,4-TPHUASUHO[5,6-cJITMPAHO-
[4',3" : 4,5]TIUPPOQJIC[3,2-]IIUPUMUTHHOB

Ha ocuose 4-runpasunonupano[4',3" : 4,5] mipposo [2,3-d] nuprMuamuos cuuTe-
3MPOBAHBI HOBHIE TETEpOUMKIHUEcKue cucTemsr — 1,2,4-tpuasono(4,3-c]-,
terpasono[l,5-¢}- u 1,2.4-rpuasmno [§,6-clnupano[4’,3" : 4,5]muppono(3,2-¢]-
IHUPUMHAWHDL.

KoEBeHCHpPOBAHHEIE TPHA3ZC/IB, TETPA30/B M TPHASWHEL 0OJARatoT BEICOKOLE
hapMaKoIOTHUeCKol axTuBHOCTRS [1—3], a GyMemuaMa — IPOW3BOTHOE
muppoac(3,2-e1[1.2.4 Irpuasono|1,5-a InupuMunuaa — HIBECTEH KaK KOPOHAPO-
pacmmpsromuil mpenapat [4]. B mpomomkenye paboT no CUHTE3Y DPOM3BONHEIX
muparo[4',3 : 4,5 louppono[2,3-d [nupnMHIMHOB NPEACTABAAIO HHTEPEC
OOAyYuTh HE ONACAHHEE pamee Ttpuasonof4,3-c}-, werpasomol[l,5-c}- u
1,2,4-tpuazuno [5,6-c juupano[4',3" : 4,5 Jnupposo [3,2-e InupuMuAKHEL

CHHTC3MPOBAHHMIC HAMY NPOW3BONHBE 4-rmapaswHomupaso{4’,3” : 4,5]-
nupponoc|2,3-d JnapuMununos [5 ] okazanuck yIOOHEIMA ACXORHBIMY COETVHEHN-
aMu G7S TOCTPOSHUST TPUA30/IbHOTO, TCTPA30/BHOIO M TPHA3MHOBOTO IMKJIOB 1O
cea3m [¢] MEPUMUAMHOBOTO KO/IbLA.

BsaumoneciicTBueM 4-ruapasumBonwpmMENnHEOs  [a,6 ¢  OpTOMYpaBBUHHIM
a¢hupoM noayueHsl Tpuazono[4,3-¢ lnnpumunngsl (1a,6).

Me

NEINTL,

+ HC(OEn),

-
.

Me
Me

I,ITa R=H, 6 R=SCH3

B cayuae coemmHenws la, He WMEIOMEro 3aMECTHUTENS B NOJOXEHUH 2,
mponykt lla ofpasyerca ¢ BBICOKMM BBIXOOOM HpPHW KWITUCHHY pearcHros. Us
2-MeTHATHO3aMEMIEHHOro mpumMunuia 16 nponyxT 116 moryuaetcs B ABe CTAXUM:
cHavana obpasyerca mpoussomuoe III, xoTopoe TONBKO HNpH KHISYCHUH B
YKCYCHOH KWCJIOTE MPEBPAAeTcs B Tpuasoonupumunus 116,

B cmekrpax IIMP coemumenusi Ila,0 cumrmierHsifi curgas TpOTOHA
TpmaszoneHoro mmkaa (3-H) maxomumrcs unpu 9,3, a cmHmier nDpoToHA
mupuMuAEHOBOr0 Komsna (5-H) coenmuenwms Ila — npu 8,4 M. x. Ckopocts
MEXMOJIEKYISIPHOTO WM BHYTPUMOJEKYJISPHOro. oOMEHa B  DasIMYHBIX
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DacTBOPHTENSX PAaszNuyHa, modToMy curHansl rpynm NH B cmexrpax [IMP me
BCErTa UETKO MPOIBISIOTC. :

Oddext MeTAATHOTPYIIIS HabIIOXAETCA TAKXKE HA TIPUMEDE B3aNMONEHCTBIS
4-rAnpasuHONMPEMUNNHOE la,0 ¢ BOOHBIM pPACTBOPOM HHUTDHTA HATPUL B
TPUCYTCTBUHM YKCYCHOM KHCJIOTH, HOPHBOASIOEro X Terpasonoll,5-c jowpr-
mumuaam (IVa,5). Tak, npoaykr IVa moxyuaercs us nvpuMunusa la ¢ BRCOKAM
BHIXOIOM B OOHY Crammio npu temmeparype He eoimre 40 °C; mamporms, w3
MerwITHozaMeruenaore [6 cmavana ofpasyerca 4-asmmommpmmzmmn (V),
KOTOPHI [pH TEPMUUECKON 00paboTke mpespamaercs B mponyxT 1VO.

Ia,6 + NaNO, + CH;COCH

B UK cmextpax coemwuenmit IVa,6 B obnacrz 1070...1100 npucyrcrsyior
TIQJIOCH! IOTVIOMICHWS, XapakKTePHHIC IS TETPA30JbHOTC OUKJIA, M OTCYTCTBYIOT
TIONOCHL IMOTJIOIMEHNS a3uauoN rpynosl B obmactu 2150 cm . B cuekrpe TIMP
TerpasoonupuMuavHa [Va CUHIIETHHH CHrHAJ OHPUMUIWHOBOIO IPOTOHA
Haxomurcs B 6oee cnatom mose (9,82 M. o) IO CPABHEHUIO C COOTBETCTBYHOLIMM
curgaaoM Tpuaszononupumuanaa Ila (9,30 M. 1),

IIpu BzammopeiicTenm 4-rugpasuHonupuMAnEHOB 1a,6 ¢ MUPOBMHOTpagHON
KUCHOTOM Obumm mostyduensr Kumeaorsl (VIa,0), xoropeie xagee KWOAYEHWEM C
YKCyCHOM KmCioTo# Obutu mpeBpaumenst B 1,2,4-tpuasuno[§,6-c lnupruMunsHe
(V1ia,0).

I}{e
HN—N=C—COQOH

Me

MeCOOH, A
Ja,6 + CHyCOCOOH —— e _MetOUL AL
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SKCEPUMEHTAJIBHASA YACTD

UK criextpsl cHaThl Ha npubope UR-20 B Basemmosom macne. Criextper IIMP sammcanst Ha
nipuiGope Varian T-60 8 AMCO-Ds (I1a,6, 1va,6) u 8 CDClz (I, 1V). BuyTpennuit craumapr TMC.
Macc-CrieKTpsl HOTYUCHBI Ha Macc—cneKTpOMerpe MX-1303 ¢ npsmeivM sBOIOM 06pasua. Yucrory no-
JIyUEeHHBIX BEIECTB KOHTpormposanu Meronom TCX sa mnactunkax Silufol UR-254 ¢ npuMencHieM
eucrem: xnopodopm—adup, 1 : 2 (D, mupummua—sranox, 1 : 3 (Ha,0, iVa,0), Syranon—yxcycnas
KUCICTa—B0Ma, 41 2: 5 (V, Via,6, VIIa,6).

Januple 31EMEHTHOTO 2HANM3A CHHTE3HpOBaHubIx coequueHuit na C, H, N u S coorBeTCTBYIOT
DACYETHBIM (CM. HIKE).

10,10-Tametna-10,11-anruapo-8H-1,2,4-tpuasonol4,3-c]nupano[4',3": 4,5]muppoiaoc[3,2-¢] -
mupmvmana (Ha). Cvecs 2,3 r (0,01 mosb) coenmuenms Ia i 50 vt smwnoprodopMuaTta KHIMTAT C
00paTHHIM XOJNCHMIbHHKOM 10 u. PacTeopHtens OTIOHSIOT OCYX4, K OCTaTKy 100asnsioT 20 Ma sTancaa,
06Pa30BaBIIMECS KPUCTALIB OT(IIIBTPOBHIBAIOT, NPOMBIBAIOT 3TaHCHoM K cymat. Ilonysawor 1,7 ¢
€70,4%) coempmesusa Wa. Tox 270...271 °C (Metanon—xiopodopy, 11 1. Rr0,63. HK crextp: 1620
(C=N), 3130 em”t (NTD). Crexrp ITMP: 1,20 (6H, ¢, 2CH3), 2,76 (2H, T, CH23, 4,65 (2, 7, C1120),
8,40 (14, ¢, 5-H), 9,30 m. a. (iH, ¢, 3-I). Macc-cniextp, nt/e (I, %): M 243 (100), 228 (15), 213
{10), 185 (80), 149 (25). Haiineno, %:C59,18, H5,41, N 28,83, C1oI¥13Ns0. Berancneno, %:C 59,24,
H 5,38, N 28,85.

6,6- AumeTHa-4- (ﬂ-;m:JToxcnMenmmnpasmio)-2-Mcmmno-5,6-,uﬁm;1po-8H-rmpano {4,3":
4,5} mmppono[2,3-djnupumpgun (II). B OMMCaHHBIX BHULC YCAOBMAX M3 cOeamHenus I6 nomyuaor
rmponykt HI. Buxox 80,0%. 7un 150...151 °C {(sramom). Rr 0.69. UK cmexrp: 1630 (C=N),
3140...3200 ot (NH). Criexrp TIMP: 1,15...1,50 (12I, M, 2CH2CII3, 2 ¢en-CIl3), 2,86 (311, c,
SCH3), 3,10 (2H, T, CH> unxia), 3,68 (411, x, 2CH>CH3, /=6 Tw), 5,03 (CH, 1, CI120 uuxia), 6,80
{1H, ¢, CH), 8,85 M. 1. (1H, ¢, NH). Haiineno, %: C 53,47, H 7,15, N 18,42, 5 8,31. C171127N503S.
Barumcneno, %: C 53,52, 7,13, N 18,35, S §,40.

10,10-Tumeria-5-merirao-10,11-auruxpo-8H-1.2.4-1puasono-[4,3-cjuupano[4,3" : 4,5]-
uppono|3,2-e] mupumanun (116). Pacteop 1,9 r (0,005 moss) coempmenns 11T s 15 Mt epanoit yreyc-
HOM KUCJIOTH KMNSTST C 06paTHBIM XONOFHIbIMKOM 2 1. Iloche oxaaxaenns o6pasosaBIIHECs
KPHCTA/LIb! IPORYKTA 116 OTRUIBTPOBLIBAIOT, TPOMBIBAIOT BOXOH ¥ CymiaT. Bexox 1,21 (82,5%). Tna
300...301 °C (meTanox—xnopodopm, 1 :1}. Re0,57. UK cektp: 1620 (C=N), 3120 oMt (NID). Crnextp
TIMP: 1,32 (6H, ¢, 2CI3), 2,62 (c, SCH3), 2,70 (2H, T, CH2), 4,75 (2H, 1, CH20), 9,30 (11, ¢, 3-1D),
12,10 m. 1. (1H, ¢, NH). Haimeno, %: C 53,88, 115,30, N 23,93, S 11,28. Cj3H15Ns0S. Buruucneso,
%:C 53,95, H 5,22, N 24,20, S 11,08.

10,10-Tumernn-10,11-garunpo- 8H—rcrpasojro[l S-clnmpano[4',3" : 4,5]uupporno[3,2-¢i-
mupumunui (IVa). K pactsopy 1,21 (0,005 mMous) coemurenys Ia B 12 M1 2N BORHO# yKCYCHO KMCTOTBI
DpH IIepeMenTHBaHIM 062 BASIOT 1O KarwsiM pacTsop 1,6 r (0,025 Mons) mrrrpura Hatpra B 10 Ma BOTEL
Cwuecs nepemennsaloT 1 u npw 40 °C. Tlocne 0XNaXkIeHHs BhIABLIME KPHCTAILIBE ipoxyKTa 1Va or-
(DHIBTPOBBIBAIOT, POMBIBAIOT BOROH u Cymat. Buxon 1,11 (87,5%). Tun 239...240 °C (IMCO—ora-
®oi, 1 : 1). Rr0,72. HK crexrp: 1100 (rerpasom), 1620 (C=C, C=N), 3200 ot (NED). Crniexrp [IMP:
1,4 (611, ¢, 2CH3), 2,92 (2H, T, CH2), 4,86 (2H, 1, CI20), 9,82 (1H. ¢, 5-F), 12,7 ™. 1. (1H, ¢, NID).
Haiineno, %: C 54,17, 11 5,02, N 34,28. C11H12N¢O. Boruncaeno, %: C 54,08, H 4,95, N 34,40.

4-A3uN0-6,6-quMeTHI-2- MeTHATHO-5, §~-xuruapo-SH-nupanc]4’,3’ : 4,5]nupponof2,3-d}-
aupumuug (V). B OnMcaAspIX BLITHE YCJIOBMSX M3 COETMHEHMS I6 cHITE3UpPYIOT IPOAVKT V. Bmxo;x
90,4%. Tun 190...192 °C cpazn. (9ranon). Ry0,68. K cnexrp: 1620 (C=C, C=N), 2150 (N3), 3140 oMt
(NH). Cnextp IIMP: 1,35 (6H, ¢, 2CH3s), 2,8 (3L, ¢, SCIi3), 2,95 (2H, 1, CI12), 4,86 m. 1. (2IL, T,
CH20). Haiizeno, %: C 49,66, H 4,89, N 28,85, S 10,99. C12FH14N6OS. Boruucneno, %: C 49,63, I
4,86,N28,94,511,04.

10,10-IrMetnn-5-vetinruo-10,1 L-gurnapo-8H-terpascnof{i,5-c}mupano[4',3" : 4,5]-
auppono[3,2-e}nupumunun (IV6). Cmecs 0,9 r (0,003 mons) coemunenma V u 3 ma IMCO narpesatot
10 180°C reuenye 10 Mmum. TTocse oxnaxxaesus qobasasoT K cMecH 20 M1 BOXBL, BEITABIINME KPHCTAIIBI
npoxyxTa IV onbmu,fpoubmaxon NPOMBIBAOT BOXO# 1 cywat. Boxon 0,71 (77,7%) . Tun 202...203°C
(AMCO—srason, 1 :1). Rr0,59. VK cnexrp: 1070 {terpasom, 1630 (C=N), 3200 o (NID. CrexTp
IIMP: 1,28 (6H, ¢, 2CH3), 2,80 (31, ¢, SCH3), 3,42 (3H, 1, CIi2), 4,80 (2H, 1, CH20), 12,6 M. 1. (1H,
¢, NH). Haiinero, %: C 49,58, H 4,88, N 28,86, S 10,95. C12H14N6OS. Borumcneno, %: C 49,63, I
4,86, N 28,94, S 11,04. ’

6,6-Xuvetna-4-(2-N-MeTHAKapBOKCHUMHHO) aMui0-5,6-surnapo-8H-nupano[4',3" :
4,5]mupponof2,3-djunpumumnn (VIa). Cuecs 2,3 r (0,01 mons) coeamuenws Ia, 0,9 r (0,01 mom)
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IHPOBMHOTPAIHO KHMCIOTHI 1 50 MJI 3TAHOMA KHILITST & 00PATHHIM XOM0RWIBHHKOM 4 1. ITocne oxnanc-
ZIEHMS BHINIABINEE K PHCTAILIB IPOOYKTa VIa 0TdIubTPOBBIBAIOT, IPOMBIBAIOT STAHOJOM M CYILAT. BhIxox
3,7 v (90,09%). Tun 313...315 °C (nponaunon). Rr 0.58. YK coexrp: 1600 (C=0), 1670 (C=N), 1740
(C=0), 3230...3420 emt {NH, OH). Hafineno, %: ¢55,47,115,59, N 23,12. C1sH17N503. BoruncieHo,
%:C 55,45, 11 5,64, N 23,09. ‘

6,6-KumeTnr-2-MeTHATHO-4- (2-N-Me TUIKa pOOKCH HMKHO) aMAHO-5,6-auruapo-8H-nypano -
[4' 3" : 4,5lunpponof2.3-dnupumumnn (VIS). B omvicanHbix BeIE YCHOBMSIX H3 coeuuenus I6
HOAYYAI0T NPOYKT VI6. Beixox 85,4%. Tona 273...274 °C (nponmanon). Ry 0,69. MK cnextp: 1610
(C=0), 1660 (C=N), 1740 (C=0), 3230...3400 oL (NH, OFD). Haitzieno, %: C51,49, H5,51,N 19,96,
S 9,21. C1sHi1oN503S. Beraucaeuo, %: C 51,56, ¥ 5,48, N 20,04, S 9,17.

4-Oxco-3,11,11 -rpumeTnn-11,12-puruapo-9H-1,2,4-1ppasunc [5,6-cjnupano[4'3’ : 4,5]-
mppono[3,2-elnupumugun (VIa). Cmecs 1,0 ¢ (0,0033 Momb) coemumenus Via u 10 mn nensnoi
VKCYCHOH KHCIOTH KMISTAT C OGPATHBIM XOI0AHAbIMKOM 6 4. Tlocne oxnaxieHus o§pasopaBniHecs
KpHCTALIbL NpoRykTa VIIa OTdIieTPOBLIBAIOT, TPOMBIBAIOT BOKOM 1 Cymiat. Bexox 0,7 r (75,3%). Tun
>360°C (AIMCQ). Rr0,62. K cnexrp: 1590 (C=C), 1650 (C=0, C=N\), 3150 o™ (NHD . Macc-criekTp,
mie (7, %): M* 285 (100, 270 (30), 255 (5, 243 (20}, 227 (12), 226 (23). Haitneno, %: C 58,87, H
35,41, N 24,77. C12l15N503. Boruucaeno, %: C 58,93, H 5,29, N 24,54.

6-MeTuaTEG-4-0kco-3,11,11-TpumeTna-11,12-quruapo-9H-1,2.4- tpuazuuol5,6-cl-
nupanoj4’,3":4,5]avpposici3,2-¢] unpuMunuis (VIIS). B OmMCaHHLIX BBIIE YCAOBHUSIX U3 COCRUHEHHS
VI6 nosryuator npogykT VIIG. Boexoa 76,7%. Tna > 360 °C (AMCO). Rr0,61. MK cnextp: 1600 (C=0),
1650 (C=0, C=N), 3140 cx™* (NID). Haitneno, %: C 54,41, 1 5,08, N 20,98, S 6,59. CisF17N50:S.
Burmucaeno, %: C 54,36, 115,17, N 21,13, S 9,67.
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