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CUHTE3 AMMKJIOB
2-3AMEHIEHHBIX IHHXOHMHOBBIX KHCIOT H HUX
IDUKIN3AIIYI B AMUIBI 1,2,4-TPHA30JI0[4,3-a} XHOJINH-9-
U 1,2,4-TPHA3SHMHO[4,3-0] XWHOJJIH-10-KAPSOHOBBIX KHCJIOT

3aMemeHsble aMUABI 2-THAPA3UHO~ U 2-3THITHAPA3UHOIMEXOHWHOBAIX KUCTOT HPYU
B3aUMOIICHCTEMU € MMPOBMHOIPAHOM KUCIOTOM ¥ €€ STHUIOBBIM 3(DHPOM ARFOT 2MHMABL
3-mermwr-4-okeco-1,2,4-tpuasunof4,3-a] xunonun-10-xap6oHOBOH KHUCIOTHI, 2 B
peaxuyy C apOMaTHUECKUMM ANbAETHAAMM TIPEBPAIIAIOTCS B aMUABI 3-(PeHMWI-2-9THI-
2,3-muruppo-1,2,4- ‘tpuazono [4,3-a] xuromiH-9-kapOOHOBOI KMCIIOTHI MM B Ciiydae
HE32MEINEHHBIX THAPA3UHOB — B AMUIH 2—apmxmenmnpasmonuﬂxomoaon KUCIO-
TBI, OKMCISIIOIUMECS B 3AMEIIEHHBIE 1,2,4~-rprasono [4,3-a] xusoauHL.

B nupemsinymmx paborax [1, 2} mamm OBUIC IOKA3aHO, YTO aMENH
2-rEppasHHOLMHXOHAHOBON KHCAOTH ¥ UX N-aNPISHHE NPOM3BONHEIE MOTYT
OHITH HCHONH3OBAHK KaK MCXONHBIC BEIIECTBE AAI CHHTE3A OGHOIOrWUECKH
aKTEBHEIX aMuioB 1,2,4-tpuaszosno[4,3-a Ixusomar-9-kap6oHoBOH KWCIOTEL B
Hacrosmed paboTe W3yUeHH DEaKnuy 3aMENIECHHBX AMHUAOB 2-THAPA3WHO- H
2-3TWITARPAVECIMHXOHMHOBRIX KHACAOT ¢ [HPOBWHOTPANHOM - KUCJIOTOH, €€
STHAOBHIM 3MpPOM, MYPaBBUHON KACAOTOH, STAIOPTODOPMHEATOM U ATBXETHAAMA
C BHXOKOM K KOHACHCHPOBAHHBIM TETCPOIMKIAM, COXEpXAmuM (PparMeHT
OTHHXOHWHOBOM KHCOTHI. -
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IaR=n-Pr,R'~H; I6R=i-Pr, R'=H; IsR=2-MeCeHs, R'=H; IrR=2,5-Me2CsH3, R =H;
IxR'=2,6-MexCsH3, R =~ H; Ie R=n-Pr, R*=Ef; bx R =i-Pr, R'=Et; IsR =2,5-Me2CeH3,
R1=Bt IIa R=n-Pr; lI6R=i-Pr; HIa R=n-Pr; 16 R=i-Pr; IHB R =~2,5-Me2CesH3;
Hir R=2,6-Me2CsH3; IVaR =i- C3H7, R%=2 FCsHa; IV6 R={-Pr, R =4- ClC6H4, IVBR =i-Pr,
R2==Ph IVr R=2-MeCgH4, R -=Ph Va R=i-Pr,R ==H V6 R=i-Pr, R? =H; VaR=i-Pr,
R?= Ph Vr R=2-MeCgH4, R 2 = Ph; VIa R=n-Pr; VI6 R= i-Pr; VIB R=2,5-Me;CeH3
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XapakTepUCTHKHA CHHTE3UPOBAHHBIX COETUHEHMIA

Coenn 5 o B% Cnexrpsr IIMP, 6, M. n.*
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Hexﬁae @%yngna Tomy °C Bemxo, %

C H N n):;‘rljlgl-}-l NH amug ArH, m'2 .npoqne HPOTOHBI ‘

1 2 3 4 5 7 8 9 0 - 1

Ie C1sHyoN4O 66.00 | 7.32 2043 | 139...140 8,87 | 10,7 7,6..8,7 | 4,17x (CHz), 1,21 (CHa) 76

66,15 - 7,40 20,57 ) .
D C15HoN40 66.03 1.52 20,67 | 145..146 8,80 | 10,8 7,6..8,3 | 4,13% (CHp, 1,3 1 (CHs) 80
' 66,15 7,40 20,57 ,‘ ‘ . _
Ia CyoHypN4O 71.94 6.78 16.88 164...165 8,85 10,8 7,6...8,3 4,15 x (CH2), 1,2 v (CHz3) 85
71,83 | 6,63 16,76 :
Ila CigHiN4Oy | 6420 | 5.52 230...231 87 .| 7,4.80 |213c(CHs) 69
S 64,85 | 544 18,91 . S ‘

116 C1sH16N40, 64.94 | 557 18.83 227...228 8,7 7,6...7,8 | 2,1 ¢ (CHs) 75
‘ o 6485 | 544 18,91 _ i 7

2 CigHpNOs | 6422 | - 654 16,46 | 194...195 10,93 | 88 | 17,2..80 |4,23x (CHp, 2,13 ¢ (CHa), 1,2 T (CH3) 81
‘ . 63,14 6;48 16,37 : -

116" C1gH,N403 63.25 6.33 1644 | 215..217 11,0 8,8 7,2..8,0 | 42k (CH2), 2,2 ¢ (CHa), 1,2 1 (CH3) 78
: i - 63,14 6,48 16,37 ' ‘ ,

s | CpHyNO; | 68.20 5.85 13.77 | 187...188 10,17 82 | 68..7,8 | 4,27k (CHz,23c (CH3), 1,21 (CH3) 84

' 68,30 | 5,98 13,86 - | = S -

v Ca3HyuN4O3 68.21 6.13 1370 | 221..222 10,33 8,2 6,9..7,9 | 4,27 x (CH2), 2,1 ¢ (CH3), 1,27 v (CH3) 87
, 68,30 5,98 13,86 S : : -

IVa CyotlioFN,O | 68.64 | 4.58 16,12 | 263...265 11,73 -| 8,8 7,0..8,1 | 8,4 ¢ (=CH—) 82
’ 68,55 4,47 15,99 '
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CaoH1oCINGO | 65.35 .10
65,48 5,22
CaoHoN40 72,97 - 6,13
-72,87 6,07
Ca4HjoN4O 15.61 3,38
: 75,77 5,30
CigH7N4O 65,46 6.78
65,35 6,66
C14Hy7N4O 65,27 6.51
65,35 6,66
CaoHj3oN4O 1255 3.86,
: 72,48 5,78
Ca4HgN4O 16.03 4.68
76,17 4,80
C12Hg4N4O 13.22 3.85
- 73,30 3,94
C22Hp4N4O 73.18 3.80
73,30 3,94
Cy7Ha6N40 16.03 6.10
76,15 6,20
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B rafuuile He NPUBONSTCH CUIHAIE! NPOTOHOB 3aMECTHTEJIEH TIPM aMMHOM rpynme.
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YcranoBnaeHo, 4TO NpZ HATrpeBaBuy COSRMEEHAU la,6 ¢ mmpoBuHOrpamsoi
KHECAOTOM 06p33y}0TCﬁ amugs! 3-meTwi-4-okco-1,2,4-rpuaswso {4,3-a Ixunonms-
10-xap6Gonosoii xucnotr (11a,0, Tabmmmna).

Tlpm wcnonp30BaHWMM B PEAKIAW C aMEfaM¥ | BMECTO MHMPOBWHOIDAXHONR
KHCHOTHL ¢e  STWIoRore 3dwmpa noxyganorcd amugel  2-(1-sToKCcHm-
KapOOHWIDTWIAACHITADPAZHHO) TANXOHMHOBOM kucaotsl (IIla—r), xoTopsie B
OTJIAYHE OT MX aHAJIOTOB CO CBOOOAHON KapOOKCHIBHOM I'PYTINON B 3TUX YCIOBHIX
He [WKJIU3YIOTCA B IIPOM3BOAHBIE TPHAIWHOXWHOMMAHA, BO3MOXHO, W3-32
KATaJIATAYECKOTO BJIMSAHES IPOTOHOB, OOpasyOmuXCd NpPHA IUCCOMAAINY
ceoboxHore KapOokcwna. Ilpu tepmomse coequuenmii [11a,0 oruM moxseprarmorca
BHYTPZMOJIEKYISPHOM HUKAM3aON¥ B COOTBETCTEYIOIMWE NPOM3BOXHBIE 1,2,4-
Tprasueo [4,3-a Jxuromaa (11a,6).

Coepmaenng 16,8, conepxamue cBOSOAHYIO FAAPASUHOTPYIY, PEATHPYIOT €
ApOMATHYCCKUMH AJTBNETHAAMY, 0aBasg COOTBETCTBYIOmEE I'MApPazoHsl 1Va—r,
KOTOpBIC IIpM OKHWCJICHHM XJIODHEIM XEJe30M ' IPEBpPAINAIOTCI B  aMMIH
3-dberun-1,2,4-rpuazono [4,3-a xusonnu-9-xapbonoskix xmcnoT (Ve,r). Homo6-
HEie coefuHeHus Va,0 Oes 3amecturese B HOMOXCHNE 3 IONYYEHBI TAKXKE IPH
Harpesaurm amuaos [a,6 ¢ MypaBszHON KHACIOTOR WK TpKBTMOpTO(bOpMI/I&TOM.
Bepogrso, OuxAM3aUWE AMHACB 2-THAPASMHONWHXOHWHOBOM . KHCJHOTH C
MCIOJIH30BAHUEM MYDaBBHHOM KWCIOTH TIPOTEKAET YEpe3 CTAafMio o0pa3oBaHmS
TPOMEXYTOUHOr0 am@i-, a B CAy4Yae ¢ opT.oaqmpom Yepes ITOKCHMETHICH-
TANPA3MHOIPOU3BOAHOE. ) '

2~ (B-OrunrmnpaswHO) DPOM3BOXHEE Ie—3 Ipu B3aBMOIEHCTBRY ¢ Gensambre-
THAOM [IPCBPALIAIOTCH B 3-3aMelleHEHsie amupoB 2-stwir-2,3-marmapo-1,2,4-
Tpraszono [4,3-q Ixmmonun-9-kapbonosoii xucnaors Via—s, 1. e. craémnsaimﬂ
apoMexyrounrx O,N-monyaneranei JOCTHrAeTCd IIyTEM TIHKIINSAIAN.

CrpoeBne DONyUYEHHHX COSTUMHEHWE NOATBepXneHo pamabivu UK u HMP
CHEKTPOB (CM. TaONMILYy ¥ SKCIICPUMEHTANGHYIO JacTh).

SKCIEPHMEHTAJIBHAA 9ACTE

UK coextps: cuatel Ha npubope UR-20 B BasenmuosoM Macne. Cnexipel IIMP mosyuesbl Ha
mpubope PSI-2310 (60 MI'm), suyrtpennuit crangapt I'MAC, .pacreopurens IMCO-Ds.
XapaxrepucTuku coe;um_éﬁmﬁ npexcraﬁnex—xm 8 Tabmine. Coemumenue 18 onucano B padore [11, coenu-
Herms 1a,6,r,5 — B pabote [4].

3aMemeHHble AMMTH 2-3THIIHAPA3HHONMEXOENE0R0H Krcxots (le—x). Pacreop 0,01 moxs
COOTBETCTBYIOIIENO aMMAA 2—xmpxmaxoxmaonon xucaotsel {3] 10,6 (0,01 Mmonp) sTrwIrUApasuHEa (MM
rufnpasuna) B8 10 Mj AMOKCcaHA KMISATT- 2. T, oxnamnamr BBIIABLIMI 0CafoK OTHEASIOT u
IIEPEKPHCTAILIM30BBIBAIOT U3 TUOKCAHA . B

3aMemeHHBe aMERBI 2-{1-3TOKRCHKApOORAISTHNAC Hr UPA3HH0) IHHXOHHHOBOM KHCIOTH
(Ilfa—r). Pacteop 0,01 moms coorsercreyiomero amupa 1 u 1,16 © (0,01 Moms) srmosoro sbwupa
IMPOBKHOIPAAHOH KUCAOTH B. 10 M1 HHOKCaHa KUISTAT 2 1, OXAXKAI0T, pasbasstor Boxoir. Ocamox
OThYWIBTPOBBIBAOT M EPEKPUCTAIIIMIOBBIBAIOT U3 AUOKCAHA.

Samemensbic aMBAE 3-MeTrA-4-0KC0-1,2 4-rpaa3uHo [4,3-a}xasoMH-10-xap6oHOBOH KMCIO0-
181 (I1a,0). A. Cmecs 0, 01 moms avmna 13,6 u 0,88 r 0,01 MOJiB) MMPOBMHOTPATHON KUCTOTH! B 10 M
AMOKCAHA KMISTST .1 T, OXAaXTAWT, BRAKEAOT.B BOXY. OCafioK OTOHUIBTPOBLIBAIOT U.
mepexpucramiuaossizawT us IM®PA. UK cuextprr coepunennmit I1a,6: 1640...1660 (CO),
3200...3300 oM™ (NHD.

B. Pacteop 0,01 monib amMuna ﬁla,6 B 10 ML 3THIICHIIKKOJIS HArPERaIoT 5 4 ripn 160 °C, oxnaxaasoT,
pasbasnaior Bogoit. Ocafok OTGUNBTPOBEIEAIOT ¥ HEPEKPUCTAIUINIOBEIBAIOT U3 JIM<I)A ‘Hony4aror
coemumenms Ia,6. CMemassas npoba rasnenus ¢ obpasuamu 1,0, no:xyquHmMH B YCIOBMHX OTIBITE
A, 0Ka3asa uX MECHTUYHOCTS. -

3aMeNeHHbIe aMuLbl 2-Q@—apnnngeﬁrmpasnﬂo)um;xommosoﬁ xucaorsr (IVa—r). K
pacreopy 0,01 momp amuna 16,8 B 10 M nuokcana # 5 mn 50%, yKCYCHOM XucsoTsr xo6asnstor 1,06 ¢
(0,01 mome) Gensapaeruna v xunsrar 1 1, ox;ram:{aror pa%asnsum BOI(OH Ocanox orqmnbrpommamr
174 nepexpncramusonbmaror U3 AUOKCAHA.
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3amerennsie aMus 1,2,4-tpuazono[4,3-a] xanoxmms-9-kapborosoi xucaorsr (Va—r). A. Pac-
t80p 0,01 Moms amupa Ia,6, 1,5 r (0,01 moms) sTHnoBoro s¢upa 0pTOMyDPaBbUEON KUCTHOTH B 10 M
ZWOKCaHa XUnaTaY 1 u, OX1axpaoT, pasbannsnor Boxoi. OCajoK HepeXPUCTaIUIMIOBEBatoT u3 AMOA.
VK criexTps! coepunenuir Va,6: 1625...1630 (CO amug), 3200...3300 emt (NH).

B Cwmece 0,01 mons amuzia IVe,ru 2,4 r (0,015 Mons) xmopuna xenesa (IID) s 10 mx IMODA
KymaTar 2 1, OXa>XAa¥0T, BBUIMBAIOT B BOAY. Ocap;ox OTIIIFTPOBHIBAIOT U NEPEKPUCTAILIMIOBHIBAIOT
us IM®A. Tios Ay HAI0T COCAMHEHYSE VB,r.

I/I:sonponmawm 1,2,4-Tpraszonc[4,3- a]mﬂomm&-xapoormson KUCHOTHL (V6). Pacrsop 2,441
(0,01 MO.YII:) H3ONPOTII2MHUAA 2-ruApasUHONMEXORMHOBOH KHCIOTE B 10 My MYDABLMHOM KMCIOTHI
KumSTST 19, OXTAXAALOT, paséasnsa}OT BOJIOH, Hen'rpamsy}o*r paC’I‘BOp()M xapbomara watpus. Ocanox
OThQUILTPOBHIBAIOT ¥ NEPEKPHCTAILTH3OBEIBAIOT U3 IIVICI)A Tloay=aror 1,8 r (70%) coequuenus V6. Ty
25 9...260 °C. Cmemannas npoda IiIaBieHus C oopasuom Y6, TOMYYEHHbIM B YCIOBUSX TIPESBINY L0
ONBITA, JETPECCHU TEMIIEPATYPHI TUIABICHMS HE TaeT.

3aMeneHHbe aMEXBL 3~ @ennn~2-a'mn-2,3-;(m*mpo 1,2 4-TpH330JIO{4 3-a)xuHoNun-9-
xap0onoBO# kucaotsl (VIa—s). K cmecu 0,01 mMoms amuna le—3 = 10 Mx guoxcana u 5 mu 50%
YXCYCHOM KUCI0Th! fobasnsroT 1,06 r (0,01 monp) GeH3anbaeryua ¥ KunaTaT 1 4, OXIaXJarT, BbUIMBa -
0T B BOAY, HEHTPaJiu3yiOT PacTBOPOM Kap6oHatd matpus. Ocagox OT(OHUILTPOBHBAIOT U
l"eperHCTaJUIMSOBBIBa}OT u3 puokcana. MK cnextpsr coepuuenuit Via—s: 1625...1640 (CO avmp),
3200...3300 cv ™ (NED.
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