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B. J. Jsuenxo, C. I. Kpusokoasicko, B. II. JIuTeuHOB

CUHTE3 4-AJIKIJI-3-IUAHO-5,6,7,8-TETPATUAPOXVTHOINH-
2(1H)-THOHOB M HMX IIPOM3BOIHBIX

Konnencanuesit TMaBOTHOATETaAMYAR, AJMKDATHYECKMX ANBIErHI0B ¥ MOPdOIHHO-
HMKJIOTEKCEHa IMOJydesbl 4-ankui-3-ouaHo-3,6,7,8-Terparugpoxunomus-2(1H) -tuo-
HbI, UCHONBIOBAHHPIE B CUHTEIC 3AMEMICHHBIX 2-aJKMITUOXHUHOANHOB M TueHo[2,3-
bl nupunMHOB.

B mocnenmmee BpeMs NOBOJBHO MHTEHCHBHO paspalarbiBaeTcd XuMUS
4-apwi-3-mapo-3,0,7,8-rerparisnpoxumaonnna-2 (1H)-tuonos [1], uwto MoxsO
OOBSICHUTE B UYAaCTHOCTY OOHADYXEHWEM B JTOM DIAY COCOUHEHHN C
npoTuBOMMKpoOHO axtwsHOCTIO [2, 3]. OcHOBHBIE METOXHI WX CHHTE3a
CAERYIOMME: HUKJIOKOHACHCAIUS 2-aPHIMETIICHIINKIOIEKCAHOHOB C IUAHOTHO-
arieramunoMm {2, 4], s3aumMoneficTre nuKJIOrekcanona [5 ] wiu ero egamuna [6]
€ ApPHIMETUICHINAHOTHOAETAMANAMY ¥ PEUNKIN3ANHS CHAMUHOB 1,3-1mTro-4-
OUKJIOTEKCEHoBoro psama [7].

BMecre ¢ TeM 4-aNKuI3aMeneHHble aHANOMY YKA3aHHBX XUHOJIMHTHOHOB [0
HACTOALIETC BPEMEHY HEW3BECTHHI, HECMOTDPS Ha OOABIIYIC IPAKTHUECKYIO
3HAYMMOCTh COSTUHEHHUA 3TOro psaaa. 310 noSyHwIo HAC pa3paBoTaTh METONEl UX
CHHTE3d ¥ H3YUuTh HEKOTOpble CBOMCTBA. OOHAPYXEHO, YTO B pPE3yAbTATE
TPEXKOMIIOHEHTHON KomuaecHcanuu Imamormoaneravuaa (Ia), ammdatmueckwmx
ansgerunos I » emamusor [I] sozHEuKa0mu BHAYANC ANKUIMETHICHITMAHOTHO-
ameramun  (IV) mpucoenuuger emamma 111 ¢ oOpasosamueM amgykra V.
TTocnenyromas iHKIOKOHACHCATMS COENMHEEHA V B VCJIOBUSX PEAKIAW IIPUBOIAT
k ofpasoBanmpo Twoaara VI, ofpaborka KOTOpOrO COAMHOM KWCIOTON Aaer
3aMemensane 3-uunano-3,6,7,8-rerparuapoxusonun-2 (1H) -tuosn VIla,6. Crpo-
€HYE WX HAXOMUTCS B COOTBETCTRUY C AAHHBIMY CIIEKTPAIbHBIX MCCIETOBARMAM (CM.
SKCHEPHM. YacTh) M XWMWYeCKEX mnpespamenmi. Tax, tumomst VIla,6
AFKWIAPYIOTCI B OCHOBHOM cpene ranxorcHmmamu VIIla—n mo aromy cepsl ¢
obpazopanmeM cyabdmaos 1Xa—3, TpaschopMmupyomuxcs naxee no Topmy—
Hurnepy ® TmeHoxuHommHb Xa,6 (Meron A), UYTO COOTBEICTBYET OOmEAM
3axoHOMepHOCTSM nx npespamenus [1]. Coemunenna Xla,0 MOXHO monyuuTs 13
troHa VII6 B ogmy crammio nopm ofpaboTKe mOCAEHHEr0 rajorenugamm Xa,0 w
ABYXKPATHsIM u30sTKOM BOgHOro pactsopa KOH (merom B) (cm. skcmepmm.
YacTh). _

Crpoenne cyapdunos 1Xa—3 m tmeHoxuuommuoB Xla,0 cormacyerca ¢
nappeMu MK w IIMP cmexrpos. Tak, B MK cmexrtpax coemmuenwmit IXa—3
HabIOOaloTCd HOJOCH NOMVIOMEHHS BANCHTHEIX Konebanmil  COIpSUKeHHOR
nmasorpynnsl B o6macta 2205...2224 CM_I, WCUE3AIOMME M[PHA HEPEXOue X
rtuenoxmraomuaM Xla,6. XapaxtepaeiM B crektpax [IMP cymsdunos 1Xa—3
IBASETCY HAJMWYME CWTHANOB npotoHoB rpymmsl S—CH2z B Buae cuHINIETOB
B oOnactu 2,44...4,75 M. n., He sabmonanmuxcd s cnekrpax IIMP coegumenuit
XIa,0, B KOTOpHIX BMECTO YKA3aHHBIX BhHIIE CHIHAJOB MOSBISIOTCH YITUDEHHEIS
CHHTIJIETH CATHAJIOB IPOTOHOB CONPAXEHHON aMmusorpyms: npu 8 8,15 M. 1.

CuaTe3upoBaTh 3aMERIEHHbE 2-aIKUFTHOXHHOIMHE ¥ 2-aJIKUICEICHOXUHO-
JuHBL, Tono0Hse coepuaenuaM [X, MOXHO OMHOPEaKTOpHO. TaK, XaabKOTEHU/IH
XIIla—B yaan0Cch MOJYYHATh HPY B3aNMOACHCTBAE HUAHOTHO(CEIEHO) ATIETAMHANOB
(1a,0), anmdarnueckux ansaerunos 11 n enamuna (116 B covipTe O aproEOM OpH
20 °C ¢ mocregyromeil ofpaoTkol peaknuOHHOA CMeCH rajoresupgamy XII
B mpucyTcTBuu BomHOro pacrtBopa KOH (cm. skcmepmm. wacte). Crpoenue
coenureruit XIII moareepxaerno aamusve YUK u IIMP cnekrpos (tabn. 2).
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IaX=S;6X=8e.laR=CyHs; 6 R=CH2CH(CH3)2;BR=CH3z. Illlan=1;6n=2.
VlaR=CsHs, n=1; 6 R=CH2CH(CH3)2, n=2. VIII, IX a Hal =Br, Z=4-CICsH4CO; 6 Z=H;
B Z=4-BrCsH4aNHCO; r Z=PhNHCO; 1 Z= CONHby; e Z = 4-BrCsH4CO; x Z=COOCH3;
3 Z=xymapue-3-wikapbonwr; VI, IX a,e,3 Hal=Br, 6 Hal =1, 5—z,x Hal=Cl; VIII, IXa—e n=2,
R=CH2CH(CH3)2; x,3n=1,R=CyHs; X, XI a Z=4-CICsH4CO; 6 Z= 4-PhCsH4CO.X11,
XilTaHal=1,Z=H, X=Se; 6 Z=Ph, X=Se; 8 Z=CONH3, X=S; XII, XIII 6,8 Hal= Cl

SKCHEPHMEHTAJIBHAL 9ACTH

UK criexpst sanucsisasm Ha npubope MK C-29 B BasenuHoBoM Macsie, CnexTpsl [IMP — na nputope
Bruker WP-100 SY (100 MI') B AMCO-D¢ (enytpennuit crammapr TMC). KonTposs 3a xopoM
PE2KUMH M HMHAUMBUAYAILHOCTHIO BEIHECTB OCYMIECTBAsUM ¢ moMomibsio TCX ma mnactumkax Silufol
UV-254 5 cucteMe aneron—rexcay, 3 : 5.

5,6-TpuMeniuieH-3-npano-4-aruanapuaus-2 (LH)-tron (V). Cvecs 10 MMOMS MHMAHOTUOAIIET-
amuma (Ia), 10 MmMonns mponuoroeoro ansaeruna a u 10 Mmmons emavmua Ila 5 15 M abcosoTHOTO
sranoia upu 20 °C mepeMemusaior 2 4 ¥ paszdasnaior 109, BOAHBIM PACTBOPOM CONSHOM KHMCIOTHI O
PH 5, nocre gero ocrasmsor Ha 24 9. Ocafok 0ThUABTPOBRBAKT M IPOMBIBAIOT STAHOIOM M TEKCAHOM.
Honyaator 1,6 r (79%,) Tvona VIia, Tux 248...250 °C (AcOH). Haiftaeno, %: C 64,50, H 6,15, N 13,58,
S 15,77. CuH12N2S. Boruucneno, %: C 64,67, H 5,92, N 13,71, S 15,70. VK crextp: 3300 (NH),
2220 em™ (C =N). Cnextp IIMP: 1,11 (3H, 1, CHz3), 2,08 (2H, k, CH2), 2,45...2,89 M. x. (6H, M,
(CH2)3).

4-H300y1ai-3-nuano-5,6,7,8-terparuapoxusonui-2 (1 F) -tuon (VIIG) HOIYYA0T AHAJIOTHUHO
trony V1a, ucrionbays coorseTcTrenHO examuH 116, Boixox 1,7 r (70%), T 198...200 °C (AcOH).
Hatipeno, %: C 68,18, H7,21,N11,42,513,19. C14H18N2S. Beraucneno, %: C 68,25, H7,36, N 11,37,
S 13,01. MK crextp: 3300 (NH), 2220 em™" (C =N). Crnextp IIMP: 0,92 (6H, x, (CH3)2), 1,64.(4H,
M, (CH2)2), 1,92 (1H, M, CH), 2,48 (2H, M, CHY), 2,57 (2H, 1, CH2), 2,70 M. 1. (2H, M, CH2).

82



Tabxuna 1

XapakTepUCTUKY CHAHTE3MPOBAHHBIX coeguHeHmd IXa—3, XIlla—=

Haidinero, % Tqn, °C
‘BEMWCAEHO, % ({pacTBO-
Coenn- Bpytro- pHTEND Brrxom,

HeHu# copmyna Ons Kpu- %

c H N s(se) craiuimsa-
1uy)

Xa C22H23CIN20S 66,40 5,95 6,88 7,80 101...102 80
66,23 5,81 7,02 8,04 (3TaH0MN)

IX6 Ci15H20N2S 69,00 7,58 10,85 12,57 75...77 78
69,19 7,74 10,76 12,31 (3Tanom

IXs C22H24BrN30S 57,50 5,11 8,98 7,18 105...107 33
57,64 5,28 9,17 6,99 - | (AcOH)

Xr C22H25N308 69,51 6,42 10,88 8,59 160...162 79
69,62 6,64 11,07 8,45 (AcOHD)

Xn CisH21N308 63,18 7,13 13,92 10,42 127...128 69
63,33 6,98 13,85 10,57 (AcOH)

Xe C22H23BrN20S 59,45 5,14 6,45 7.35 116...118 74
59.59 5,23 6,32 7,23 (AcOH)

Xk C14H16N202S 60,70 5,75 10,30 11,72 88...90 80
60,85 5,84 10,14 11,60 (31280M)

X3 CHisN203S 67,51 4,49 7,25 §,40 208...210 85
67,67 4,65 7,17 8,21 (AcOHD

XIlla CiaHhisNaSe 54,20 5.45 10,70 29,65 145...147 77
54,34 5,32 10,56 29,77 (3Tamon)

X116 CisHisNaSe 63,43 5,15 8,08 23,34 77...79 72
63,34 5,32 8,21 23,13 (aTanor)

XIIs Ci3HisN30S 60,04 5,88 15,89 12,10 175...177 84

59,75 5,79 16,08 12,27

5,6-Tpu (Terpa) MeTueH-4-R-2-Z-MeTrarro-3-mmasonupemuasl (IXa—3). K cycoensuu
10 mMoms Tona VII B 10 Mt 9T2HO07Ta pu nepememusanuy npubasnsior 5,6 ma (10 mmome) 10%
poxuoro pacteopa KOH 1 GuisTpy1OT B CTAKAH, BKOTOPOM HaxoxuTtes 10 mmons raoreruna VIIIL Satem
PEAKIMOHHYIO CMECh IIePEMEIMBAXOT 2 1 1 pasbasmsuor 10 mr Bogel. OCamoOK OTAENSIOT U TPOMBIBAIOT
BOJO, STAHONOM, TeKcaroM. [Tonyuaror cymumpt [Xa—3, faHubIE O KOTOPBIX NPEACTABIeHs! B TabL. 1, 2.

3-AvuE0-4-1300yTHI-2- (4" xiopOenzomn) -5,6,7,8-rerparmporuerof2,3-5] xunomun (XIa). A.
K cycuenaum 10 Mmons cyabsduaa IXa s 10 ma IM®A pobasmsor 5,6 M (10.mmoms) 109, BogHOTO
pacteopa KOH u nepemenmmsaior 3 u, nocie uero pasbasisior 10 i Bogs1. Ocafox OTHENSOT, HPOMbI-
BAIOT BOXO, 3TaHOAOM, rexcaHoM. Boxoxp 2,7 © (68%), Twr 170...172 °C (3ranon). Haiigeso, %:
C 66,35, H 5,70, N 7,15, S 7,91. C22H23CIN20S. Bommcaerno, %: C 66,23, H 5,81, N 7,02, S 8,04.
WX cmextp: 3330...3495 (NH2), 1700 e (C=0). Crextp IIMP: 8,15 (2H, cm., NH2), 7,77 nm 7,60
7 (o 2H, CsHa), 2,96 (4H, M, (CH2)2), 2,75 (2H, M, CH2), 2,00 (1H, m, CH), 1,80 (4H, M, (CH2)2),
0,93 M. 5. (6H, r, (CH3)2).

B. K pacrsopy 10 Mmmoms triora VIIG B 12 M JM®PA npubasnsor 5,6 Ma (10 vmons) 109, somsor0
pacreopa KOH, 10 mMons ranoresvpa VIOa u mepememmusaor 30 MuH, TOCKHE Yero noOABASTIOT enle
5,6 M1 10% ogmoro pacteopa KOH u nepemernueaioT 4 4. 3ateM pas6aniasior 15 M1 BOIBI # OTAEISIOT
ocanox. Homyuaror coeguuernve Xla ¢ seixofom 819,, aHANOrMUHOE TIO TEMIEPATYDPE TUIABICHHUS U
XPOMAaTOrpaMMe IOTYUESHHOMY 110 METOLY A.

3- Avuro-4-u300yTHI-2- (4'-(herunbenzonn)-5,6,7,8-rerparagporuenc] 2,3-b] xuuoms (XI0) o
meroay B monyuaror ananoruuno coepusenuio Xla (Meron B), MCIONb3ys COOTBETCTBEHHO FaJIOTEHMA
X6. Borxox 3,2 r (72%), Tun 138...140 °C (AcOH). Hatineno, %: C 76,18, H 6,25, N 6,44, S 7,33.
C28H2sN208S. Beraucneno, %: C 76,33, H 6,41, N 6,36, S 7,28. UK crextp: 3315...3482 (NHy), 1720
oL (C=0). Crexrp IIMP: 8,15 (2H, c ., NH2), 7,47...7,82 (9H, M, Hapom), 2,95 (4H, M, (CH2)2),
2,70 (2H, M, CH2), 1,97 (1H, M, CH), 1,77 (4H, M, (CH2)2), 0,93 m.n. (6H, 1, (CH3)2).
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4-MeTHi-2-MeTHIICEIeHO-3-Hano0-5.6,7,8-terparugpoxuronns (XIIIa). CMecs 10 mMoms ru-
anoceseHoaneravuna 16, 10 mmons aneramsueruna [Is u 10 mmouns esamusra 16 B 15 v abc. starona
mox aproHoM mnpu 20 °C nepememmBaioT 2 4. 3aTeM K DEAKLMOHHOM CMECH NPM NepEeMEIIMBAHKA
nobasngor 5,6 mn (10 mmons) 10% sogmoro pactsopa KOH u 10 mmons metnmmompuna (Xila) u
[IPOROJLKAIOT IIepeMeIuMBanue 3 4, nocie gero pasbarnisior 15 Mt Bogsi. OcafoK OTHENSIOT, IIPOMBIBATOT
BORO¥, ITAHOIOM ¥ rekcasoM. [Tomyuaror cenenuy X11la, Rauunsie 0 KOTOPOM IPENCTasieHs! B Tabu. 1, 2.

2-BenswiceaeHo-4-meTw1-3-uano-5,6,7,8-rerparnapoxusoins (XI0) nogywamor anagoryu-
HO coepuuenuro X11la, ucnosb3ys cooTBeTcTBeHHO Oensmxnopuyn X1I (tabsn. 1, 2).

TabGauua 2

Crexrpaibuble X3apakTepACTHKM coemuuenmii [Xa—3, XIlla—s

UK cnextp, V,
a Crextp IIMP, é, M. 1.
Coenn- o
HCHHUC
c-o S—CH3,
C=N| g R (CHp)p, ™ Se—CHby, z
c
Xa 2222 1712 { 0,91 (6H, o, | 2,56 (4H, 4,75 8,08 1 u 7,62 &
(CH3)2); 1,89 (1H, | (CH2)2); 1,64 (o 2H, CsHa)
v, CH); 2,40 (2H, | (4H, (CH)2)
M, CH2)
X6 2217 — 0,90 (6H, o, | 2,64 (2H, CH2); 2,53 —
{CH3)3); 1,89 (1H, | 2,85 (2H, CH);
M, CH); 2,55 (2H, | 1,75 (4H,
M, CHy) (CH2)2)
1Xs 2219 3314 | 0,90 (6H, I, | 2,63 (4H, 4,10 10,38 (1H, ¢,
(CH3)2); 1,89 (1H, | (CH2)2); 1,71 CONH); 7.49
M, CH); 2,50 (2H, | (4H, (CH)2) (4H, %, CsHa)
M, CH3)
IXr 2216 3320 | 0,92 (6H, o, | 2,70 (4H, 4,14 10,26 (H, ¢,
(CH3)2); 1,93 (1H, | (CH22); 1,73 CONH);
M, CH); 2,55 (2H, | (4H, (CH2)2) 7,04...7,57 (5H,
M, CH2) M, Ph)
Xxa 2218 3300, | 0,93 (6H, I, | 2,68 (2H, CHy); 3,90 7,53 cur.u7,12¢
3455 | (CH3)2); 1,90 (1Y, | 2,85 (2H, CHd); m. (o 1H, NH2)
M, CH); 2,55 (2H, | 1,77 (4H,
M, CH2) (CHz)2)
IXe 2216 1700 | 0,92 (6H, n, | 2,57 (4H, 4,74 7,80 (4H, g,
(CH3)2); 1,90 (1H, | (CH2)2)¥*; 1,66 CeHa)
M, CH); 2,57 (2H, | (4H, (CH2)2)
M, CH)*
Xox 2220 1680 | 1,14 (3H, 7, CH3); | 2,68 (2H, CH2); 4,09 3,64 (3H, ¢,
2,05 (2H, x, CH) 2,90 (4H, OCHz)
(CH2))
IX3 2220 1715 | 1,15 (3H, 1, CH3); | 2,60...2,92 (6H, 4,74 8,65 (1H, ¢, 4-
2,00 (2H, x, CH?) (CHb)3) ), 7,42..7.94
(4H, M, Kxymapu-
HUT)
XMla | 2219 — 2,30 (3H, ¢, CH3) 2,83 (2ZH, CH2); 2,44 —
2,58 (2H, CHy);
1,76 (4H,
(CH2)2)
XII6 | 2205 — 2,26 (3H, ¢, CH3) 2,90 (2H, CH2); 4,44 7,24 (5H, M, Ph)
2,52 (2H, CH2);
1,73 (4H,
(CHz)2)
XIe | 2224 3300, | 2,32 (3H, ¢, CH3) 2,81 (2H, CH2); 3,88 7,53cm.u7,12¢
3400, 2,59 (ZH, CH2); u. (o 1H, NH»)
3472 1,78 (4H,
(CH2)2)
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2-Kap0baMowmMeTnITAO-4-MeTHA-3-1{nano-5,6,7,8-terparaapoxuroann (XIIIB) noaydaroT aua-
sroruaHO coenrHeHnro X11la, ucons3ys COOTBETCTBEHHO IManoTHoaneTamuy 1a u xnopaueramuy X1Is
(tabm 1, 2).

Paboma ewinonnena npu @GuHancosol noddepxke Pocculickozo ¢onoa
pyndamenmansHblX uccaedosanuii (npoexm Ne 96-03-32012a).
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