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'CHHTE3 HOBBIX KOHJEHCHWPOBAHHBIX
THEHO[2,3-p]TIMPUINHOB, COAEPXAINVX HUPVMMUJIMHOBOE
: 7 UMHUZA3OJDbHOE KGJIBHA

Paspaborans! yHo0HbIE METOAB CUHTE32 KOMEEHCHPOBAHHBIX TUEHO [ 2,3-5] mupupu-
HOB XByMs pasnuuHbiME IDyTaMu. OCymiecTeieH2 BHYTPUMONEKYJISPHAS IUKIMIAIVS
3-anvum0-2-ruppasvmoxapbosun-7, 7-mveriur-7,8-murvnpo-SEl-mpano { 3,4-¢] tero{2,3-5)
nupupeaa 8 7.7-AumeTni-2-oxco-1,2,6,7- TCTPATHAPO- 9H-nupano{3’,4’ -] rmuma-
30{4",5":2,3] Tmero [§,4-5] rivipvmms, SRISIONIHEICH NIPEACTABUTENEM HOBOK re'repou;mcm
YECKOM CUCTEMBL.

B IIpofo/mKeHye HCCISOBARMA B DIy THEHO [2,3-5 IMpHAAHOB, IPEACTABII-
IOIUX MHTEPeC KaK MOTCHIMAIGHEE OMOiOTMUECKH AKTHBHHEC Bemecrsa [1]m
DOAYIPORYKTH MUIS IX HOJIYICHAS, OCYMICCTRICH CAHTES HOBEIX KOHACHCAPOBAH-
HEIX FETEPOIUKINUCCKEX CHCTEM, COAEPXKAINAX MMPAMATKHOBOES ¥ MMMAA30JHLHOE
KOABIA.

Ins couresa taeno[2,3-b jnapuavEoB, KOAASHCHPOBAHHEBIX C JATHAPOIAPA-~
HOBHIM, OVWFZAPOTHOIMPAHOBRM ¥ TCTParMApOIUPHAREOBEIM KonpHamu (Ia—3),
paspalorams xBa MeTona. CymiHocTh DEPEOre METOA COCTOUT B ANKVIHPOBAHIN
[I0 aTOMY Cepsi KOHACHCUPOBAHHLIX J-HHAHONNPHAAH-2-THOHOB IIa,G 21 I[JISI
IOAYYECHNS COCAMHECHIS C AKTHBHON (QYHEKINOEANPEON IPYINEPOBKOR B KAUECTBE
ANKAIMPYOMEre arcHTa HWCNOAb30BAHE S(UPH XJOPYKCYCEOM XKWCHAOTH. B
TPUCYTCTENN H30HTKA MEIOYUN NPONYKTH aJKWIMpPOBAHMS JErKO MHUKJIM3YIOTC
mo Topay—wrnepy & 3-amuno-7,7-mmverni-2-grorcakapbonmn-T,8-narumpo-
SH-mapasio{tromupano) [3,4-¢ Irueso[2,3-b Imupaauan:  (1a,6). Wcmosmsoeanwe
odmpa THOINHMKOJICBON KWCAOTH HO3BOJUIAO IONYYHTH, ONMCAHHEIEC BHIOE
coenmueaus 12,6 u 3-ammuo-7,7,8-Tpumermn-2-sroxcrkapboswi-5,6,7,8-reTpa-
razporreso [2,3-51-1 6—Ha<bTﬁpﬁzmH (Is) HEMOCPEACTEECHHO W3 Z-XJI0p-3-moua-
HOIIPOMIBOLHBIX COOTBETCTBYIOMAX KOHACHCHPOBanAGTX muprpuuos [1la—s {31
Taxwm ofpasoM, COXpamaercs CTagEe HOMYYeHMd NHAHOTWOHOB. B ofomx
Cy4adx UUKM33OHS HPOHCXONUT IVIAKKO ¥ HOYTH ¢ ORHHAKOBEIMEU BHIXOFAME
(70...75%).
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Hsyuecrme peamormoﬁ CIOCOGHOCTH CAOKHOIPHUPHON TPyl KOHASHCHPO-
BaHHHX THEHO[2,3-b IMApUIMHOE MOKA3a/10, YTO OHA AOBONBHO AKTHBHA, B TO
BpeMd KaK PEakiliy ¢ aMUHOTDYIINOHA B HOJOXKEHNH 3 3aTpynEcHsl. TaK, MonsTKa
ATMIVPOBAEYSA AMUHOTPYINE YECHUYANACH YCIEXOM JI¥WIIb TPH WCHONb30BAHWY
OeHzomIxIopuaa. KunaueHme MOAYUCHHBIX 3-GeH30mIaAMEHO-T,7-HAMETHI-2-
sroxcuxapbommn-7,8-mururpo- SH-nupaso(Taomapano) [3,4-¢ Jrreno[2,3-5 Jon-
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pammeos  (IVa,6) mw 3-Oessomnamwmno-7,7,8-TpEMeru-2-3TOKCHKApOORLT-
5,6,7,8-rerparunporueso [2,3-51-1,6-gadrupugmna (IVs) ¢ muNpasnHIuapaToM B
STHIOBOM CHHPTE B PE3YJIBTATE BHYTPUMOJCKYASPEOH HHUK/IA3ANHAY NPHBEIO K
AMPHOIPOM3BONHEIM  COOTECTCTBYIOIIMX  XOHJCHCHDOBAHHBIX  HWPAMIAIV-
HOB (Va—g).
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Croxuaoadwmpras rpynna cogpmaEennii la—3s JETKC NoaBepracTca IMupasuHo-
M3y TpY HATPCBAHWW C KOHICHTPUPOSAaHHEIM ruapasmeTuapaToM npu 130 °C ¢
o0pasoBaEAEM COOTBETCTRYIOMMX TMApasuaos Via—s.
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Aviwroranpasun Via npu o6paborke BOEHEIM PAcTBODOM HUTDPHUTA HATPHI B
npucyrcrsmm 109, yRCycHO# XwcnoTsl Tpespamaercs B asmp kucaota VI
Tlociegamit ipu HarpeBaHwd B M-KCHJIOJIE IEPErpynnupoBEBacTcd o Kypouycy
B COOTBETCTBYIOIMHM W30LWAHAT, BHYTPHMOJXCKYJAGPHOE B3aWMONCHCTBHUE
KOTOPOTO C aMWHOTPYNIOH TNPHBOAWT K OOpa30BaHMIO IPOESBOTHOTO HOBOH
TETEPOMUKIAMIECKON crucTemMsl — 7,7-mumermn-2-oxco-1,2,6,7-Terparmapo-9H-
mapauo {3 ,4 -e lammnaszo [47,5":2,3 Jrweno [5,4-5 Jmmpurzeaa (120.
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B coextpe IIMP mvmpazoTuesonmpuauna [X uMEIOTCS yIIUPEHHBIE CATHAE!
nporcHoB amugueix NH rpymm opm 11,21...10,18 M. x., a 38 UK cuextpe —
moraomene KapSoRmasHON rpynis npu 1680 CM_I, UTO OXHOZHAUHO JOKAZHEBAET
CYIIECTBOBAHME coequHeHNS [X B JaXTAMHON TAyTOMEPHOHR (hopMme.

IKCIIEPVMEHTATTHHAS FACTH

VIK criekTps! CHSITH! Ha nipubope UR-20'B Bage mHOBOM MACIE, CekTph: IIMP mostyaens: Ha rpubope
Varian T-60, Macc-criekTpsi — Ha nputope MX-1303 ¢ MOHMBMPYIOMMM HaupsoxenyeM 70 sB. Kont-
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XapaxTeprCIHKY CUHTE3HPOBAHHBIX COSTMHEHWH
Ia—s, IVa—s8, Va—s u Via—B

. Hadinerio. %
Coepm~ Bpyrro- Boraucriero, % T ec R Brxopt,
HeHue opmyna wt ¥ %
N s

Ia CisHisN203S 9.0 10.3 187...188 0,66 (a) 71,0
9,1 10,5

16 C15H1sN20282 3.9 19.8 238...238 0,70 (@) 78,7
8,7 19,9

Ie Ci6H21N3023 13.0 19.9 214...215 0,51 (6) 68,8
13,2 20,0

Va CaoH2oN2048 6.7 7.4 187...189 0,68 (») 73,2
6,8 7,8

V6 CH2oN20O3S 6.0 14.8 175...176 — 79,7
6,4 15,0

Ve Ca3HasN3038 9.9 7.6 168...169 — 57,1

’ 9,6 8,0

Va CooH18N402S 148 89 271...273 | 0,71 (® 55,7
14,8 8,5 :

V6 Ca0H18N40S2 14.6 15.9 260...261 — 74,4
14,2 16,3

Vs C21H2iNs0S 17.8 1.9 260...261 — 60,0
17,9 8,2

Via C13H16N4028 19.4 112 286...287 0,72 (® 75,9
19,2 11,0

Vi6 Ci3HisN+OS2 17.9 20.6 296...297 0,51 (o 80,7
18,2 20,8

Vis C14H1o9Ns0OS 227 10.3 270...271 — 64,7
22,9 10,5

*  CoepuHeHUs NEPEKPUCTAILTM30BAHEL: Ia—8, Va—B — u3 BOAHOTO 3TaHONA;
IVa—s, Via—B — 13 cvMecH rekcan—anerar, 5 : 1.

DOTB 32 XOHOM DEaKuMil ¥ UMCTOTOM MOMYYEHHBIX coefuuenmii sexu ¢ noMomso TCX ma AlbO3 I
CTEIEHM aKTMBHOCTH 0 BpOXMaHy B CHCTeMax pacTBOpUTENcH STURaneTaT—rexcas, 3 : 1 (a); mupu-
pus—~GyTanon, 5 : 1 (6); sTwmaneraT—rexcas, 1 : 1 (8); mupumum—06yragon, 1 : 3 (r) u snwraneTaT—
rexcas, 1 : 1 (8); nupumem—~OyTtanosn, 1 : 3 (r) ¥ sTeutaneraT—rexcas, 2 1 1 (1) ; npossneHue napaMu
#oxa. S

XapaxTepuctuxy coegusienuii I, IV—VI npusegess: B Tabmune.

3-Aspri0-7, 7-TUMETHI-2- 30K CHKApBoaII-7,8-urunpo-SE-mupasno (Tromapaso) [ 3,4-ejmeno[2,3-51
mapumesl (12,6). K strurary Hatpus, nomyuessHomMy 43 0,23 r (0,01 MOib) METaIMMUEcKOro HaTpUs ¥
25 mn aBCcoMmOTHEOTO 3TAHONA, IPU HepeMemuBatmy FO0aBIIoT Ho KamisM 1,2 MII STHIIOBOTO 3¢ﬁpa
THOTIMKOIECBOH XuCHoTH! ¥ 0,01 Mone 7,7-mumMeTsn-2-x510p-3-mmano-7,8-nurunpo-SH-mpano (tvo-
mupaso) [4,3-b] muprzmaa (a,6). PeaxkimoHHyI0 CMeCh KURGTST IPH IepeMenmeanmu 6 9. Pacreops-
TEJIb OTTOHSIOT, Z002BISIIOT BORY, BHUIABIIME KPUCTAIUTBI OThMILTPOBBIBAIOT, IIPOMBIBAIOT BOAOH, CrIMp-
TOM, BHICYIIMBAIOT ¥ NOXywaioT coequuenus Ia2,6. Cnextp IIMP, Ia (CDCl3): 7,52 (1H, ¢, 4-CH); 5,83
(2H, ¢, NH2); 4,80 (2H, ¢, 5-CH>2): 4,28 (2H, kB, J =7 I'u, O0—CH>—CH3); 2,92 (2H, ¢, 8-CH2);
1,42...1,20 M. 1. (9H, m, O—CH2—CHs, 7-(CH3)2); 16 CsDsN: 7,95 (1H, ¢, 4-CH); 4,85 (2H, ¢, NID);
4,22 (2H, xs, J=7 T, 0—CHz—CH3); 3,78 (2H, ¢, 5-CH>); 3,15 H, ¢, 8—CH2); 1,34...1,0 ™. 1.
(9H, M, 7-(CHz3)2, 0—CHa—CH3). UK cuextp Ia,6: 1540, 1580 (apom.), 1680 (C=0), 3180, 3280,
3410 v (NH).

O0mas MeToawKa NOAYIeHHs COSAMHEHMI Ta—s. K cvecu 0,01 mons THa—s 1 20 MiT quMeTH-
dopmaMupa npu nepeMemmeanyy 10020t 10 M 109, BOOHOTO pacTEOpa 'MAPOOKUCH Kammd. 3aTeM
10 xarwisM gofazmsoT 1,8 r (0,015 Mons) a1umosoro adupa XJIOPYKCYCHOM KMCn0TEE Tepemenmsarue
TIPOZIOIKAKOT IPY KOMHATHOH Temnieparype 1 1. Tocne poGasnenys 20 M BOXBI BBIIABINHME KPUCTAIUIBE
OThOWIBTPORBIBAIOT M IPOMBIBAIOT BOTOH, CHMPTOM, BBICYIMMBAIOT M IOJAyHAIOT coefunenus la—s.
Caexrtp IIMP, Is (CDCl3): 7,47 (1H, ¢, 4-CH); 5,89...5,72 (2H, ym. ¢, NH2); 4,22 (2H, k8, J=7 T,
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O0—CIH>—CH3); 3,69 (2H, ¢, 5-CH>); 2,81 (2H, ¢, 8-CHy); 2,25 (3H, ¢, N—CHs); 1,25 3H, T,
J=17Tn, 0—CH2—CH3); 1,05 M. a. (6H, ¢, 7-(CH3)2). VK cmextp: 1570, 1600, 1620 (ap0M ), 1665
(C=0), 3160, 3260, 3400 cn™* (NH).

3-BeH30mwIaMBHO- 7, 7- {UMETH - 2-3TOKCAKAPOOHILT-7, 8-;mr1«mpo—5H NUpaso(TuonMpaso) {3,
4-eltaeno[2,3-b}nupaauan (IVa,0) u 3-GemsomwraMuno0-6,7,7-TPHEMETH-2-3TOKCHKAPOOHI-
5,6,7,8-terparupporeeno2,3-b}uadbrupumun (IVe). Cumecs 0,01 moms Ia—s, 2,1 r (0,015 Mons) xi10-
pUCTOTO BEH30MNIa ¥ 5 MJI CyXOro TpHSTIIaMuHa B 50 My a6CosIOTHOTO GeH30MIa KUIISTAT IIPH DepeMe-
pivBaEvM 6 4. BEH30 OTTOHSIOT, OGABNSIOT BOLY, BHIIABINUE KPUCTAIUIB 0TS TPOBBIBAIOT, IIPOMbI-
BA¥OT BOZOHM, CIIMPTOM, BBICYIIMBAIOT ¥ MOXy4aroT coeauuetus IVa—a. Caoexrp IIMP, IVa (CsDsN):
8,48...7,72 (7H, M, CsHs, NH, 4-CH); 4,89 (2H, ¢, 5-CHz); 4,31 (2H, x8, J =6 I'n, OCHD2); 3,05 (2H,
¢, 8-CHy); 1,33...1,05 M. x. (9H, M, CH2—CH3, 7-(CHz)2); IV6 (CDCls): 10,75 (1H, ¢, NHD; 8,41
(1H, ¢, 4-CH); 8,10...7,38 (5H, v, CsHs); 4,38 (2H, x5, =7 [, OCH2); 3,93 (2H, ¢, 5-CH); 3,18
(2H, ¢, 8-CH2); 1,58...1,23 M. #. (9H, M, O—CH2—CHs, 7-(CH3)2); IV (CDCl3): 10,71 (1H, ¢, NH);
8,24 (1H, ¢, 4-CH2); 7,89...7,39 (5H, M, CsH5s); 4,22 (2H, k8, J =6 T, 0—CH2); 3,77 (2H, ¢, 5-CHa);
2,93 (2H, ¢, 8-CH2); 2,36 (3H, ¢, N—CH3); 1,42...1,00 m. 5. (9H, M, O—CH>—CH3, 7-(CH3)2}. UK
cnexTp IVa—sa: 1550, 1580 (apom.), 1680 (C=0, amupn.), 1710 (C=0, sdup.), 3250 omt (NH).

Terparazpo-10H-nupano (rromupaso) [ 345,68 mrpunof3,2:4",5" Jtreno[3",2"-d [omprvmmast
(Va,0) m rexkcarmaporupmvMuno[2,3:3'2 Tmenof5'4"-6} {1,6lsadmupumms (V). Cmecs 0,01 mome
IVa—s, 10 MJI KOHIIEHTPUPOBAKHOTO rMApasuEruapata ¥ 30 M1 a6CoNOTHOrO 3TaH0Ma Kynarar 12 4.
OXIaXA410T, BHINABIIKE KPUCTAILI! OTHMIBTPOBBIBAIOT, IIPOMBIBAIOT BOAOM, BRICYIITMBAIOT M HOMYdai0T
coemunerus. Va—a. Cniextp IIMP Va (CsDsN): 8,27...7,11 (8H, M, 11-CH, NH2CsHs); 4,68 (ZH, ¢,
10-CH>); 2,91 (2H, ¢, 7-CH2); 1,15 M. 5. (6H, ¢, 8-(CH3)2).

' Ofmag MeToauka HOAyJeEws coequuenuit VIa—s. Cmecs 0,01 Moms Ia—s u 25 M KOBTIEHTpH-
POBAHEOrO rMpasuHrHapaTa Harpesator mpy 130 °C 6 4. V30mToK THAPasUBTHADATA OTTOHSIOT, K OCTAT-
Ky nobassor 15 M oranomna. Brimasmive KPMCTAJUIBI OT(PIIBTPOBBIBAIOT, IPOMBIBAIOT BOKOM U 3HPOM,
BRICYIHMBRIOT ¥ HOIyHaroT coepuuenus Via—s. Cnexrp ITMP, Via (IMCO): 8,04 (1H, ¢, 4-CH); 6,94
(2H, ¢, NHD); 4,68 (2H, ¢, 5-CH2); 3,61...4,09 (3H, yu, ¢, NH—NH32); 2,77 (2H, ¢, 8-CH2); 1,16 M. 1.
(6H, ¢, 7-(CH3)2); VI6 (IMCO): 8,51 (1H, ¢, 4-CH); 7,31 (2H, ¢, NH»); 4,26 (ZH, ¢, 5-CH);
4,05...3,72 (3H, ym. ¢, NH—NH>); 3,31 (ZH c, 8-CH2); 1,46 m. . (6H, ¢, 7-(CH3)2). HIK cuiekTp
VIa—s: 1660 (C=0), 3180, 3310, 3420 cv™* (NH—NE).

3-AMMHO-2-a3H00KapOOBHN-7, 7-TAMeTii-7,8-murunpo-SH-mmpanc [ 3,4-ejtaero{2,3-0 maprnms
(VID. K pactsopy 2,4 r (0,01 momb) VIa B 60 M1 409, yKCYCHOM KMCIOTH FOOABIISIOT 110 KATLISM DK
0°C 0,7 r (0,01 MoJTs) HmTpUTA BEATPHS, PACTEOPEHHOTO B 10 Mt BoZsl. CMecs nepemenmuparor 0,5 9 npu
10 °C. Brmapmue KDPMCTaJUIb OTQMIBTPOBHIBAIOT, NPOMBIBAIOT BOJOM, CymiaT w moaydamor 2,1 r
(67,7%) mpoaykra VIL. Tux 170...171 °C, Rr0,73 (ompunus—Oyrason, 1 : 3). Hadineno, %: N 22,9; S
10,2. C13H13N502S. Beraucneso, %: N'23,1; S 10, 6. Crexrp IIMP (IMCO): 8,26 (1H, ¢, 4-CH); 7,82
(2H, ¢, NH); 4,84 (2H, ¢, 5-CH2); 2,82 (2H, ¢, 8-CH2); 1,36 M. &. (6H, c, 7 (CHs)2). HIK cmekTp:
1580, 1600 (apom.), 1650 (C=0), 2130 (N—N* =N), 3200, 3300, 3400 cv* (NFL2).

7,7-ameri-2-0kco-1,2,6, 7-rerparaapo-9H-mmpano[3',4-¢} mmmaaszo [4",5":2,3]meno]5,4-
blnmpunme (IX). Pacreop 3,0 ¢ (0,01 moms) VII B 20 MT 4-XCHIIONA BAIPEBAIOT HA BOASHOI (ane UpH
90 °C 0,5 4. 3arem cmecs kunsrrar 1pu 140 °C 10 vus. Bemmasmme KpPrCTaIUIBL orqiunm-pogmsaxor,
HpOMBIBatOT 5UPOM, BEICYIMBAIOT U nony4aotT 2,2 1 (80%) coexumenus IX. Tmn 313...314 °C. Hair-
azeno, %: N 15,3; S 11,4. C13H13N3028. Beraucieno, %: N 15,3; S 11,6. Cuextp IIMP (IMCO):
11,21...10,18 (ZH, ym. ¢, 1-NH, 3-NH); 7,51 (1H, ¢, 10-CH); 4,75 (ZH, ¢, 9-CH2); 2,74 (2H, c,
6-CH2); 1,18 m. 1. (6H, c, 7-(CH3)2). HIK cnexrp: 1680 (C=0), 3450 evt {NH).
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