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CHHTES3 ' ‘
6-METHNJI-4- Q-THEHI)- 5—(I)EHI/IJIKAPBAMOI/IJI 3- HI/IAHO-
1,4- J_"[I/II‘I/IIIPOHI/IPI/IZ[I/IH 2-TUOJATA N-METHIMOPOOJMHUI
M Er0 B3AVMOAENACTBUE C PA3JIMYHBIMU
OYHKIMOHAJIBHO 3AMEINIEHHBIMIA METWITAJOTEHHUIAMMA

Kongencanueit amuimaa aleToyKCyCHOM KUCHO0ThI, THOGEHOBOTO ANbAETHAE, IIUa-

. HoTHOaneTaMuxa u N-mermwimopdoniaa noxyues 6-merwi-4-(2-tuerwn -5-hbenun-

kapGamous-3-1uano-1,4- JUrupponmpume-2-Tuonat N-MeTuMophomeys, npu B3a-

UMONEMCTBMM KOTOPOTO ¢ pasnudHbMi ranoresufavu ZCHyHal o NH2COCH (Ph) Cl

CHUHTE3MPOBaHb! 3amemennsie 2-ZCHaruo- u 2-NH2COCH (Ph)tuo-1 4—IIMIM)IPO—
HPHIMHBL.

WUspecrra ¢apMaxojgormyeckas aKTUBHOCTh THEHEI3AMEIIECHHBIX 14—z(n-
ruppormpumaos  [1].. C menpro DoMcka HOBBHIX OMONOIMUYECKE aKTHBHBIX
COCSAMHECHII B 9TOM DAy naMu paspaborad meron cmaresa 6-merwn-4-(2-tme-
HYUL) —5-¢)eHmIKapGaMom—3-uuaHo—l 4-METEAPOIMpHAEH-2-THOIATd N-METHI-
mopdosmamg (1), 3aKTFOTAIOIICT B TPEXKOMIOHSHTHON KOHASHCAIAHT aHUAUNA
aneroykcycroi xkucnorsi (II), Tmodberosoro amenerupa (11D u HAAHOTHOALET-
ammga (IV) B coupre npm 20 °C B npméyrcrsum N-mermmmopdonnsa. 1lpm
MCTIOTH30BAHMY BMECTO coexmacHns IV mmasocencroaneTamuaa (V) IogxydeHE He
COOTBETCTBYIOIMH CEIEHOAaT, a ceaeror (V).

Bsammopmedictsme coam I ¢ rajoremmpaMu ZCHzHaI (VIIa—do) "
NH2COCH (Ph) Cl (VIII) npuBOA#T K COCTBETCTBYIOMAM 3aMEHEHHBIM 0 ATOMY
cepr 2-two-1,4-muranpormprnuaam (IXa—¢ um X). UWs opomyxtos [Xa,6 B
YCIOBHSIX PEAKIHH Topua—Ilurmepa nmoayuensr 4 7—Z(EI‘EZ(p0THeHO [2,3-b1-
mapumass (X1a,6).

Tlpu obpaborke paszbasieHHBIM pACTBOPOM COJISHON KHCIOTH COMb |
upespaniaercs B tmoH (XII), pearmpyrommit B OCHOBHOM cCpege C 3-
Opomanermnkymapumaom (VIIX) wm 1-jfomrexcamom (VIIm) ¢ ofpasosammem
coorBercTRyomux cyabdumos (XI11a,6).

CN O N-Me
I + m + —
CSeNH,
v
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VI, IX,XI aHai=Br,Z= p—C1C5H4CO; 6 Hal=Br, Z=p-BrCsH4NHCO; 8 Hal=Br;.
Z=CH,=CH,; rHal=Br, Z=p-ClC¢H4; gHal=Cl, Z=COO0OH; e Hal=Cl, Z=Ph; x Hal=],
Z=CH3(CH2)4; 3 Hal=1,Z=Me; uHal=Br,Z=Et; x Hal=1I,Z=H; x Hal=Cl, Z=PhNHCO;
M Hal=Br, Z=2-renowr; 5 Hal=Br, Z=p-BrCsH4CO; o Hal= Cl, Z=COO0OMe;

.1 Hal=Cl, Z=COOEt; p Hal=Br, Z=PhCO; ¢ Hal=Cl, Z= CONHy;
1T Hal=8r, Z=p-MeCsH4CO; y Hal=Ci, Z=CN; p Hal=Cl, Z=A,
VIIx, XIlla Hal=Br, Z=5; VI, X116 Hal=1, Z=CH3(CH2)4

CruexrpansHuie xapakrepucruxu coequaerwit I, VI, IXa—q¢, X, XIa,0, XII,
X111a,6 monTBEpXAAIOT WX cTpoeHue (CM. Tabi. | W SKCIEepAMERTAIbHYIO YACTE).
B MK cmekrpax NPHCYTCTBYIOT MOJOCH TOIVIONIEHWS BAJCHTHBIX KoaeOammit
CONPSXERHON rp CN B obmacta 2190...2220 u rpymow NH B ofmact
3200...3350 cm . B comexrpax I[IMP mMeloTCH CHBTIETHEIC CAIHAJNH TPOTOHOB
IUTUAPONEPHAMHOBOIO Sapa B obmacre 5,05...5,20 (CH) 19,23...9,70 m. 1. (NH),
a TaKXe CHTHaJIH IPOTOHOB 3aMECTUTEEH.

OKCIIEPUMEHTAJIBHAYL YACTH

WK cnexTpsl cHath! Ha npubope FIKC-29 B pasesmmiosom Mmacie. Cuekrpsr IIMP 3aIMCaHbl Ha
npubope Bruker WP-100.SY (100 MI'n) 8 IMCO-Dg, suytpensmit crangapt TMC.

XapaxTepUCTUKY CHHTE3UPOBaHHbIX coeruuenmii VI, IX, XT—XTII npusenexs! & tabn. 2.

6-Mernx-4- (2-TreHIN) -5 -PennikapbaMons-3-aano-1,4- JurufpOnEPANHE-2-THOIAT N-Me-~
Tramopdomeus (I). Cumecs 1,77 r (10 Mmoms) amumpa I, 1,12 r (10 mvoms) axegeruna I, 1,00 ¢
(10 MMOuB) unanomoauei-az»mua IV u 1,51 r (15 mvoms) N-mermmvopdomuua B 20 M sTasona
nepemermmEarot npu 20 °C 6 u. BeIIeaMBmMiACs 0CaROK TPOXYKTa I OTMMIETPOBEIBAIOT, HPOMBIBAIOT
CIMPTOM U aueToHoM. Boxoxn 3,54 ¢ (78%). Tun 142...144 °C. UK cnexrp: 3255 (NH), 2190 (CN),
1650 cx™! (CONHD. Crextp [IMP: 9,24 (1H, c, CONH); 8,09 (1H, ym ¢, NH); 6,70...7,58 (8H, M,
Hapon); 4,89 (1H, ¢, 4-H); 3,76 (4H, m, CH20CH?); 3,09 (4H, M, CH2NCHR); 2,72 (3H, ¢, NCH3);
2,07 M. . (3H, ¢, 6-CH3). Haitgeno, %: C 60,88; H5,59; N 12,41; S 14,24. C1sH1sN30S2+-CsH1INO.
Berumcaeno, %:C 60,77; H5,76; N 12,32; S 14,11.
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Haaupie 71'IMP n UK cnekrpos coepuuenuit IXa—d, X, XIIa,6

Tabauua 1

Coergi MK criexp, ¥, oL Crextp IIMP, &, m. 1.

HEHME " -

. NH CN CONH 6-CHg, ¢ NH, ¢ CONH, ¢ 4-H, ¢ SCHy, Hapom: M Jlpyrue IpoTOHBI .

1 ) 3 4 5 s 7 8 9 10 T
IXa 3300 - 2200 1674 | - 2,09 9,26 9,67 | 5,10 4,76 ¢ 6,80...8,01 -
IX6 3272 » 2205 1654 2,10 9,57 10,50 5,12 3,96 ¢ 6,86...7,57 | 9,70 ¢ (NH)

IXE 3330 2200 1670 2,10 9,28 9,67 5,09 3,69 M 6,80...7,57 5,20 M (CHy=); 5,80 m (CH=)
IXr 7 3210 2190 1662 2,13 - 9,39 - 9,67 5,06 4,30 ¢ 6,66...7,70 —

IXn ) 3300 2218 1650 2,06 9,69 10,60 5,09 4,01 ¢ 6,75...7,52 -

IXe 3330 2190 1650 2,11 9,36 9,64 5,04 4,30 o 6,67...7,56 s

IXx - 3335 2218 1675 2,09 9,30 9,66. 5,09 3,02M  6,80...7,57 0,86 T (CHj);

- , o | C ] 1,26 M ((CHpy)
1X3 _3378 . 2220 1650 ) 2,09 9,31 . 9,69 5,10 3,03 1 6,75...7,58 1,22 T (CH3) '
IXu . 3264 2204 1677 2,09 9,30 9,68 5,10 2,99 m 6,80...7,57 0,97 T (CHy);

- _ 1,57 m (CHy)
TXx 3328 2195 1644 - 2,10 ° 9,23 9,68 5,05 2,52¢ | 6,80..7,70 -
IXa 3330 " 2218 1655 2,11 9,65 9,70 - 5,14 3,98 ¢ 6,87...7,59 10,39 ¢ (CONH)
IXm 3295 - 2204 1660 2,07 9,30 9,69 5,10 4,65 ¢ 8,07 T : -

g : L : o 6,80...7,56
IX~H 3315 2210 1688 2,08 9,27 © 9,67 - 5,09 4,75 ¢ 6,80...7,92 —
iXo - 3300 2220 1650 2,06 9,29 9,67 5,09 3,96 ¢ 6,80‘.‘..7,55‘ . 3,63 ¢ (OCH3)
IXn 3300 2200 1650 2,10 9,33 9,68 5,12 4,04 M 6,91...7,54 4,04 ™ (()CHQ)‘; '

L : ’ ) . 1,18 v (CH3)
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1

1 2
IXp 3270
IXc 3375
IXT 3280
IXy 3314
IXdb 3284
X 3300
XIlla —
X116 —

CHrHAb [IEpEKpPLIBAIOTCA.

ye

2190 -

2190
2305
2222,
2260
2192

. 2190

2222

2217

1660
1684
1650
1682

1648

1670
1675

1650

2,10
2,11
2,08
2,11

2,16

2,04
2,36

2,58

9,25
9,67
9,26
9,49

- 9,50

9,59

9,67
10,12
9,68
9,76

9,66

10,55

- 10,53

10,54

5,11
5,12
5,08
5,20

- 5,17

5,03

4,82¢

3,72 11
4,77

427¢

4,391

5,34 ¢

4,89 ¢

3,31 1

6,80...
6,80...
6,35...
6,91..

6,85...

6,47...

8,02
7,57
9,70

7,58

8,10

7,70

8,77 ¢;

7,00.

..8,10

7,00...7,60;
7,79 1

10
1

7,91 yu. ¢ (NHp)
2,37 ¢ (CHy)

4,39 7 (CH,N) ;'
1,47 ¢ ((CH3)3)

7,95 ym. ¢ (NHyp)

87 v (CHy), ’
,34...1,71 M ((CHp) »)




6-Mertui-4- (2-tuesnn) -5-¢enmkapbamonn-3-muanomuprara-2 (1 H) -cenenon (VI). Cycnen-
3mio 1,77 r (10 mmoub) amwmiga 1T, 1,12 ¢ (10 mvos) ansaervaa 1, 1,47 r (10 MMOns) 1iMaBOCENEHO-
aneramupa V u 1,51 r (15 mmoms) N-metrmopdormaa 8 20 Mt aGCOMOTHOTO 9TaHO A TIEPEMENIHEBAIOT
6 u mpu 20 °C B atMocdepe aprona, nocne vero Aobasnsor 10%, BOMEsIA PACTBOD COMSHO KHCTIOTH [0
pH 3. Beimenuennitcs 0Cagok npopykta VI oThrIsTPOBBIBAOT, HPOMBIBAIOT STAHOIOM ¥ IEKCAHOM.
Boxox 2,83 r (71%). Tun 284...286 °C. UK cuexrp: 3210 (NH), 2220 (CN), 1650 omt (CONH).

Tabnuua 2

XapakTepHCTUKY CHHTE3HPOBAHHLIX coemmaenmi IXa—¢, X, XIIIa,0

L Ton, °C
(}‘;ﬂ;:g;— B _popvyma Brraucieso, % (pamtf;%’re.m —_— .Bhl;io;’.(,
KpUCTAILIHA3AL )
. c H N S )
IXa | CosHoCIN3O2Sz | 61.60 | 415 | 8.41 | 1254 200..202 | 74
61,71 3,98 8,30 12,67 (AcOH)
X6 Ca6H21BrN402S2 55,15 3.80 10.01 11.19 248...250 63
55,22 3,74 9,91 11,34 (1-6yTanon)
IXs | CaHi13N30S2 63.88 | 4.9 10.55 16,41 110...112 69
‘ 64,09 4,87 10,68 16,30 (5Tasom)
IXr | CasH20CIN3OS:2 62.73 4,11 8.88 13.50 164...166 78
62,81 4,22 8,79 13,41 (1-6yranomn)
IXg | CacH1N303S2 58.42 4.20 10.01 15.69 178...180 72
58,38 4,16 10,21 15,58 (AcOH)
IXe C25H21N3082 67.80 4.59 9.30 14.54 177...179 78
67,69 4,77 9,47 14,46 (3Tasomn)
IXx | CaqH27N30S2 65.92 6.33 9.54 14.51 112...114 71
65,87 6,22 9,60 14,65 (aTaumon)
X3 C20H19N308S2 63.11 4.90 10.88 16.92 124...126 86
62,96 5,02 11,01 16,81 {3TanoN)
IXu | CaH2iN30S:2 63.59 5,42 10.70 16.12 160...162 83
63,77 5,35 10,62 16,21 (aTason)
Xx | CisH7N30S2 61.95 4.70 11.29 17.50 174...176 72
62,10 4,66 11,43 17,45 {veTaHoN) -
Xa | Ca6H2N40252 64.02 4.62 | 11.43 | 1307 250...252 73
64,18 4,56 11.51 13,18 (1-Gyranon)
XM | C24HioN302S3 60,11 3.92 8.94 20,20 186...188 80
60,35 4,01 8,80 20,14 (1-6yranon)
.IXm | CasH20BrN302S2 56.60 3.58 1.72 11.59 182...184 86
56,73 3,66 7,63 | 11,65 (1-Gyranon)
Xo | C21HioN303S2 5933 | 4.41 10.00 14.86 182...184 69
59,27 4,50 9,88 15,07 (atanoxn)
IXn | CooHaN303S:2 59.98 4,76 9,65 14.70 126...128 78
60,12 4,82 9,56 14,59 (3Taxom)
Xp Ca6H21N30282 66.11 4.60 9.03 13.54 185...187 .77
66,22 4,49 8,91 13,60 - (AcOH)
IXc C20H18N40232 358.40 4.31 13.78 15.80 250...252 76
58,52 4,42 13,65 15,62 (1-Gytanmon)
IXt | Ca7H23N302%2 66.66 4.84 8.72 13.15 - 189...191 73
66,78 4,77 8,65 13,21 {3Tanon)
Xy C20H16N4082 61,11 4.20 14.33 1628 | 190...192 82
61,20 4,11 14,27 16,34 {3Tam0N)
IXd | C32H31Ns50282 66.20 3.42 11.95 10.88 216...218 77
66,07 5,37 12,04 11,02 (1-Gyrasnon)
X CosH22N40282 64.04 4.39 11.68 | 13.30 189...191 | 70
64,18 4,56 11,51 |- 13,18 (1—6yTaHQJI)
Xilda| C20H10N304S2 6485 1 3.49 1.97 12.05 224...226 78
) 64,79 3,56 7,82 11,93 (IM®A)
X6 | CaqHasN30S2 66.29 5.60 954 14.89 118...120 | 74
66,17 5,78 9,65 14,72 (3T2H0MI)
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Cnexrp IIMP: 10,63 (1H, ¢, CONH); 7,00...7,85 (8H; M, Hapom); 2,60 M. 5. (3H, ¢, CH3) . Ha#igeso,
%: C54,11;H3,08;N 10,64, S 8,16. C18H13N30SSe. Beraucieno, %: C54,27; H3,29; N 10,55; S8,05.

6-MeTx-2-Z-MeTRITRO-4- (2-THeHIY) - 5-(henmnk apSaMoni-3-uano-1,4- Jur e PO M PEAHb]
(IXa—, X). K cycnensuu 4,55 r (10 vmoms) conx I B 20 M 5Tan012 IPU IEpEMENMBA UMY AO0ABISIOT
10 mMvous ranoresvaa VII v VI, peakimMOHHYI0 CMeCh IEPEMEIMERIOT 4 |, IOCTe 9er0 pasfasasior
10 M sogsl. Ocanok npoayxTa 0TUIBTDOBBIBAIOT, TIPOMBIBAIOT BOHOM, 3TAHONOM, reKCAHOM.

3- AMEHO-6-MeTHI-4- (2-THeHIT) - 5-denmkapbamonn-2- (4-xa0pbensoun) -4, 7-Iari{pOTHeHo-
{2,3-b]umpunms (XIa). K pactsopy 5 r (10 mmoas) coenmuenng IXa B 15 ma IM®PA npu
nepemMemuBaEuy 00aBIsoT 5,6 Mu (10 mMvomm) ‘10% BOZHOIO pacreopa KOH, peaxuuOHKEYIC MACcCy
nepememmEBator 6 1, Tocye wero pasbasmsmor 10 Mn Bogsl. O6pasoBaBmANcs OCAZKOK NPONYKTa OT-
(DILTETPORBIBAIOT, IPOMBIBAIOT BOKOM, STAHONOM, PEKCAHOM. BBIXOR 3,64'1‘ (72%).Tnn 134...136 °C. FIX
coextp: 3190...3385 (NH, NF), 1665 cM™ (CONH). Coextp IIMP: 10,44 (1H, yur ¢, CONH); 9,60
(1H, ym. ¢, NH); 6,80 (2H, ym. ¢, NH2); 7,10...7,92 (12H, », Hapord 3 5,55 (1H, ¢, 4-H); 2,10 M. 1.
(3H, ¢, CHzs). Haiineno, %: C 61,80; H 4,12; N 8,19; S 12,70. CasH20CIN302S2. Bermaucneso, %:
C61,71; H 3,98; N 8,30; S 12,67.

3- AMummo-2- (4-6poMdeHmIKap6aMon ) - 6-MeTm-4- (2-TAeHILT) -5-(he HurKapGamon i-4, 7- K-
ragporaeno2,3-bjuupumus (XI6). W3 coepunerus IX6 0 NpUBENEHHOM BHIIE METORHKE CHHTE3A
AurMppoTHeROTMpUAKEA Xla noxygaoT npogykT XI6. Beixox 3,83 r (68%). Tux 248...250 °C (1-6yta-
som). WK crextp: 3210...3450 (NH, NH2), 1680 cM™* (CONH). Cnextp IIMP: 10,46 (1H, ¢, 5-CONH);
9,58 (1H, ¢, 2-CONH); 9,00 (1H, c, NH); 6,54...7,75 (12H, M, Hapom) ; 6,04 (2H, ym. ¢, NH2); 5,54
(1H, ¢, 4-H); 2,15 M. 0. (3H, ¢, CH3). Haigeso,%: C 55,49; H 3,33; N 10,02; S 11,19.
C26H21BrN4Q2S2. Beraucreno, %: C §5,22; H 3,74; N9,91;511,34.
© 6-MeTHu-4-(2-THeHmN) -S-hermarapdavonn-3-nuanommpamaa-2 (L H)-raor (XII). X cycnen-
suy 4,55 r (10 mmomm) comu 1B 15 mun sTanona npu nepemenmusanyy 7oGasaszor 10%, BORHBIA PacTBOpP
COTSIHOM KUCIOTH 70 PH 3 1 pacTeOp drbTpyior. Yepes 24 1 06pazoBaBmuiics OCaoK HpoaykTa X1
OTAEJISIOT, HPOMBIBAIOT STAHOIOM M rexcanoM. Berxon 2,53 (729,). Tun 301...303 °C. ¥iK cnexrp: 3305
(NEHD, 2220 (CN), 1650 c™* (CONED). Crextp IIMP: 14,36 (1H, ¢, NH); 10,42 (1H, ¢, CONH);
7,00...7,83 (8H, M, Hapom); 2,45 M. 1. (SH, ¢, CH3). Haitaeno, %:C 61,66; H3,81; N 11,85;518,10.
C13H13N30S2. Beraucneno, %: C 61,52; H 3,73; N 11,96; S 18,25.

2-ZCH2-6-Mermir-4- (2-tueHmn) -5-dermnxapbamoni-3-aanonupraaasl (X1a,06). K cycnen-
3w 3,51 r (10 mvoms) Trona X1 8 10 mu IM®A npu nepemernmsanmm nodasissor 5,6 mu (10 Mmons)
10%, Bomsoro pactsopz KOH, xanée depes 1 Mus — 10'MMOMb COOTBETCTBYIOMET0 ranoremuad Vil.
Jaiee peakIMOHHYIO CMeCh IePeMemMBaroT 4 a1 1 pazdasnsror 10 M Bogsl. O0pa3osasuHiics 0CaN0K
TIPOXYKTA OT(PUIBTPOBBIBAIOT, OPOMBIBAIOT BOZIOH, STAHONOM, TSKCAHOM.

Pagoma evnonnena npu -gunancosoi noddepxixe PDODOH (npoexm
Ne 96-03-32012a). . ’
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