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B3AMMO/JIEVICTBUE THIPA3HWIOB
2-APUI-4-METWJI-4-LIUKJIOTEKCEH-1,1-TIMKAPBOHOBBIX KHUCJOT
C HEKOTOPBIMM T'ETEPOIUKJIAYECKUMHU AJBIAETHIAMU

MoHoruapasuasl 2-apui-4-MeTuia-4-1mukiorekceH-1,1-1uxkapOoHOBBIX KHCIOT
B peakuusix ¢ THOoGeH-2-, MUPUIUH-3- U MUPUIHH-4-KapOanbAeruiamMy B 3aBUCH-
MOCTH OT TEMIIEpaTypbl PEaklUd 00pa3yloT COOTBETCTBYIOLIME aLMITHAPA30HbBI
THAPA3UJI0B MOHO- MIIM AUKApPOOHOBBIX KUCIIOT PsiJia LIMKJIOTEKCeHA.

KnroueBble cji0Ba: Tuapa3oHbl, MOHOTHAPA3UABI 2-apui-4-MeTHI-4-1UKII0-
rexceH-1,1-1ukapOOHOBBIX KHCIOT, MUPUANH-3-KapOaipaerul, nupuanH-4-kapo-
anbjeru, THoQeH-2-kapOanbaerus.

[Iponomxas uccienoBanus B psay MOHOTHIPA3UIOB 2-apui-4-MeTHi-4-1uK-
sorekceH-1,1-aukapooHoBeix kuciaoT 1 [1-3] u ¢ menpo cuHTe3a OUOJIOrHYe-
CKM aKTHBHBIX COEIMHEHNH Ha X OCHOBE, B HACTOsILEH paboTe MBI OoJiee MmoI-
pOOHO M3y4miIM peakuuu ruapasugoB la—d c tnoden-2-, mupuanH-3- U TUPH-
TuH-4-kapOanbaerugamMu 2—4 COOTBETCTBEHHO.

Peakuuu runpasugoB ¢ anpAeTHAAMH IIUPOKO MCHOIB3YIOTCS AJS MOyde-
HUS allWITHIPa30HOB, CAMBIM IIEHHBIM CBOMCTBOM KOTOpPBIX SIBISIETCA UX BBI-
cokas (uznonornyeckasi akTuBHOCTh. Cpeln HUX HalJeHbl TepOUIUIbI, HHCEK-
TULUIBL, GYHTULUIBL U PErYISTOPBI pOCcTa pacTeHui [4]. Anniaruapa3oHsl Ipo-
SIBJIAIOT CIIA3MOJIMTHUECKYIO M TUIIOTEH3MBHYIO aKTUBHOCTh M BO3JEHCTBYIOT Ha
JIEMKEMHUI0, CAPKOMY U JIPYTHE 3T0Ka4eCTBEHHbIE HOBOOOpa3oBaHus [4—6].

Ar o Ar o
NH 0
N7 2 N=CH-Het
Me H + )— Het —= Me g/
COOH H R

la—d 24 5a-d - 10a-d

1,5-10a-d Ar=4-XC¢Hy; aX=H,b X =F, ¢ X=Cl, d X=NO,; 2, 5, 8 Het = Tnenun-2;
3, 6,9 Het = mupunui-3; 4, 7, 10 Het = mupunun-4; 5-7 R =COOH; 8-10R=H

Peaxiuu ruapasunos la—d c anpaerugamu 2—4 Mbl IPOBOJWINA, HUCIOIB3YS
SKBUMOJIISIPHBIE KOJIMYECTBA STUX PEArcHTOB B STAaHOJIC WM TUOKCAaHE IpHU
KOMHaTHOH TeMmeparype uiu B IM®A npu kunstuenun. HezaBucumo ot teM-
nepaTypsl pEakiMd U TMPUMEHSEMOTO PAaCTBOPHUTENS BO BCEX CIy4yasix BO
B3aMMOJICHCTBUM Y4YaCTBYIOT TEPBHYHAS aMHHOTPYIIA THAPa3UIHOTO (par-
MEHTa M KapOOHWIbHAS TPYIIa TeTeprianbaeruna. [I[pu KkoMHaTHOM TeMmepa-
Type 00pa3yroTcs anmiruapa3onbl Sa—d — 7a—d — mpou3BOAHBIC TUAPA3UIOB
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XapakTepHCTHKH CHHTe3MPOBAHHLIX coequHeHuii Sa—d — 10a—d

Tadonuma 1

Haiineno, %
Coemu- Bpyrro- Beraucneno, % T. mn., °C Brxon,
HEeHHE ¢dopmyna %
C H N Cl

5a C20H20N203S 65.38 5.36 7.46 163-165 82
65.20 5.47 7.60

5b C20H19FN20O3S 62.19 5.01 7.19 160-161 94
62.16 4.96 7.25

5¢ C2H19CIN203S 59.81 4.86 6.80 8.69 179-181 92
59.60 4.95 6.95 8.80

5d C20H19N305S 58.05 4.65 10.01 213-215 90
58.10 4.63 10.16

6a C21H21N30;3 69.70 5.75 10.71 198-200 72.7
69.41 5.82 11.56

6b C21H20FN303 66.08 5.20 11.21 201-202 92
66.13 5.29 11.02

[ C21H20CIN303 63.51 5.18 10.41 8.80 204-206 92
63.40 5.07 10.56 8.91

6d C21H20N405 61.59 4.76 13.60 209-210 93
61.76 4.94 13.72

7a C21H21N30;3 69.31 5.73 11.50 187-188 72
69.41 5.82 11.56

7b C21H20FN303 66.01 5.20 10.98 174-175 79
66.13 5.29 11.02

7c C21H20CIN303 63.28 4.98 10.41 8.80 179-180 89
63.40 5.07 10.56 8.91

7d C21H20N405 61.69 4.88 13.64 190-192 75
61.76 4.94 13.72

8a Ci19H20N208 70.21 6.11 8.54 180181 33
70.34 6.21 8.63

8b C19H19FN>OS 66.59 5.48 8.01 195-196 86
66.64 5.59 8.18

8c Ci9H19CIN,OS 63.48 5.27 7.49 9.71 194-195 86
63.59 5.34 7.81 9.88

8d Ci9H19N303S 61.68 5.02 11.29 225-228 65
61.77 5.18 11.37

9a C20H21N;0 75.15 6.54 12.98 188-190 86
75.21 6.63 13.16

9b C20H20FN30 71.36 5.88 12.36 194-195 76
71.20 5.97 12.45

9¢ C20H20CIN3O 67.95 5.61 11.70 9.01 198-200 63
67.89 5.70 11.88 9.17

9d C20H20N403 65.99 5.42 15.02 201-202 70
65.92 5.53 15.37

10a C20H21N;0 75.17 6.58 12.89 176-178 90
75.21 6.63 13.16

10b | CaoHxoFN;O 71.13 5.77 12.11 191-193 62
71.20 5.97 12.45

10c C20H20CIN3O 67.71 5.57 11.72 9.29 180-182 70
67.89 5.70 11.88 9.17

10d C20H20N403 65.80 5.45 15.26 183-185 72
65.92 5.53 15.37
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Tabnuma 2

Cnextpsl AMP 'H coeaunennii 5a—d — 10a—d

Coemu- XUMHUECKUE CABUTH, O, M. JI.*
HEHUE

5a 1.66 (3H, c, Me); 1.81-3.91 (5H, m, 2CH,, CH); 5.41 (1H, m, =CH); 7.05-8.67 (9H, ™,
Ar, N=CH); 11.14 (1H, ymr. ¢, NH); 12.58 (1H, ymr. ¢, COOH)

5b 1.65 (3H, ¢, Me); 1.82-3.78 (5H, m, 2CH,, CH); 5.39 (1H, m, =CH); 7.11-8.47 (8H, M,
Ar, N=CH); 11.06 (1H, ymr. ¢, NH); 12.61 (1H, ymr. ¢, COOH)

5¢ 1.66 (3H, c, Me); 1.77-3.89 (5H, m, 2CH,, CH); 5.44 (1H, m, =CH); 7.01-8.53 (8H, M,
Ar, N=CH); 11.14 (1H, ymr. ¢, NH); 12.56 (1H, ymr. ¢, COOH)

5d 1.63 (3H, ¢, Me); 1.84-3.95 (5H, m, 2CH,, CH); 5.44 (1H, m, =CH); 6.96-8.47 (8H, M,
Ar, N=CH); 10.84 (1H, ymr. ¢, NH); 12.01 (1H, ymr. ¢, COOH)

6a 1.67 (3H, ¢, Me); 2.11-3.96 (5H, m, 2CH,, CH); 5.44 (1H, m, =CH); 7.07-8.84 (10H, m,
Ar, N=CH); 11.30 (1H, ymr. ¢, NH); 12.25 (1H, ymr. ¢, COOH)

6b 1.61 (3H, ¢, Me); 1.85-3.83 (5H, m, 2CH,, CH); 5.39 (1H, m, =CH); 6.84-8.62 (9H, M,
Ar, N=CH); 11.18 (1H, ymr. ¢, NH); 11.99 (1H, ymr. ¢, COOH)

6¢ 1.80 (3H, ¢, Me); 2.09-3.98 (5H, m, 2CH,, CH); 5.57 (1H, m, =CH); 7.04-8.78 (9H, M,
Ar, N=CH); 11.43 (1H, ymr. ¢, NH); 12.00 (1H, ymr. ¢, COOH)

6d 1.61 (3H, ¢, Me); 1.89-3.98 (5H, m, 2CH,, CH); 5.30 (1H, m, =CH); 7.11-8.58 (9H, ™,
Ar, N=CH); 11.09 (1H, ymr. ¢, NH); 11.37 (1H, ¢, COOH)

Ta 1.60 (3H, ¢, Me); 1.90-3.83 (5H, m, 2CH,, CH); 5.40 (1H, m, =CH); 7.20-8.60 (10H, M,
Ar, N=CH); 11.46 (1H, ymr. ¢, NH); 11.97 (1H, ymr. ¢, COOH)

7b 1.68 (3H, ¢, Me); 1.90-3.89 (5H, m, 2CH,, CH); 5.49 (1H, m, =CH); 7.03-8.51 (9H, ™,
N=CH); 11.56 (1H, ymr. ¢, NH); 12.18 (1H, ymr. ¢, COOH)

Tc 1.56 (3H, ¢, Me); 1.87-3.81 (5H, m, 2CH,, CH); 5.21 (1H, M, =CH); 6.93-8.47 (10H, m,
Ar, N=CH, COOH); 11.31 (1H, ¢, NH)

7d 1.63 (3H, ¢, Me); 1.91-3.93 (5H, m, 2CH,, CH); 5.41 (1H, m, =CH); 7.17-8.47 (10H, m,
Ar, N=CH, COOH); 11.42 (1H, ymr. ¢, NH)

8a 1.71 (3H, ¢, Me); 2.09-2.78 (4H, m, 2CH»); 3.64 (2H, m, 2CH); 5.48 (1H, m, =CH);
6.89-7.38 (8H, m, Ar); 7.56 (1H, ¢, N=CH); 10.18 (1H, ¢, NH)

8b 1.69 (3H, c, Me); 2.02-2.75 (4H, m, 2CH>); 3.52 (2H, M, 2CH); 5.46 (1H, m, =CH);
6.56-7.26 (7H, m, Ar); 7.59 (1H, m, N=CH); 9.17 (1H, ym1. ¢, NH)

8c 1.74 (3H, ¢, Me); 1.89-2.88 (4H, m, 2CH»); 3.54 (2H, m, 2CH); 5.43 (1H, m, =CH);
6.89-7.37 (7TH, m, Ar); 7.71 (1H, m, N=CH); 9.75 (1H, ym1. ¢, NH)

8d 1.83 (3H, c, Me); 1.98-2.79 (4H, m, 2CH>); 3.56 (2H, M, 2CH); 5.37 (1H, m, =CH);
6.86-7.94 (8H, m, Ar, N=CH); 9.24 (1H, ym. ¢, NH)

9a 1.69 (3H, ¢, Me); 1.69-2.60 (4H, m, 2CH»); 3.59 (2H, m, 2CH); 5.39 (1H, m, =CH);
6.75-8.65 (10H, m, Ar., N=CH); 9.72 (1H, ym. ¢, NH)

9b 1.89 (3H, ¢, Me); 2.16-2.95 (4H, m, 2CH>); 3.72 (2H, M, 2CH); 5.54 (1H, m, =CH);
6.69-8.84 (9H, m, Ar, N=CH); 10.16 (1H, ymr. ¢, NH)

9¢ 1.74 (3H, ¢, Me); 2.09-2.55 (4H, m, 2CH»); 3.59 (2H, m, 2CH); 5.39 (1H, m, =CH);
6.91-8.43 (9H, M, Ar, N=CH); 9.57 (1H, ym. ¢, NH)

9d 1.75 (3H, ¢, Me); 2.11-2.51 (4H, m, 2CH>); 3.71 (2H, M, 2CH); 5.56 (1H, m, =CH);
7.26-8.75 (9H, m, Ar, N=CH); 9.55 (1H, ymr. ¢, NH)

10a 1.76 (3H, ¢, Me); 2.08-2.57 (4H, m, 2CH>); 3.45-3.67 (2H, m, 2CH); 5.35 (1H, M, =CH);
6.82-8.60 (10H, m, Ar, N=CH); 10.36 (1H, ymr. ¢, NH)

10b 1.76 (3H, c, Me); 2.05-2.86 (4H, m, 2CH>); 3.63 (2H, M, 2CH); 5.41 (1H, m, =CH);
6.45-8.40 (9H, m, Ar, N=CH); 9.94 (1H, yur. ¢, NH)

10c 1.76 (3H, c, Me); 2.07-2.71 (4H, m, 2CH>); 3.52 (2H, M, 2CH); 5.39 (1H, m, =CH);
6.95-8.51 (9H, m, Ar, N=CH); 9.86 (1H, yur. ¢, NH)

10d 1.72 (3H, c, Me); 1.98-2.86 (4H, m, 2CH>); 3.65 (2H, M, 2CH); 5.37 (1H, m, =CH);
7.06-8.51 (9H, m, Ar, N=CH); 9.75 (1H, yur. ¢, NH)

* Coektpsl SIMP 'H cuumanu 8 CDCl; (coemuuenns 8a—d, 9a-d, 10a—d) u JMCO-dg
(coenunenus Sa—d, 6a—d, 7a—d).
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TUKapOOHOBBIX KHCIIOT psiia UKJIoreKceHa. [Ipy Kuns4eHn Tex )Ke peareHTOB
B JIM®A mmeer mecTo neKapOOKCHIMPOBAHUE, TIOATOMY B KaueCTBE MPOAYK-
TOB BBIJENHIN THAPA30HBI TUAPA3HIOB COOTBETCTBYIOIINX MOHOKAPOOHOBBIX
kucnot 8a—d — 10a—d.

[Ipu xOMHaTHOW TemmepaType 3aMeTHBI Pa3iIudrs B PEaKIMOHHOMN CIIOCO0-
Hoctu ruapazuaoB 1. Tak, B crydae coennnenuii 1b,c peaxius 3akaHINBaETCS
3a 1-2 4 u BeIX0bI IPOAYKTOB Sb,c—7b,¢ cocraBnstor 72-93%. 13 runpasuna
1a BrIcOKme BBIXOABI coequHennid 5a—7a (73-93%) mocturayTsl 3a 3—10 4, a
coequnennii 5d—7d (75-93%) u3 ruapaszuna 1d — 3a 4-20 . [Ipu xunsTUeHNN B
JAM®A Bo Bcex cimydasix mpoaykTsl 8a—d — 10a—d ObLIH TOTYYeHBI C BBIXO/a-
M 63-90% 3a 2 9 (cM. Tabi. 1 ¥ SKCTIEPUMEHTATBHYIO 9acTh).

CrtpoeHne m COCTaB IMONyYEHHBIX COEAMHEHWUH MOATBEPKACHBI JTaHHBIMH
criektpoB AMP 'Hu pe3ynbTaTaMu 3JEMEHTHOTO aHAJIH3a.

SKCIIEPUMEHTAJIbHASI YACTb

Crextpsl SIMP 'H cuumanu Ha npuGope Bruker WH-90/DS (90 MI'm), BHyTpeHHHIt
crangapT I'M/IC. MaauBuayanbHOCTh MOMYYEHHBIX cOoeAMHEHUH mpoBepsuin MeTonoM TCX Ha
miactiuakax Silufol B cucremax pactBoputeneii: xjgopodopmM—aleToH—JIeAsHAsS YKCYCHas KH-
cmora, 9 : 1 : 1 (anst coenunenuit Sa—d u 8a—d), u xnopodopmM—MeraHON—JI€AIHAS YKCYCHAsI
kucaora, 9 : 1: 1 (ana 6a—d, 7a—d, 9a—d u 10a—d).

XapaKkTepUCTUKU CHHTE3UPOBAHHBIX COCAMHEHUH MpeACTaBIeHbl B Ta0u. 1 u 2.

(2-Apuii-1-kap6oxcu-4-MeTHINUKIIOT eKc-4-eH-1-Kap0OHWI)rHApa3oHbl THO(EH-2-Kap0-
aabaeruaa (Sa—d). Cmecp 1.5 mmons rugpasuga la—d u 1.5 mmons anmpmeruza 2 B 10 mn
3TaHoOJIa TIEPEMEIINBAIOT IIPH KOMHATHON TeMImepaType (B ciaydae ruapasuaa 1a B peakjMOHHYIO
cMmech n06aBistioT 3 karwn geasHoid AcOH). [IpomomxurtensHOCTh peakuuu coctaniseT 10 (s
rugpasuaa la), 1 (aas 1b,e) u 20 u (aus 1d). Ipoaykrer Sa—d oThuasTpoBHIBAIOT, 5a mepe-
KPHUCTAUIM30BBIBAIOT U3 CMECH 3TaHoiI—BoAa, 1 : 1, Sb,c nmpombIBaloT Ha GQUILTPE ITAHOIOM U
a¢upoM, 5d mepexpucTaIIN30BBIBAIOT U3 pa3daBineHHOt AcCOH.

(2-Apni-1-kapookcu-4-MeTHIIMKIOT eKC-4-¢H-1-KapOOHIT) T HAPA30HbI  MTUPUAMH-3-Kap0-
ajabaeruaa (6a—d). DxBumossipHbIe KonudecTBa Tuapasuga la—d u anpaernna 3 nepeMenInBaioT
IIpU KOMHATHOM TemIiepaType B pacTBope auokcana (la,d) winu stanona (1b,c) B reuenue 3 (1a),
2 (1b,e) u 4 4 (1d). IIpoaykTsl 6a—d OTHHUIBTPOBHIBAIOT, IPOMBIBAIOT Ha (HIBTPE STAHOIOM U
a¢upom. ['nnpazon 6a nepekprcTalUIM30BBIBAIOT U3 CMECH METaHOJ-BoAa, 1 : 1.

(2-Apua-1-kap6okcu-4-MeTHINHMKIIOTeKC-4-¢H-1-KapOOHMWJI)rHAPA30Hbl NHPHIMH-4-
kapOaabaerna (7a—d) moay4aroT aHAIOTHYHO rHapa3oHaMm 6a—d, nepemernBas ruapasun la—d
U anpaerun 4 B sTaHoie (ruapasuabl la—c) wim nuokcane (rugpasua 1d) B teyenue 10 (1a),
2 (1b,e) u 3 u (1d). Ilpomyktsl 7a—d OTGUIBTPOBBEIBAIOT, THAPA30H 74 MPOMBIBAIOT Jajee Ha
¢wipTpe sTMNaneraToM. B ciyuae ruzapasonHa 7d peakIMOHHYIO CMECh BBUIMBAIOT B BOLY,
MPOAYKT OT(GUIBTPOBBIBAIOT U NEPEKPHCTAIUIM30BBIBAIOT U3 CMECH 3TaHOJI-BOAA, 1 : 1.

(2-Apui1-4-MeTHILMKIIOreKc-4-¢H-1-KkapOOHMII)TUAPa30Hbl  MUPUANH-3-Kapdaabaeruja
(8a—d, 9a—d) u nupuaun-4-xapdaabgernga (10a—d). Cmecp 2 Mmons ruzapasuga la—d u
anpaeruna 2, 3 wiu 4 xunatat B S M JIM®A 2 4. PeakunoHHYI0 CMeCh OXJIaXKAAI0T, BBUIMBAIOT
B Boxy, mpoaykTsl 8a—d — 10a—d otdunsrpoBeiBatoT. ['Hapazon 9d nepekprcTauIN30BHIBAIOT U3
3ranousa, 9b — u3 meranouna, 8b,c, 10b — u3 cmecu meranon—Bona, 1 : 1.

Asmoput 6aazodapsm gupmy "BAIIEKC" 3a npedocmasnenue cemepoyux-
JUYECKUX aNb0e2UO08.
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