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CuHTe3MpoBaHbl HOBbIE Mpou3BoAHbIe ocHoBaHUs Illudda Ha ocHOBe 3aMelIEHHBIX B OEH30JbHOM
KoJjble 1-[2-MeTun-4-MepKanTOXUHOAMH-3-1J1|ponaH-2-0HoB U 1-[2-MeTuia-4-(MeTUITUO)XUHOJIMH-
3-un|nponaH-2-oHoB. s mojlydeHus1 4-MeTUITUONPOU3BOAHbIX ocHOBaHUs [Hudda npegsapuresn-
HO OBLIO OCYILIECTBICHO METWIMPOBAaHUE COOTBETCTBYIOIIUX 4-MepKalTOXWHOJIMHIIPOIaH-2-0HOB
u 3-(2-xsuopauiii)-4-MepKarTOXMHOJIMHOB, a TakXke ITOCISAYIOIINA KUCIOTHBIA TUAPOIU3 XJIopas-

JIUIBHOM TPYIIIIBL.
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BBEAEHUE
XWHOJIMH MBISIETCI ODHUM U3 HauboJjee
pacipoCTpaHEHHBIX Aa30TCOAEpPXKAIIUX TeTepo-

LIMKJIOB, TIPOM3BOJHBIE KOTOPOTO MPUBJIEKAIOT
3HAUYUTEIbHOE BHUMAaHNWE B OpraHWYEeCKO 1 (hap-
MaleBTUYECKOW XWMWUM Ojaromapsi cBouM dap-
MAaKOJIOTUYECKNM CBOMCTBAM M CHHTETHYECKOI
yHuBepcampHOCTH [1, 2]. OYHKIIMOHATM3AINI
Pa3IMYHBIX IIOJOXEHMI XWHOJMHOBOTO KapKaca
IpuBeJia K IIMPOKOMY CIEKTpY (apMaKOJIOTH-
YeCKOM aKTMBHOCTU €ro IIPOu3BOIHBIX [3, 4].
B nutepatrype ocBelaroTCs pa3iUYHbIE METOIbI
CHHTEe3a, BKJIIOYasl KJIaCCUYECKUE ITOAXONIbI ISt
TePBUYHBIX MPOU3BOAHBIX XMHOJMHA, a TaKXke
0osiee 3(DHEeKTUBHBIE METOAUKU, KOTOPhIE COKpa-
IIAI0T BpeMsI peaKkIM U MOBHIIIAIOT BBIXOM 32 CUET
WCITOJIb30BaHUS 00Jiee 0€30ITacHOTO PaCTBOPUTEITS
B COOTBETCTBMM C MPUHLUIAMU 3€JI€HOU XUMUU
[5—8]. C yyeToM BbICOKOro (hapMakoJIOTMYECKOro

MOTeHIIMajla MPOU3BOIHBIX XUHOAUHA [4, 9—11],
a TakXke He0OXOIUMOCTH pa3pabOTKU HOBBIX 3KO-
JIOTUYECKU 0e30MacHbIX METOA0B UX CMHTE3a Mpu
OITHOBPEMEHHOM CHIXXEHHUHU PACXOI0B, CBSI3aHHBIX
C BBICOKOM TeMIlepaTypoii 1 0O0pabOTKOM OTXOA0B
[12], wmenbplo HacTosleld pabOTHI CTal CHUHTE3
HOBBIX TMPOU3BOAHBIX ocHoBaHus Illudda ¢ uc-
IOJIB30BaHWEM 00JIee 3KOJIOTHUYECKH YUCTHIX pe-
aKIIMOHHBIX CPel U IPU YMEPEHHBIX TEMIIepaTypax
B OCHOBHOM 3a CYET HCIIOJb30BaHUS KUCIOTHBIX
KaTajJn3aTopoB.

PE3VJIBTATHI M OBCYXKAEHUWE

Kak ObI10 yKazaHa BbIllle HacTosiast paborta
MOCBSIIIIEHa CUHTE3Y (QYHKIMOHAIM3UPOBAHHBIX
MPOW3BOAHBIX XUHOJIMHA, BKJTIOYAsI COTPSIXKEHHbIE
CUCTEMBI €O cleuupUuIecKuMu @parMeHTamu,
CBSI3aHHBIMU C XWHOJIMHOBBIM SIIPOM, Kak IIO-
TEHIIMAJIbHO OWOJIOTUYECKU aKTHMBHBIX BeIleCTB
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762 AJIEKCAHAH, AMBAPLIYMAH

[9—11]. Ans1 cuHTEe3a OCHOBHBIX MCXOMHBIX COSIV-
HEeHU#l TpoBedeHa peakuus 3-(2-xJopaiaui)-2-
MeTHII-4-MepKanToxuHonmmHoB la—d n 1-[2-Mme-
TUI-4-MepKanTOXUHOJUH-3-U|IpoTaH-2-0HOB
3a—d ¢ METUITIHOOUIOM B METaHOJIE B IIPUCYTCTBUM
MeTWJIaTa HaTpus B cooTHomleHuu 1:1.2 mipm
nepeMellINBaHUM B TedeHue 1 THS ITpU KOMHATHOM
TeMIepaType. 3aTeM NIpU HarpeBaHWM B TCUCHME
15 muH. IlonydeHsl 3aMellleHHBIE B O€H30JbHOM
KoJible 3-(2-x1opasini)-2-MeTuin-4-(MeTUITHO)
XUHOMMHBL 2a—d u 1-[2-MeTmii-4-(METUITHO)
XUHOJUH-3-wi|nponaH-2-oHel 4a—d. [locnemHue
TaK:Ke TOJyYeHBl TIPY B3aMMOAECHCTBUH COEIMHE-
Huil 3a—d ¢ METaHOJIOM B NPUCYTCTBUM CEPHOI
KMCJIOTHI U TUAPOJINU3e coenuHeHunii 2a—d B cpene
96%-Holi cepHOi1 KUCTOTHI (cxema 1).

Peakuust ucxonHeix mpornaHoHoB-2 3a—d u 4a—d
C n-TOJIyUAUHOM B MeTaHoJie B ipucytcTBuu HCI
MIPY KUTISTYCHUU TIPUBOAUT K ITOJYYEHUIO 2-METHII-
3-[2-(n-TOMUAUMUHO ) TIPOIJI | XMHOJINH-4-THO-
JoB Sa—d u 2-meTwmi-3-[2-(#-TOMMIMMKHO)
MPOIWA|-4-MEeTUATUOXUHOJNHOB 6a—d (cxema 2).

OKCITEPUMEHTAJIbHAA YACTb

Cnektpel IMP 'H u C" perucrpupoBaiu
Ha mpubope Varian Mercury-300 (I'epmaHus)

B IMCO-d —CCl, (1:3). Xox peakuuu U YUCTOTY
MOJIyYEHHBIX COEIMHEHUII KOHTPOJIMPOBAIM Me-
togoM TCX Ha miaactuHax AIUGRAM® XtraSIL
G UV254 (I'epmanus) (TTpossBUTENb — ITaphl Homa
U yabTpaduroneToBelii aHanu3atop Analyzer ZF-1).
Bce peakiym ObITM POBEIEHBI B CBEXXEIIEperHaH -
HBIX PacTBOPUTEINSIX, a PEAKTUBHI IIPHOOPETECHHI
B koMmnanun MerckKGaA (Jdapmmranr, I'epma-
HUs) U/uiu puaranax.

Coemunenns 2a—d. O6was memodurka. K anko-
ToNIsATy HaTpud, TToryaeHHoMY 13 0.23 1 (10 MMOJTB)
HaTpus 1 50 M1 aOCONIOTHOTO STUJIOBOTO CITMPTA,
npubasiasyim 10 mMonb coenuHeHus la—d [13]
u nepementuBanu 0.5 4, 3ateM npudasisuin 0.76 M
(1.7 r, 12 MMOJB) HOAMCTOTO METUIIA U TPU KOMHAT-
HOIl TeMrepaType IIepeMelInBaiu 1 CyTKu, 3aTeM
HarpeBanu 15 muH. ITociie oxnaxkaeHust mpuOaBs-
JIM BOMY, ITOJYYEHHBIN 0CagoK OT(MILTPOBLIBAIN
U TMEepeKpUCTAUIM30BBIBAJIM M3 CMECU 3TaHOI—
BOIA.

3-(2-Xaopanani)-2-meTun-4-(MeTHITHO)-
xunoymH (2a). [lonyuen u3 2.5 r coenuHeHus la.
Brixon 2.32 1 (88%), 1.1 40—41°C, R 0.67 (3ta-
Hos—kcwon, 1:5). Cnektp AMP 'H, §, m.1.: 2.55
¢ (3H,N=C-CH,), 2.63 ¢ (3H, SCH,), 3.36 ¢ (2H,
CH,), 5.21 ¢ (2H, C=CH,), 7.68-7.83 m (2H__ ),

Cxema 1
SH SCH,
CH, CH,
N _: AN CH,I . —i XX
Cl Cl
2 CH; Z N7 ONcH;
la-d 2a-d
C) HzSO4
SH SCH;
X AN CH; a)CH;3l AN A CH;
R b)CH,OH, H" g _[l
I > I
(0] (0]
F N/ CH, 7 N/ CH;
3a-d 4a-d

R = H (a); 6-CH;(b); 8-CHj(c); 8-OCH,(d)
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Cxema 2
SH
X X |
P N
N CH;
3a-d 5a-d
CH;
SCH;
4a-d CH
X X 3

R = H (a); 6-CH;(b); 8-CHj(c); 8-OCH,(d)

8.01-8.14 m (2H,,,,). Cmektp JAMP BC, 3, M.o.
18.455, 19.823, 38.911, 113.634, 125.721, 127.201,
127.805, 128.632, 128.901, 130.788, 138.543,
144.705; 148.406, 158.102. Haiineno, %: C 63.70;
H5.48;N5.26;5S12.20.C ,H ,NCIS. Boiuncieno, %:
C63.76; H5.31; N 5.31; S 12.14.

3-(2-Xnopamwmn)-2,6-aumeTni-4 - (METHITHO)-
xuHouH (2b). TTonyueH u3 2.64 r coenunenust 1b.
Beixon 2.36 T (85%), T.mu1. 51-52°C, R, 0.65 (3ra-
Hon—kcunoa, 1:5). 3-(2-Xnopanaun)-2,6-nume-
THI-4-(MeTuATHO ) XHOIMH(2b). Criektp AMP 'H,
d,m.1.:2.46 ¢ (3H, SCH,), 2.55 ¢ (3H, N=C—-CH,),
2.87 ¢ (3H, CH,), 3.31 ¢ (2H, CH), 5.15
¢ (2H,C=CH,), 7.47 nn (1H apom , J 8.5, 1.9 '),
7.83 1 (1H apom , J 8.5 I'm), 8.15 o (1H apom ,
J 1.9 T'u). Cnektp AMP BC,d,m.1.: 18.431, 19.834,
21.723, 38.879, 113.576, 123.768, 128.121, 128.798,
130.243, 130.832, 135.235, 138.625, 142.732,
147.843, 157.324. Haiineno, %: C 64.73; H 5.83;
N 5.11; S 11.64. C H NCIS. Bbraucneno, %:
C64.86; H5.77; N 5.04; S 11.53.

3-(2-Xnopammn)-2,8-aumeTni-4-(MeTHITHO)-
xuHoymH (2¢). Ilomyuen u3 2.64 r coenviHeHUS
le. Bexon 2.50 r (90%), 1. 48—49°C, R, 0.61
(sra”Hosn—kcwinod, 1:5). Cnekrp AMP 'H, d,m.1.:
2.48 ¢ (3H,SCH,), 2.56 ¢ (3H, N=C-CH,),2.73 ¢
(3H, CH,), 3.31 ¢ (2H, CH,), 5.16 ¢ 2H,C=CH,),
7.72—7.59 M (2HapOM), 7.83 n.n (lHapOM, J 8.2,
1.0 T'm). Crektp AMP BC,d,m.1.: 16.789, 18.541,
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19.798, 38.789, 113.546, 125.231, 125.545, 128.334,
128.743, 130.856, 136.215, 138.532, 148.834,
152.788, 157.647. Haiineno, %: C 64.96; H 5.63;
N 5.13; S 11.46. C H NCIS. Bbuucneno, %:
C64.86; H5.77; N 5.04; S 11.53.

3-(2-Xnopammn)-8-MeToKcH-2-MeTiI-4 - (MeTHII-
THO)XxUHOMH (2d). TTonyueH u3 2.80 r coeguHeHUs
1d. Bexon 2.52 r (86%), 1. 44—45°C, R 0.64
(ataHon—kcuiod, 1:5). Cnekrp AMP 'H, §,m.1.: 2.50
¢ (3H, SCH,), 2.56 ¢ (3H, N=C—-CH,), 3.29 ¢ (2H,
CH,), 4.07 ¢ 3H, OCH,), 5.16 ¢ (2H,C=CH,), ),
743 a0 (1H, ,J7.8,1.0 T), 7.46 n.o (1H_ /8.5,
7.8 FL[),7.83£[.I[(1HapOM,J8.5, 1.0 I'm). Crrextp AMP
BC,o,m.11.: 18.545, 19.789, 38.849, 55.769, 105.677,
113.718,119.324,129.345,129.576, 131.687, 136.617,
138.531, 147.821, 155.432; 157.343. Haiineno, %:
C 64.73; H 5.83; N 5.11; S 11.64. C H NOCIS.
Brruucieno, %: C 61.33; H5.45; N 4.77; S 10.90.

Coenunennss 4a—d. O6was memoduxa. a) K
aJIKOTOJIATY HaTpusd, moiaydyeHHomy wu3 0.23 r
(10 mmomnp) HaTpus u 50 M1 aOCOTIOTHOTO STUIO-
BOTO crivpTa, ipubaBisgian 10 MMOJIb coeqMHEHUS
3a—d [14] u nepememuBanu 0.5 4, 3aTeM MpuodaB-
qs 0.76 mi (1.7 T, 12 MMOJIb) MOTMCTOTO METHIIA
U TP KOMHATHOM TeMIlepaType MepeMeIInBalli
1 cytku, 3atreM HarpeBaiu 15 muH. Ilocne oxia-
XKIeHUsT TIpUOaBISLIA BOMY, ITOJYYEHHBIM OCaloK
OT(PUIBTPOBBIBAIM M TMEPEKPUCTAUTU30BBIBAIN
M3 CMECH 3TaHOJ—BOJA.
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6) cmech 10 Mmmonb coequHeHust 3a—d, 40 mn
meranosa u 1 mu konu. H SO, kunsatuim 10—12 9
Ipy TiepeMelnBaHuu. Ilociie oxiaxkaeHus: cMech
pa30aBiIsIM BOIOW, KUCIBIN pacTBOp (PUIBTPOBA-
m v nomienaunBany (pH 7.5—8.0). INonyyeHHBIH
0CafoK OT(MUILTPOBEIBAIM, IPOMEIBAJIM BOIOM,
MepeKPUCTAUIN30BBIBAJIA U3 CMECH CIIUPT—BOJIA.

8) K 10 Mmmonb coequnenust 2a—d nmpubaBisim
10 Mt xonu. H,SO, u ocTaByistii Ipu KOMHATHOM
TeMIiepaType B TedeHue 4—5 4 10 OKOHYaHUs
BBIICIICHUS XJIOPUCTOIO BOXOPOJA, 3aT€M BBLUIM-
Bajy Ha 50 T TOJYEHOTrO JibAa, OTMUIBTPOBLIBAIH,
pacTBop ToAlIeNauuBaiM O0 3HayeHuit pH 7.5—
8.0. O6paszoBaBIINIICS OCATOK OT(HUILETPOBLIBAIIN,
MPOMBIBAJIA BOMOW M TNEPEKPUCTATIN30BBIBAIN
13 CMeCH 3TaHOJI—Boja. [1onydeHHBIE TTO0 METOIU-
KaM a, 6 1 ¢ 00pa3lbl coenMHeHI 42—/ HEe JaBaIn
JeTIpecuy TeMIlepaTyphl IIaBJICHMS.

1-[2-MeTtnn-4-(MeTHJITHO)XUHOJIMH-3-1a]npo-
nan-2-oH (4a). a) Ilomydyen u3 2.31 T coennmHeHUS
3a. Beixom 2.25 1 (92%). 6) Iloayyen mu3 2.31 r
coequHeHus 3a. Boixom 2.0 T (82%). 6) IlomyueH
u3 2.63 r coenuHeHus 2a. Beixom 1.96 T (80%),
1ot 121-122°C, R 0.47 ( sTaHon—kcwuion, 1:5).
Cnextp SAMP 'H, §,m.0.: 1.69 ¢ (3H, CH,), 2.48
¢ (3H, S—CH,), 2.67 ¢ (3H, N=C-CH,), 3.55 ¢
(2H, CH,), 7.54-7.98 m (4H__ ). Crexrp SIMP
BC,0, m.1.: 18.145, 19.769, 30.646, 45.768, 125.657,
125.678, 127.324, 128.713, 129.132, 130.578,
144.537, 148.424, 158.231, 204.869. Haiineno, %:
C64.73; H5.83; N 5.11; S 11.64. C ,H NOS. Br-
yucieno, %: C 68.57; H 6.12; N 5.71; S 13.06.

1-[2,6-TumeTnn-4-(MeTHITHO)XUHOJMH-3- 1] -
nponan-2-oH (4b). a) IMonyyen u3 2.45 r coenuHe-
Hus 3b. Beixon 2.33 1 (90%). 6) [onyyen u3 2.45 1
coenunenust 3b. Beixox 2.1 1 (81%). ) IMonyueH
n32.78 r coennHenud 2b. Beixon 2.12 1 (82%), T.111.
156—157°C, R.0.45 (3tanon—kcunon, 1:5). Crextp
AMP 'H, é,m.n.: 2.31 ¢ (3H, CH,), 2.33 ¢ (3H,
CH,), 2.57 ¢ (3H, SCH,), 2.59 ¢ (3H, N=C-CH,),
4.39 ¢ (2H, CH,), 7.47 n.n (1H__, J 8.5, 1.9 Tw),
783 (1H . /8.5 Tw), 8.15a (1H__,J 1.9 I'w).
Crektp AMP BC,6,m.1.: 18.687, 21.324, 23.698,
29.431,46.017, 124.273, 127.334, 128.914, 130.332,
131.789, 135.283, 142.213, 145.205, 156.424,
203.414. Haiineno, %: C 69.73; H 6.78; N 5.29;
S 12.54. C,;H _NOS. Bpraucneno, %: C 69.50;
H 6.56; N 5.40; S 12.35.

1-[2,8-/TumeTni-4-(MeTHITHO)XUHOJMH-3- W] -
nponan-2-oH (4¢). a) I[ToxyyeH u3 2.45 r coenuHe-
Hus 3c. Beixon 2.54 1 (98%). 6) IMonyyen u3 2.45 1
coearHenus 3c. Boixon 2.2 1 (85%). ¢) IloayyeH us
2.78 T coequnenus 2¢. Beixon 2.10 r (81%), 1.1t
77-78°C, R, 0.65 (sTanon—kcuiod, 1:10). Crnexrp
AMP 'H, §, m.n.: 2.29 ¢ (3H, CH,), 2.33 ¢ (3H,
N=C-CH,), 2.61 ¢ (3H, S—-CH,), 2.74 ¢ (3H,
CH,), 441 ¢ (2H, CH,), 7.37-7.50 m (2H_ ),
8.24 n.n (lHapOM’ J8.2,1.0 I'u). Crnextp SAMP BC,
o, m.m.: 17.588, 18.995, 24.309, 29.381, 46.109,
123.461, 125.459, 127.126, 128.379, 131.494,
136.638, 143.20, 145.48, 156.10, 203.273. HaiineHo,
%: C 69.33; H 6.70; N 5.52; S 12.52. C,,H JNOS.
Boruucieno, %: C 69.50; H 6.56; N 5.40; S 12.35.

1-[8-MeTtokcu-2-meTua-4-(MeTHJITHO)XHHO-
JuH-3-un]oponan-2-oH (4d). a) IonydyeH uz 2.61 r
coearHenus 3d. Beixon 2.50 v (91%). 6) IlonyueH
n3 2.61 r coemunenust 3d. Boixom 2.36 r (86%).
2) Ilomyuen u3 2.93 r coenuuenus 2d. Beixon 2.28 r
(83%), T.m1. 148—149°C, R.0.50 (3TanON—KCHIIOIN,
1:3). Cnextp AMP 'H, 8, m.a.: 2.29 ¢ (3H, CH,),
2.33 ¢ (3H, N=C-CH,), 2.60 ¢ (3H, S—CH,), 4.01
¢ (3H, OCH,), 4.40¢ (2H, CH)), 7.03 n.o (1H_,
J7.8,1.0 T'm), 744 n.n (1H, ./ 8.5,7.8 Tw), 7.94
na(1H,, . J8.5,1.0 T'u). Cnekrp AMP BC, 0, M.1.:
18.898, 23.872, 29.429, 46.060, 55.168, 107.478,
117.185, 125.928, 128.404, 132.319, 138.507,
142.810, 155.388, 155.825, 203.265. Haiineno, %:
C 65.33; H 6.29; N 5.22; S 11.52. C H NO.S.
Boruuciteno, %: C 65.45; H6.18; N 5.09; S 11.64.

Coemunenna Sa—d. Ob6was memoduka. cMech
1 Mmonp coeguHeHus1 3a—d, 10 M meraHoia,
0.107 r (1 mmoub) n-TonyunuHa u 1 karum HCI xu-
natunaud 12 9 npu nepememmmBanuu. Ilocne oxma-
KIEHUS TTOJYYEHHBI OcaloK OT(GUIBTPOBBIBAIN
U TIepeKpHCTAJUIM30BbIBAIM 13 3TaHojda (5b,d).
A pu moiy4yeHUU COSAMHEHMI Sa,c mocie oxJia-
XKJIEHUS MPpUOAaBJISIIA BONY, TOJYYEHHBIM Ocagok
OT(PUIBTPOBBHIBAIM W IMEPEKPUCTATUIN30BBIBAIN
M3 CMECH 3TaHOJ—BOJa.

2-Metnia-3-[2-(n-ToJMIMMAHO )IPOTHI | XHHO-
JuH-4-TH0a (5a). [Tonyuen u3 0.231 r coenuHeHUs
3a. Beixon 0.23 1 (72%), 1.1, 183—184°C, R_0.50
(aTtanon—kcuinon, 1:4). Crnekrp SIMP 'H, §, m.x:
2.05 ¢ (3H, CH,), 2.20 ¢ (3H, CH,), 2.59 ¢ (3H,
CH,), 3.65 c (2H, CH,), 6.42 ynr.c (1H, SH), 6.69
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n(2H, . J8.1Tu), 6.90 x.x (2H,  ,J/8.6,0.6 I'u),
7.37-7.44 m (1H_ ), 7.52-7.65 m (2H_ ), 7.85-
7.95 m (lHapOM). Cnektp SAMP BC,8, m.a.: 16.960,
20.137, 23.173, 33.050, 48.471, 95.586, 116.594,
121.245, 122.501, 124.691, 124.962, 125.570,
126.824, 127.035, 128.364, 128.670, 128.768,
129.342, 144.653, 155,104. Haiineno, %: C 75.12;
H6.31;N8.62;S10.21.C_H. N_S. BoruucieHo, %:

2007200 2

C75.0; H 6.25; N 8.75; S 10.00.

2,6-InmeTnn-3-[2-(n-TOMMIAMHHO)IPONNI ] -
xuHoJmH-4-THoa (5b). IToayyen u3 0.245 r coenn-
Henus 3b. Boixon 0.251(75%), 1.m1.212—-213°C, R,
0.63 (sraHon—xkcwiodn, 1:2.5). Crnektp AMP 'H, 5,
m.a:2.04 ¢ (3H,CH,),2.22¢ (3H, CH,), 2.49 ¢ (3H,
CH,),2.55¢(3H,CH,),3.32n(1H,CH,,J16.3T'n),
3.87 1 (1H, CH,J 16.3 '), 6.25 ¢ (1H, SH), 6.66—
6.72 M (2H,,.,) 6.87—6.93 M (2H,,,,), 7.28-7.30 M
(I1H,.), 7.39 n.o (1H_ ., J 8.6, 1.6 Tn), 7.74 n
(lHapw, J 8.6 T'). Criexktp AMP 3C,9d, m.a.: 20.000,
20. 879, 22.789, 31.213,47.112, 81.232, 116.634 (2*
CH=), 122.601, 123.821, 126.626, 127.9, 128.044,
128.472, 128.632 (2* CH=), 130.421, 133.895,
141.578, 144.589, 152.387. Haiineno, %: C 75.32;
H 6.42; N 8.26; S 9.70. C, H,,N_S. Boruucneno, %:

22772

C 75.45; H 6.59; N 8.38; S 9.58.

2,8-Inmetun-3-[2-(n-TONMIUMHUHO)IPONII ] -
xuHOJMH-4-THoa (5¢). [Tomyyen u3 0.245 r coenu-
HeHus 3c. Beixon 0.26 1 (77.8%), 1.1u1. 200—201°C,
R.0.64 (sTanon—xcunon, 1:8). Cnextp AMP 'H, 3,
m.a:2.70 ¢ (3H, CH,), 2.77 ¢ (3H, CH,), 2.86 ¢ (3H,
CH,), 2.89 ¢ (3H, CH,), 3.90 ¢ (2H, CH,), 6.22
c(1H, SH),6.67;[(2H3POM,J8.3 FH),),6.891[(2H3D0M,
J 7.9 T'n), ), 7.31-7.46 m (1H,,,,), 7.48-7.54 M
(1H,,), 7.33 0 (1H_ ., J 8.0 TI'm). Crekrp SIMP
BC,d, m.a.: 15.652, 18.213, 20.013, 23.253, 39.675,
95.649, 116.512, 120.165, 120.489, 121.149, 122.
573, 125.103, 127.687, 128.425, 129.186, 133.276,
136.843, 139.789, 142.010, 143.453, 151.442.
Haiineno, %: C 75.58; H 6.48; N 8.51; S 9.47.
C, H,,N.S. Boruucneno, %: C 5.45; H 6.59; N 8.38;

22772

S 9.58.

2-Metui-8-metTokcu-3-[2-(n-TOTHIMMHAHO)IPO-
i | xunomH-4-tHoa (5d). [Tomyden u3 0.26 T coe-
nvHeHus 3d. Beixon 0.28 1 (80%), 1.1m1.259—260°C,
R.0.66 (sTanon—kcuon, 1:1). Cnextp AMP 'H, 3,
M.I (cMmech 2 cun- n aumu-n3omepon): 2.03 ¢ (3H,
CH,), 2.20 ¢ (3H, CH,), 2.58 u 2.59 ¢ (3H, CH,),
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3.63 yur.c (2H, CH,), 3.98 ¢ (3H, OCH,), 6.42
yur.c (1H, SH), 6.64—6.69 M 2H_ ), 6.88—6.92 M
(2H,,.), 7.03mn 7.04 x (1H_ . J 7,8 Tu), 7.09 n
(I1H,,., /82 Tu), 733 n 7.34 n.x (1H_ ., J 8.2,
7.8 T'm). Crnextp AMP *C, 8, m.1.: 19.960, 22.837,
31.500, 46.717, 55.286, 107.990, 116.394, 116.643,
123.601, 125.221, 126.626, 128.706, 129.244,
141.672, 151.821, 154.605. Haiineno, %: C 72.12;
H 6.41; N 7.89; S 9.26. C, H,, N, OS. BoruucneHo,
%: C72.00; H 6.29; N 8.00; S 9.14.

apom

Coemunennsa 6a—d. Obwas memoduka. cMech
1 Mmonp coeaguHeHus1 4a—d, 10 M meraHoia,
0.107 r (1 mmoab) n-tonyuaunHa u 1 karm HCI ku-
natwii 10 4 mpu nepeMerunBanuu. Ilocie oxia-
KIeHUs TTPpUOABIISIIA BOLY, ITOJYYEHHBI OCaIoK
OT(UIBTPOBBIBAIM U  MEPEKPUCTATUIM30BBIBAIN
M3 CMECH 3TaHOJ—BOJA.

2-Metni-3-[2-(n-ToJuauMuHo)iponui| -4-me-
TiorrHoxuHo mH (6a). ITomyyen mu3 0.245 r coenu-
HeHus 4a. Beixon 0.24 v (72%), 1.1, 101-102°C,
R.0.66 (sTanon—kcuion, 1:3). Cnexrp AMP 'H, 6,
m.x.: 2.0 ¢ (3H, CH,), 2.34 ¢ (3H, CH,), 2.46 ¢ (3H,
SCH,), 2.56 ¢ (3H, N=C— CH,), 3.50 ¢ (2H, CH,),
717 n 2H, ., J 8.1 ), 7.25 n.x 2H, . J 8.6,
0.6 I'm), 7.39-7.54m (1H, ), 7.68-7.79 M (2H_ ),
7.98 M (1H,_ ). Crexkrp SIMP “C,3,m.1.: 16.312,
18.022, 19.879, 21.554, 35.150, 122.321, 122.342,
125.764, 127.223, 127.735, 128.546, 128.879,
130.313, 130.532, 130.832, 136.843, 144.8, 147.645,
148.424, 158.105, 164.654. Haitneno, %: C 75.57;
H 6.45; N 8.59; S9.65. C, H,,N_S. Brruucneno, %:

2272

C 75.45; H 6.59; N 8.38; S 9.58.

2,6-Aumerna-3-[2-(n-TOIUJINMHHO)NPO-
| -4-MeTuaTHoXuHo e (6b). ITonydyen u3 0.26 r
coenuueHust 4b. Bexom 0.25 t (71.8%), ..
153—154°C, R, 0.46 (sraHon—kcuuon, 1:3).
Cnexrp AMP 'H, 8, m.n.: 2.31 ¢ (3H, CH,), 2.33
¢ (3H, CH,), 2.56 ¢ (3H, CH,), 2.59 ¢ (3H, CH,),
3.04 ¢ (3H, CH,), 4.40 ¢ (2H, CH,), 6.86—6.92 m
(2H,,), 7.03-7.08 m (2H_ ), 7.47 x.x (IH
J 85,19 I'm), 7.82 1 (1H_ ., J 8.5 '), 8.14 ¢
(I1H, - Cnektp AMP 3C, 6, m.1.: 18.012, 19.860,
22.837, 33.500, 40.500, 47.717, 56.286, 95.450,
108.990, 116.494, 116.843, 122.601, 125.621,
126.726, 128.796, 129.344, 134.124, 136.525,
147.872, 155.621, 157.305, 164.612. Haiineno, %:

apom?’
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C75.72;H6.79;N7.97,59.24. C ,H, N_S. Boruuc-

27724

neHo, %: C 75.86; H 6.90; N 8.05; S 9.19.

2,8-InmeTun-3-[2-(n-ToANJIMMHHO)NPO-
| -4-Me THITHOXUHOIHH (6¢). ITonyyen
n3 0.26 r coemuHenus 4¢. Beixon 0.26 r (74.7%),
1.1.139-140°C, R 0.56 (sTanon—xcumnon, 1:3).
Crnextp AMP 'H, 8, m.n.: 2.03 ¢ (3H, CH,), 2.35
¢ (3H, CH,), 2.61 ¢ (3H, CH,), 2.79 ¢ (3H, CH,),
2.88c (3H,CH,),4.41 ¢ (2H,CH,), 6.850 (2H,___,
J83TIm), 710 x 2H, . J 7.9 T), 7.40-7.52 m
(2H,..), 8.10 o (1H_ . J 8.0 I'n). Cnextp SIMP
BC,o,m.1.: 16.136, 18.012, 20.018, 21.125, 23.150,
39.653, 95.535,116.471, 120.253, 122.601, 125.105,
127.726, 128.596, 130.314, 133.312, 136.911,
139.789, 143.395, 148.872, 152.621, 157.305,
164.612. Haiigeno, %: C 75.97; H 6.83; N 8.13;
S 9.26. C,H,NS. Brruucneno, %: C 75.86;
H 6.90; N 8.05; S9.19.

2-Metuia-8-merokcu-3-[2-(n-ToAnIMMuHO)-
nponma]-4-meruinruoxunoaud  (6d).  ITonyuyeHn
u3 0.275 r coennnenus 4d. Beixon 0.26 1 (71.4%),
Tt 151-152°C, R, 046 (stanon—kcunon, 1:6).
Crnextp AMP 'H, 6, m.n.: 2.29 ¢ (3H, CH,), 2.35
¢ (3H, CH,), 2.60 ¢ (3H, CH,), 2.85 ¢ (3H, CH,),
4.00 ¢ (3H, CH,), 4.40 ¢ (2H, CH,), 6.64—6.69
M (2H, ), 6.88-6.92 M (2H,,,), 7.04 1 2H_ .
J82Tu), 7.34 n.n (14, /8.2, 7.8 T'm). Crexrtp
SAMP BC,4,m.ao.: 16.327, 18.012, 19.791, 21.218,
35.014, 55.794, 105.769, 119.285, 121.895, 122.187,
129.214, 129.571, 130.294, 130.316, 131.585, 136.
617, 136.878, 147.585, 147.695, 155.488, 157.193,
164.597. Haiineno, %: C 72.65; H 6.72; N 7.81;
S 8.80. C_H N.OS. Briuucneno, %: C 72.53;
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H 6.59; N 7.69; S 8.79.

SAKIIIOYEHUE

PazpaboTaH HOCTYIHBI cHOCOO MOIyYeHUS
HOBBIX NPOU3BOAHBIX oOcHoBaHus Iludpda —
2-MeTun-3-[2-(n-TOMUAUMUHO)TPOMUI | XUHO-
JINH-4-TUOJIOB U 2-MeTuJ-3-[2-(n-TOIUIMMIHO)
Oponui]-4-MeTUITUOXUHOJUMHOB  HAa  OCHOBE
3aMeIIeHHBIX B OCH30JIbHOM KOJblie 1-[2-MeTu-
4-MepKanTOXUHOIUH-3-UlI]- U 1-[2-meTun-
4-(METHIITUO)XUHOJMUH-3-UJI|TTpOMTaH-2-0HOB
KOHJIeHCAIeil KapOOHWILHOM TPYIITEI UCXOTHBIX
XUHOJIMHOB C aMMHOTPYIIINON #-TOJYUAUHA C BBI-
COKMMU BBIXOJAMM.

YcTaHOBIEHO, 4YTO TOJAYYEHME MCXOTHBIX
BEIIECTB 4-METUITUOTIPOU3BOIHBIX OCHOBAHMUS
Hndda MOXHO OCYIIECTBISITH 3 criocodbamMu: 2
MyTU 3aKJII0YAlOTCSl B METWJIMPOBAHUU COOTBET-
CTBYIOIIMX 4-MepKaIllTOXWHOJUHIIPOITaH-2-0HOB
B Pa3HbIX YCJIOBMSIX, a TPETMH TyThb BKJIIOYAeT
KUCJIOTHBIA TUAPOJU3 XJIOPAJUIUIBHOM TPYIIIIbI
3-(2-xnmopayni)-4-MepKanTOXUHOJIUHOB.

KOH®JIMUKT MHTEPECOB

ABTODHI 3asIBISIOT 00 OTCYTCTBMM KOH(MIUKTA
WHTEPECOB.

NHO®OPMALIUA Ob ABTOPAX

WUckyn JleBonosHa Anekcansd — ORCID ID
0000-0002-4039-2323

JIvnut [TannuHoBHa AMOapuymssH — ORCID ID
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Synthesis and Conversions of Benzo-Substituted
1-[2-Methyl-4-(methyltio)quinolin-3-yl|propan-2-ones
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Yerevan State University, ul. Aleka Manukyana, 1, Yerevan, 375025 Armenia
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New derivatives of Schiff bases were synthesized using 1-[2-methyl-4-mercaptoquinolin-3-yl]propan-
2-ones and 1-[2-methyl-4-(methylthio)quinoline substituted in the benzene ring-3- yl]propan-2-
ones as starting materials. To obtain the 4-methylthio derivatives of the Schiff base, the corresponding
4-mercaptoquinoline-propan-2-ones and 3-(2-chloroallyl)-4-mercaptoquinolines were first methylated,
followed by acid hydrolysis of the chloro allyl group in the latter samples.

Keywords: quinoline, methyl iodide, Schiff’s bases, methylthioquinoline, chloroallyl quinoline,
mercaptoquinoline, quinolyl propanones, sulfate hydrolysis, benzosubstituted quinolines, green chemistry
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