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Methyl-[1-p-chlorobenzoyl-SQmethoxy-2-methylindvole]-3-acetate (1). was
obtained as a fluffy white solid (251 mg, 67%) upon chromatography on silica gel

(EtOAc:hexanes; 20:80) followed by recrystalliiation from Et,0. ‘mp = 94-96 °C; 1H NMR
(CDCl3) § 7.65-7.68 (d, 2 H, J = 8.3 Hz, ArH), 7.45-7.48 (d, 2H J 8.4 Hz, ArH), 6.95- 6.96

(d, 1 H, J=2.2 Hz, ArH), 684687 (d 1 H, J=9.0 Hz, ArH), 664668 (dd 1 H, J 9OHZ
and 2.4 Hz, ArH), 3.84 (s, 3 H, CH3) 3.72 (s, 3H CH3) 367 (s, 2 H, CHy), 238 (s, 3 H,
CH3). _

Ethyl-[i-p-chldrobénzoyl-5;'met_llOXy-Z-me,thylindole]-'3-acetate' (2). was
obtained as a fluffy white solid (300 mg, 81%) upon chromatogrdphy on silica gel.

(EtOAc:hexanes; 10:90)'f0110WCd by reérystallization from Et;0O. mp = 100—101 °C; IH NMR
(CDC13)8765 -7.67 (4, 2H J=8.4Hz, ArH) 745-748 (d,2H,J = 84Hz ArH), 6.96-6.97 -

(d, 1 H, J = 2.4 Hz, ArH), 6.85-6.88 (d, 1 H, J 9.0 Hz, ArH) 664668(dd 1H,/=90H:z
and 2.5 Hz, ArH), 4.12-4.19 (q, 2 H,J= 7 1 Hz, CHy), 3.83 (s 3 H, CH3), 3.65 (s, 2 H,
CHy), 2.38 (s, 3 H, CH3), 1.24-1.28 (t, 3 H, J = 7.1 Hz, CHj).

Propyl -[1-p-chlorobenzoyl-5-methoxy-2- methylmdole] -3-acetate (3) was

- obtained upon chromatography on silica gel (EtOAc:hexanes; 10:90) as a yellow gum that

eventually solidified upon freezing (321 mg, 83%)‘. mp = 74-76 °C; 'H NMR (CDCl3) 8 7.64-

7.67(d, 2 H, J = 8.5 Hz, ArH), 7.44-7.48 (d, 2 H, J = 8.5 Hz, ArH),<v6.96-6.'97 d,1HJ=25 |

Hz, ArH), 6.85-6.88 (d, 1 H, J = 8.9 Hz, ArH), 6.64-6.68 (dd, 1 H, J ='8.9 Hz and 2.5 Hz

ArH), 4.03-4.08 (t, 2 H, J= 6.7 Hz, CH,), 3.83 (s, 3 H, CHz3), 3.66 (s, 2 H, CHz), 2.38 (s, 3

H, CH3), 1.58-1.70 (m, 2V-H, CH,), 0.88-0.93 (t,.3 H, J ='-7..5 Hz, CH3). ﬂ
Isopropyl-[1-p-chlorobe_nzoyl-S-methoxy-Z-methyli-ndole]-3-a¢etate ).

was obtained as a white crystalline solid (325 mg, 84%) upo;l -chrdmatography on silica gel

A(EtOAc hexanes; 10: 90) followed by recrsytalhzatlon with Et;0. mp =73-75 °C; H NMR.

(CDCI3)6763767(d 2H J = 8.5 Hz, ArH), 7.45-748 (d, 2 H, J 84Hz ArH) 696697
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(& 1 H, 7 = 2.5 Hz, ArH), 6.86-6.89 (d, 1 H, J = 8.9 Hz, ArH), 6.64-6.68 (dd, L H,J = 8.9 Hz

and 2.5 Hz, ArH), 4.99-5.03 (m, 1 H, CH), 3.83 (s, 3 H, CHy), 3.62 (s, 2 H, CHa), 237(s,3

HCH3)122124(d 6 H, 2 CHa). | - |
Butyl -[1-p- -chlorobenzoyl- 5 methoxy-2 methylmdole] 3 acetate (5)‘. was

obtained upon chromatography on silica gel (EtOAc hexanes 10:90) as-a yellow gum that

eventually sohdxfled upon freezmg (354 mg, 88%). mp =77- 78 °C; lH NMR (CDCl3) & 7. 63-

7.68 (d, 2 H, J—87HZ ArH), 7.44-7.49 (d, 2H,J 8.8 Hz, ArH), 6.96-6.97 (d, 1 H,J = 25.

Hz, ArH), 6.85-6.88 (d, 1 H, J = 9.0 Hz, ArH), 6.64-6.68 (dd, 1 H, J = 90Hzand25Hz
ArH), 4.07-4.12 (t, 2 H, J = 6.6 Hz, CH,), 3.83 (s, 3 H, CH3), 3.65 (s 2 H, CHy), 2.38 (s, 3
H, CH3), 1.56-1.65 (m, 2 H, CHy), 1.30-1.40 (m, 2 H, CH2) 0.87-0. 92 t,3 H J=173 HZ
CHs3). | ‘ : : | | : :
Pentyl-[l-p-chlorlobenzolyl-Semethoxy-2-methylindole]-3-acetate (6). w;cis
obtained upon chromatography on silica gel (EtOAc:hexénes; 20:80) as a yellow gum that
eventually solidifiéd upon freezing (326 mg, 91%). mp = 80-81 °C; 1H’ NMR (CDC13) 5 7.63-
7.67 (d, 2 H, J = 8.5 Hz, ArH), 745-748 d,2H,J= 90Hz ArH), 6.96-6.97 (d, 1 H, J=25
Hz, ArH) 6.85-6.88 (d, 1 H, J = 90HZ ArH), 6.64-6.68 (dd, 1 H J= 90Hzand25Hz
ArH), 4.06-4.11 (t, 2 H,J = 6.7 Hz, CH3), 3.83 (s 3H, CH3)' 3.65(s, 2 H, CH,), 2.38 (s, 3} '
H, CHj3), 1.56-1.63 (m, 2H CHjy), 1.20- 1.30 (m, 4 H, CH2) 083088 (t 3H,J=6.8'Hi,.
CHs). | » _ |
Hexyl-[1-p-chlorobenzoyl- -5- methoxy-2‘ me'th:ylivndole]-S-acetate: (7). was )
' 'obtamed upon chromatography on s111ca gel (EtOAc hexanes 10; :90) as a yellow gum that
eventually SOlldlfled upon freezing (290 mg, 79%). mp = 62-64 °C; IH NMR (CDCl3) § 7.64-
17.67 (d,2 H,J = 8.5 Hz, ArH), 7.45-748 (d,2 H, J = 9.0 Hz, ArH), 6.96-6.97 (d 1H,J=25.

Hz, ArH), 6.84-6.87 (d, 1H J= 90Hz ArH), 6.64-6.67 (dd'lH J—90Hzan<_12.5Hz,_

ArH), 4.06-4.11 (t, 2 H, J 6.7 Hz, CH2) 3.83 (s, 3 H, .CH3), 3.65 (s 2 H, CHjy), 2.38 (s, 3
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H, CHs), 1.58-1.63 (m, 2 H, CHp), 1.25-1.33 (m, 6 H, CHy), 0.83-0.87 (t, 3 H, J = 6.8 Hz,

CHs). . | | |
Cyclohexyl-[1-p-chlorobenzoyi-5-methoxy-Z;methylindoie]-3-acetate (8).

was obtained upon chfomatography on silica gel (Et_OAc:hexanés; 10:90) as a ﬂuffy white solid

(455 mg, 93%). mp = 129-130 °C; 'H NMR (CDCls) § 7.63-7.67 (d,2H, J =8.7 Hz, ArH),

745747 (4, 2 H, J = 8.5 Hz, AtH), 6.97-6.98 (d, 1 H, J = 2.5 Hz, ArH), 6.86-6.89 (d, 1 HJ
=9.0 Hz, ArH), 6.64-6.68 (dd, 1 H J= 9.0 Hz and 2.5 Hz, ArH), 4.76-4.78 (m, 1 H, CH),
- 3.83 (s, 3 H, CH3), 3.63 (s, 2 H, CHy), 2.37 (s, 3H CH3) 1.79-1.83 (m 2 H, CH2) 1.65-
1.68 (m, 2HCH2)128153(m6H CHy). _ |
Cyclohexylethyl-[1-p-chlorobenZoyl-5-methdxy-Z-mathylihdole]-3-acetate
(9). was obtained upon chromatography on silica gel (EtOA’c:hexanes; 10:90) as a yellow solid

(390 mg, 96%). mp = 94-95 °C; 'H NMR (CDCl3) § 7.64-7.67 (d, 2 H, J = 8.5 Hz, ArH),

7.45-7.48 (d, 2 H, J = 8.5 Hz, ArH), 6.96-6.97 (d, 1 H, J =24 Hz,'ArH), f6.84-6.87- (d,1H,J
- =9.0 Hz, ArH), 6.64-6.68 (dd, 1 H, J =9.0 Hz and 2.5 Hz, ArH), 4.10-4.15 (t, _'2 H,J = 6.8
Hz, CH,), 3.83 (s, 3 H, CH3), 3.65 (s, 2 ﬁ, CHp), 2.38 (s, 3 H, CH3), 1.62-1.6_5 (m, 5 H,
CH; and CH), 1.46;1.52 (g,2 H, CH,), 1.09-1.27 (m, 4 H, CHy), 0.84-0.91 (rri, 2H, CHZ). :
Heptyl-[1-p- chlorobenzoyl S-methoxy-2- methylmdole] 3-acetate  (10). was

obtained upon chromatography on sﬂlca gel (EtOAc hexanes; 5: 95) as a yellow solid (342 mg,
89%). mp =70-72 °C; H NMR (CDCl3) 6 7.64-7.67 (d, 2 H, J = 8.5 Hz, ArH), 7.45-7.48 (d,

2H,J= 8.4 Hz, ArH), 6.96-6.97 (d, 1 H, J = 2.4 Hz, ArH), 6.85-6.88 (d, 1 H J= 9;0l Hz,
ArH), 6.64-6.67 (dd, 1 H,/=9.0Hz and 2.5 Hz, ArH), 4.06-4.11 (t, 2°H, J = 6.7 Hz, CH,),
3.83 (s, 3 H, CHzs), 3.65 (s, 2 H, CHz'),’ 2.38 (s, 3 H, CH3), 1.56-1.63 (m, 2 H, CHy), 1.23-
1.27 (m, 8 H, CH2)083088(t3HJ 7.0-Hz, CH3).
Butoxyethyl [1-p- chlorobenzoyl 5-methoxy-2- methylmdole] 3 acetate (11)..

was obtained upon chromatography on silica g_el (EtOAc.hexanes, 10:90) as a yellow oil which
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soldified upon freezing (368 mg, 96%). mp = 58-59 °C; 1H NMR (CDCl3) 8 7.65-7.68 (dd, 2

H, J = 6.7 Hz and 1.9 Hz, ArH), 745-748(dd 2 H, J = 6.8 Hz and 2.0 Hz, ArH) 696697
(d, 1 H, J = 2.5 Hz, ArH), 6.85-6.88 (d, IH J=9.0 Hz, ArH) 6.64-6.68 (dd, IH J= 91Hz
and25Hz ArH), 4.24-4.27 (3 2H,J= 48Hz CH,), 3.84 (s, 3 H, CHs), 3.70 (s, 2 H, CHy),"
360364(t 2 H, J = 4.7 Hz, CHy), 3.40-3.45 (¢, 2 H, J = 6.6 Hz, CHy), 2.38 (s, 3 H, CH3)
1.50-1.56 (m, 2 H, CHy), 1.26-1.37 (m, 2 H, 'CHZ), 0.88-0.92 (t,3H,J =173 Hz, CH3). .
Trans;Hdptenyl-[l-p-chloroben_zoyl-5-methoxy-2-methylindole]-S-acetate
(12). was obtained upon chromatography on silica gel '(EtOAc:hexanes; 10:90) as a yellow oil

which solidified upon freezing (380 mg, 97%). mp = 76-78 °C; 'H NMR (CDCl3) $ 7.64-7.67

(d, 2 H,J=8.5Hz, ArH) 7 A45-7. 48 (d,2H,J=85 Hz ArH), 6.95-6.96 (d, 1 H,J=24Hz,
ArH), 6.85-6.88 (d, 1 H, J = - 9.0 Hz, ArH), 6.64-6.68 (dd, 1H J= 90Hzand25Hz ArH),
5.69-5.77 (m, 1H olefinic H), 5.49-5.59 (m, 1 H, oleflmcH) 453 455 (d 2H,J= 65Hz
CH2), 3.83 (s, 3 H, CHz3), 3.66 (s, 2 H, CH2) 2. 38 (s, 3H, 'CH3) 2.00—2.06. (m, 2 H, CH2),
1.23-1.36 (m, 4 H, CH2), 085 0.90 (t, 3H J = 7.0 Hz, CHj).

Hept-2-ynyl-[1-p- -chlorobenzoyl-S- methoxy -2- methylmdole] -3-acetate (13) 4

was obtained upon chromatography on sﬂwa gel (EtOAc:hexanes; 5:95) as a yellow oil which

solidified upon freezing (317 mg, 81%). mp = 77-19 °C 'H NMR (CDCl») 8 7.65-7.67 (d 2 H,

J = 8.4 Hz, ArH), 745 748 (d 2.H, J = 8.4 Hz, ArH), 6.96-6.97 (d, 1 H, J = 2.4 Hz, ArH),
6.85-6.88 (d, 1 H, J=9.0 Hz, ArH) 664668 (dd, 1 H, J = 9.0 Hz and 2.4 Hz, ArH), 4.68-
470 (t, 2 H, J = 2.0 Hz, CHy), 3.84 (s, 3 H, CHa), 3.70 (s, 2 H, CHy), 238 (s, 3 H, CH3)
2.18-2.23 (m, 2 H, CH2) 1.31-1.52 (m, 4 H, ‘CH2), 0.87-0.91 (t, 3 H, J = 6.9 Hz, CH3).

2- (Hept -4-ynyl)-[1-p- chlorobenzoyl -5- methoxy-2 methylmdole] -3-acetate

(14). was obtamed upon chromatography on silica gel (EtOAc hexanes; 5 95) asa ycllow oil

(329 mg, 84%) mp 69- 71 °C;, H NMR (CDCls3) & 7.64-7.67 (d, 2 H J=85 Hz ArH),

7.45-7.48 (d, 2H J=18.5Hz, ArH), 6.96-6.97 (d, 1 H, J = 24HZ ArH) 6.86-6.89 (d, 1 H, J
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= 9.0 Hz, ArH), 6.64-6.68 (dd, 1 H, J = 9.0 Hz and 2.4 Hz, ArH), 4.94-5.02 (m, 1 H, CH),
3.83 (s-',' 3 H, CH3), 3.64 (s, 2 H, CHZ), 2.33-2.47 (m mcrged with a s, 5. H, CH2 and CHj3),
204213 (m, 2 H, CHy), 1.29-131 (&3 H, J = 63 Hz, CHy), 1.04-1.09 (t, 3H,J = 7.4 Hz,
CHy). o - |
Octyl-[1-p-chlor6benzoy.l-Sfmethoxj;hl:‘methylin‘dﬂole']-3-acetate (15). was
obtained upon chromatography on silica gel (EtOAc:hexaneS' 5:95) as\a. yellow gum which |

solidified upon freezing (355 mg, 90%) mp 56 57 °C; H NMR (CDC13) 8 7.64- 7.67 (d, 2 H

J = 8.5 Hz, ArH), 7.45-7.48 (d 2H,J= 84Hz ArH), 696697 (d 1H, J 24Hz ArH)
685 6.87 (d, lH J= 90Hz ArH), 6.64-6.67 (dd, 1 H,J = 90Hzand25Hz ArH), 406-
4.10 (t, 2 H, J = 6.6 Hz, CH2),. 3.83 (s, 3 H, CH3), 3.65 (s, 2 H, CHp), 2.38 (s, 3 H, CHj),
1.58-1.62 (m, 2 H, CHy), 1.23-1.24 (m, 10 Hﬁ CHy), O 84-0 88 (t, 3 H, J = 7.1 Hz, CHj).

| N-(4 -Ethylmorpholino)-[1-p- chlorobenzoyl 5- methoxy 2-methylindole]- 3-

acetate (16). was obtamed upon chromatography on silica gel (EtOAc: hexanes; 40 60) as a

yellow oil which solldlﬁed upon freezing. (3_48 mg, 86%). mp = - 83-84 °C; H NMR (CDCl3) &

7.63-7.66 (d, 2 H, J =284 IfIz,'ArH), 7.44-7.47 (d, 2 H,J = 8.4 Hz, ArH), 6.94-6.95(d, 1 H,J
= 2.4 Hz, ArH), 6.81-6;84 (d, 1 H, J= 9.0 Hz, ArH), 6.63-6.66 (dd, 1 H, J = 9.0 Hz and 2._4
Hz, ArH), 4.20-4.24 (t,2H,J= 58 Hz, CHy), 3.82 (s, 3 H, CH3), 3.66 (s, 2 H, CHy), 3.58-
3.61(t,4H,J=4.8Hz, 2 CHy), 2.55-2.59 (t, 2 H, 'J = 5.7-Hz,- CHz),'2.38-2.40 (s merged with
at,7H, CHs and 2 CHy). |
' N-(tert-Butoxycérbonyl)amiﬁoethyl‘j;[1-p-éhlorobenz.oyl-Sf‘meth('gxy-.Z;

. methylindole]-S-acetate (17). was obtained upon chrornatogréphy on silica gel
(EtOAc:hexaneé; 30:70 and then_60:40) asa palé yellow oil which eventually solidified upon

freezing (221 mg, 53%). mp = 108-1 10 °C; 'H NMR (CDCl3) § 7.65-7.68 (d, 2 H, J = 8.4 Hz,

ArH), 7.46-7.49 (d,2 H,J = 85Hz ArH), 6.95-6.96 (d, 1 H, J = 2.4 Hz, ArH)685688(d
1H,J=90Hz, ArH) 6.65-6.69 (dd, 1 H, J = 90Hzand25Hz ArH)465(bslH NH),
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4.14-4.18 (t, 2 H, J = 54 Hz, CH,), 3.84 (s, 3 H, CH3), 3.68 (s, 2 H, CHy), 3.36-3.38 (m, 2
H, CH,), 2.39 (s, 3 H, CHy), 142 (s, 9 H, CH). |

Phenyl- [l-p -chlorobenzoyl-5- methoxy -2- methylmdole] -3- acetate (18) ‘was
obtained upon chromatography on silica gel (EtOAc hexanes 20: 80) as a crystalline whlte solid 4
(155 mg, 43%). mp =138-140 °C; 'H NMR (_CDC13) d 7.66-7.68»(d, 2H,J= 8.4_Hz, ArH),
.7.45-7.48 (d,2H,J =85 Hz ArH), 7.33-7.38 (m, 2 H ArH), 7.03-7.06 (m, 3 H, ArH), 6.87-
690(d,1H,J=90 Hz,vArH), 6.67-6.71 (dd, 1 H,/=9.0 Hz ahd 2.5 Hz, ArH), 3.90 (s, 2 H,
CHy). 3.83 (5, 3 H, CHy), 245 (s, 3 H, CH). | |

B-Naphthyl-[1-p- chlorobenzoyl -5-methoxy-2- methylmdole] -3-acetate (19)

was obtained upon chromatography on silica gel (EtOAC'hexaneS' 20:80) asa crystalhne yellow

solid (166 mg, 41%). mp = 70-72 °C H NMR (CDC13) 37. 82—7 85 (d,2 H, J 8.9 Hz, ArH),

4776779(m1H ArH)768771(d 2 H,J=282Hz, ArH)754755(d1HJ—18HZ
VArH) 746750(m 4 H, ArH)717721(dd1HJ 89Hzand21Hz ArH)710711
(leJ 2.3 Hz, ArH), 690693(d1HJ 91HzArH)669673(dleJ 89Hz
and22Hz ArH), 3.97 (s, 2H CH2)385(S 3H CH3) 249(s 3H CHj). A

o-Naphthyl-[1-p- chlorobenzoyl -5-methoxy- 2 methylmdole] -3- acetate (20).

was obtained upon chromatography on silica gel (EtOAC'hexaneS' 30:70) as a crystallme white

solid (378 mg, 93%). mp = 118-120 °C; 'H NMR (CDC13) 57. 82 7.85(d, 1 H, J = 8.9 Hz,

ArH) 7.61-7.71 (m, 3 H; ArH) 741 -7.49 (m, 6 H, ArH), 737739(m 1H, ArH) 7.22-7.24
d,1H,J= - 7.2 Hz, ArH), 6.91-6.94 (d, 1 H, J = 9.0 Hz, ArH), 6.70-6.74 (dd, 1 H, J = 8.9 Hz
and 2.2 Hz, ArH), 4.07 (s, 2 H, CHy), 3.82 (s, 3 H, CHa), 2.51 (s, 3 H, CHy). -

3,5-(Dimethyl)-[1-p-chlorobenzoyl-S-methoxy-Z-nrethylindole]-3-acetate

(21). was obtained upon chromatography on silica gel (EtOAc:hexanee; 20:80) asa yellow oil -

that solidified upon freezing (219 mg, 54%). mp = 143-145 °C; IH NMR (CDCl3) & 7.67-7.69
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(d, 2 H, J = 8.3 Hz, ArH), 7.46-7.49 (d, v2 H, J = 8.4 Hz, ArH), 7.05-7.06 (d, 1 H, J = 2.4 Hz,
ArH), 6.89-6.92 (d, 1 H, J =9.0 Hz, ArH), 6.85 (s, 1 H, ArH), 6.67-6.71 (m, 3 H, ArH), 3.88
(s, 2 H, CHp), 3.84 (s 3'H, CH3), 2.45 (s, 3 H, CH3), 2.29 (s, 6 H, 2 CHjy).

2- (Phenylethyl) -[1-p-chlorobenzoyl-5- -methoxy-2- methylmdole] 3- acetate

(22). was obtained upon chromatography on silica gel (EtOAc:hexanes; 20:80) as a yellow oil
that solidified upon freezing (393 mg, 95%). mp = 81- 83 °C; 1H NMR (CDCl3) § 7.61-7.64 (dd,

2H,J= 84Hzand16Hz ArH), 7.41- 744(dd 2H,J=85Hzand 1.9 Hz, ArH) 716 7.24
(m, 2 H, ArH), 7.03-7.06 (d, 2 H, J = 8.0 Hz, ArH), 6.97-6.98 (d, 1 H, J=2.4 Hz, ArH),
6.83-6.86 (d, 1 H,J= 9 0 Hz, ArH), 6. 64-6 68 (dd, IVH J=9.0 Hz and 2.5 Hz, ArH), 4.08-
412 (t,2H,J= 64Hz CH2) 3.81 (s, 3H CH3), 3.65 (s, 2H CH,), 2.55- 260(t 2H J=
8.1 Hz, CHy), 2.39 (s, 3 H, CH3), 1.87-1.96 (m, 2 H, CHy).

| 2- (Methylmercapto)phenyl-[l-p-chlorobenzoyl-S-méthoxy-Z-méthylindo-le]-‘ ‘
3-acetate (24) was obtained upon chromatography on silica gel (BtOAc: hexanes 15:85) as a

off-white solid (335 mg, 85%). mp = 147- 148 °C: H NN[R (CDCl13) 8 7. 67-7.70 (dd, 2 H, J—

6.5 Hz and 1.8 Hz, ArH), 7.46-7.49 (dd,2 H, J = 6.8 Hz and 1.9 Hz ArH), 7.17-7.26 (m, 3 H,
ArH), 7.02-7.05(dd, 1 H, J = 77Hzand12Hz ArH) 6.90-6.93 (d 1 H, J = 8.9 Hz, ArH),
6.68-6.72 (dd, 1H J= 91Hzand25Hz ArH), 3.98 (s, 2H CH,), 3.86 (s 3H CHj), 247
(s, 3H, CH3), 2.38 (s, 3 H, CH3) ESI-CID 480 (MH") m/z 312, 139. '
4-(Methoxy)phenyl-[1-p-chlorobe‘nzoyl-S-meth'oxy 2- mefhy’lindole] 3-
acetate (25) was obtained upon chromatography on silica gel (EtOAc hexanes; 20:80) as a

yellow oil that sohdlﬁed upon freezmg (355 mg, 88%). mp = 136-138 °C IH NMR (CDC13) o

7.65-7.69 (d, 2 H, J = 8.5 Hz, ArH), 7.46-7.48 (d, 2 H, J= 8.5 Hz, ArH), 7.04-7.05(d, 1 H, J"
= 2.4 Hz, ArH), 6.84-6.98 (m, 5 H, ArH), 6.67-6.71 (dd, 1 H, J = 9.0 Hz and 2.5 Hz, ArH),
3.88 (s, 2 H, CHy), 3.83 (s, 3 H, CH3), 3.78 (s, 3 H, CHj3), 2.44 (s, 3 H, CH3). ESI-CID 464

(MH"), m/z 312, 139.
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A 4-(Acetamido)phenyl-[l-p-chlorobenzoyl-S-methoxy-2-methylil_1-dole]-3- .
acetate (26). was ohtaincd upon chromatography on silica gel (EtOAC'heXaneS' 20:80 then '

70:30) as a yellow solid (345 mg, 83%) mp =191-193 °C; 1H NMR (CDC13) 8 7 66-7.69 (dd,

2H,J=8.5Hz and 1.8 Hz, ArH), 7.46-7.49 (m, 4 H, ArH) 7.16 (bs,.1 H, NH), 699704(m
3 H, ArH), 6.87-6.89 (d, 1H,J=90 Hz, ArH), 6.67-6.71 (dd, 1 H, J = 8.9 Hz and 25 Hz,
ArH‘), 3.88 (s, 2 H, CHy), 3.83 (s, 3_7 H, CH3), 244 (s, 3 H, CHj), 2.04 (s; 3 H, CHj). ESI-
© CID 491 (MH"), m/z 312, 139, R - |
4 (Fluoro)phenyl -[1-p- chlorobenzoyl -5-methoxy-2- methylmdole] -3- acetate

(27). was obtained upon chromatography on silica gel (EtOAc ‘hexanes; 10.90) as a off-white

~solid (359 mg, 95%). mp = 143-144 °C; H NMR (CDCl3) 8 7.66-7.69 (dd 2H, J 8.5Hz .

and 1.8 Hz, ArH), 746 749 (dd, 2 H, J = 85Hzand19Hz ArH) 7.01 704 (m, 5 H, ArH)
6.86-6.89 (d, 1 H, J = 9.0 Hz, ArH) 6.67-6.71 (dd, 1 H, J = 9.0 Hz and 2.5 Hz, ArH), 3.89 (s,
2 H, CHy), 3.83 (5, 3 H, CHy), 245 (s, 3 H, CHy) o o

@3- Pyrrdyl) <{1-p-chlorobenzoyl-5- methoxy-Z methylmdole] 3 acetate (28)

was obtained upon chromatography on sﬂlca gel (EtOAc hexanes 20: 80) asa ycllow 011 that

sohdlfxed upon freezmg (191 mg, 67%). mp = 134- 136 °C 1H NMR (CDCls) 6 8.46-8.47 (d, 1

H, J=4.6 Hz, pyndyl -H), 8.39- 840 (d,1H,J=25Hz, pyrrdyl H), 766 7.68(d,2H, /=84
"Hz, ArH), 7.43-7.48 (d and m 3 H, 2 ArH, J 85Hzand1pyr1dylH) 728 732 (m, 1 H,
pyridyl-H), 7.02-7.03 (d, 1 H,J = 2.4 Hz, ArH), 6.85-6.88 (d, 1 H, J = 9.0 Hz, ArH), 6.67-
6.70 (dd, 1H,J= 9.0 Hz and 2.5 Hz, ArH), 3.93 (s, 2 H, CH,), 3.83 (s, 3 H, CH3), 2.46 (s,b3 :
H, CHa). | - | o
N-Methyl-[1-p- chlorobenzoyl -5- methoxy-Z methylmdole] -3- acetamlde

(29) was obtamed upon chromatography on silica gel (EtOAc hexanes; 10: 90 thcn 50:50) asa-

bright yellow solid (271 mg, 79%). mp = 187-189 °C; 1H NMR_(CDC13) d .7.64—7.67 (dd, 2 H,

J = 6.6 Hz and 1.9 Hz, ArH), 7.47-7.50 (dd, 2 H, ] = 6.7 Hz and 1.9 Hz, ArH), 6.88-6.89 (dd;
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1 H,J=9.1 Hz and 2.5 Hz, ArH), 6.84—6.87 (d,1H,J= 9.0 Hz',_ArH),.v6.68‘-‘6.7'2 (dd, 1 H, J =
9.1 Hz and 2‘5 Hz, ArH), 5.22 (bs, 1 H, NH) 3.83 (s, 3 H, CHj), 3.65 (s, 2 H CH,), 2.75-
276 (d,3H,J = 48Hz CH), 2.39 (s, 3H, CH,). |

N N-Dlmethyl [1-p-chlorobenzoyl-5- methoxy -2- methylmdole] 3-acetamide
(30). was obtained upon,chrom.taography on silica gel (EtOAc.hexanes, 20:80 then 60:40):as a

white solid (195 mg, 61%). mp = 177-178 °C; 1H NMR (CDCl3) ‘5 7.65-7.69(dd,2H,J=6.7

Hz and 2.0 Hz, ArH), 7.44-7.48 (dd, 2 H, J = 6.‘8_ Hz and 2.0 Hz, ArH), 7.00-7.02 (d, 1 H, J =
2.4 Hz, AtH), 6.79-6.84 (d, I H, J = 9.0 Hz, ArH), 6.62-6.67 (dd, 1 H, J = 9.0 Hz and 2.4 Hz,
. ArH), 3.82 (s, 3 H, CH,), 3.71 (s, 2 H, CH,), 3.08 (s, 3 H, CH,), 2.98 (s, 3 H, CH,), 2.38 (s,
‘3 H,CH,). | | o
N,N-Diethyl-[1-p-chlorobenzoyl-5- methoxy -2- methylmdole] 3-acetamide
(31). was obtained upon chromtaography on silica gelv(EtOAc:hexanes; 20:80 then 50:50) as a

white solid (229 mg, 66%). mp = 138-139 °C; 'H NMR (CDCls) & 7.64-7.68 (dd, 2 H, J = 6.7

Hz and 1.9 Hz, ArH), 7.44:7.48 (dd, 2 H, J = 6.9 Hz and 2.0 Hz, ArH), 7.01-7.03 (d, 1 H, J =
2.4 Hz, ArH), 6.79-6.83 (d, 1 H, J = 8.9 Hz, ArH), 6.61-6.66 (dd, 1 H, J = 9.0 Hz and 2.5 Hz,
ArH), 3.82 (s, 3 H, CH,), 3.70 (s, 2 H CH,), 3.33-3.45 (m, 4 H, 2 CH,), 2.38 (s, 3 H, CH,),
1.09-1.19 (m, 6 H, 2 CH,). | |

~ N-Octyl-[1-p- chlorobenzoyl 5- methoxy 2- methylmdole] 3-acetamide (32).

was obtained upon chromatography on silica gel (EtOAc:hexanes; 30:70) as a yellow solid (164
mg, 42%). mp = 109-111 °C; 'H NMR (CDCL,) § 7.62-7.65 (d, 2H, J= 8.2 Hz, ArH), 7.46-
7.49 (d, 2H, J= 8.2 Hz, ArH), 6.85-6.89 (m, 2H, ArH), 6.68-6.71 (d, 1H, J= 8.9 Hz, ArH),
5.67 (s, 1H, NH), 3.82 (s, 3H, CH,), 3.64 (s, 2H, CH,), 3.16-3.22 (m, 2H, CH,), 2.38 (s, 3H,

CH,), 1.39 (m, 2H, CH,), 1.19 (m, 10 H, SCH,), 0.83-0.88 (t, J= 6.2 Hz, CH,).
N-Nonyl-[1-p-chlorobenz’o_yl-S-methoxy-Z-methylinddle]-3-acéta~mide (33);

was obtained upon chromatography ‘on silica gel (EtOAc:hexénes; 30:70) as ayellow solid (191
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mg, 47%).%). mp = 128-130 °C; "H NMR (CDCl, ) 8 7.64-7.67 (d, 2H, J= 8.4 Hz, ArH), 7. 47-

71.50 (d, 2H, J= 8.4 Hz, ArH), 6.89 (s, 1H, ArH), 685688(d J—89Hz ArH) 6.68-6.72 |
(dd lH J=9.0 Hz and 2.4 Hz, ArH) 5.60-5.63 (bt, J= 5.3 Hz, NH) 382(s 3H, CH,), 3.64
(s, 2H, CH,), 3.16-3.22 (m, 2H, CH,), 2.38 (s, 3H, CH,), 136141(m 2H, CH) 1.19-1.28
(m, 12H, 6CHZ)084089(t J—65Hz CH,).

N-3- (Chloropropyl) [l-p chlorobenzoyl 5- methoxy 2- methylmdole] 3-

_ acetamide (34) was obtained upon chromatography on srhca gel (EtOAc: hexanes 30:70) as a

off-whlte sohd (153 mg, 40%) mp = 162-164 °C; "HNMR (DMSO- d) & 8 11 (bs lH NH)

762769(m 4H, ArH), 7.09 (s, 1 H. ArH), 6.92-6.95 (d,'1 H, J =89 Hz, ArH), 6.68- 6.71
(d, 1H,J=_8.8Hz, ArH) 3.80 (s, 3H, CH,), 3.58-3.67 (t, 2H J =63 Hz, CH,), 3.52 (s, 2H
CHZ) 315317(m 2 H, CH,), 220(3 3H, CH,), 181 1.85(t, 2 H, J—65Hz CH)

N Methoxycarbonylmethyl [1-p- chlorobenzoyl 5- methoxy 2 methylmdole]-

3- acetamlde (37) was obtamed upon chromatography on silica gel (EtOAc hexanes 30:70) as

a yellow sohd (265 mg, 76%). .mp = 138-140 °C H NMR (CDCI ) 8 7.66-7.68 (dd 2H,J=.

6.7 Hz and 1.7 Hz, ArH), 7.47—7._50 (dd, 2 H, J= 6._9 Hz and 1.9 Hz, ArH), 6.92-6.95 (m, 2 H,
ArH), 6.70-6.73 (m, 1 H, ArH), 6.03 (bs, 1 H, NH), 3.98-4.00 (d, 2 H,J=55 Hz, CH,), 3.84
(s, 3. H, CH3), 3.71 (s, 3 H, CH,), 3)69 (s, 2°H, CHZ), 2;38‘(s, 3 H, CH,).
;N-2-(2-L-Methoxycarbonylethyl)-[1-p-chlorobenzoyl-S-methoxy-2-
methylindole]-3-acetanride (38). ~was obtained upon' chromatography on silica gel

(EtOAc:hexanes; 30:70 and then 50}:50) as a yellow solid (300 mg, 84%). mp = 149-151 °C; 'H o
NMR (CDCl,) 8 7.67-7.70 (dd, 2 H, J = 8.5 Hz and  1.85 Hz ArH), 7.47-7.50 (dd, 2 H, J = 8.4

Hz and19Hz ArH), 6.91-6.96 f(m'z'H ArH), 6.69-6.73 (m, 1 H, ArH), 6. 16-6. 18 (d, 1 H, J
= 7.4 Hz, NH), 4.57-4.62 (m, 1 H, CH), 3.83 (s, 3 H, CH3) 370(s 3 H, CH,), 365(s 2H

CH,), 2:37 (s, 3 H, CH) 132134(d 3 H,J=172Hz, CH,).
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N-2-(2-D-Methoxycarbonylethyl)-'[1-p-chlorobenz'oyl-5-metho_xy-2-

methylindole]-3-acetamidé 39). was obtained upon chromatography on silica gel
(BtOAc:hexanes; 40:60) as a yellow solid (803 mg, 67%). mp = 149-151-°C; 'HNMR (CDCL) 6

7.67-7.70 (dd, 2 H, J = 8.5 Hz and 1.85 ﬁz ArH), 7.47-7.50 (dd, 2 H, J = 8.4 Hz and 1.9 He,
ArH), 6.91- 696 (m, 2 H, ArH), 6.69-6.73 (dd 1 H, ArH) 6.16- 618 (d, lH J= 74Hz NH),
457462(m 1 H, CH), 3.83 (s, 3H CH3) 370(s 3H CH) 365 (s 2H CH,), 2.36 (s, 3
‘HCH)132134(d3HJ 72HzCH) 4 -
N-(2-Ph_ene'thyl)-[1-p-'chlorobenz()yl-5-methoxy-Z-mothylihdole]-3-
acetamide (40). was obtained hpon' chromatography on silica gel _(EtOAc:hexanes; 30&70) a.s a
bright yellow solid (169 mg,» 44%). mp = 148-150 °C; 'HNMR (CDC13) § 7.58-7.60 (d, J= 8.4

Hz, ATH), 7.46-7.48 (0, 2H, J= 85 Ha, AT, 7.12-7.14 (m, 3H, ArH), 6.85-6.95 (m, 4H,
ATH), 6.69-6.73 (dd, 1H; J= 8.9 Hz and 2.4 Hz, ArH), 5.61 (s, 1H, NH), 3.81 (s, 3H, CH,),
3.59 (s, 2H, CH,), 3.43-3.49 (m, 2H, CHZ),.2.68-2.72 (t, 2H, J= 6.7 Hz, CH,), 2.04 (s, 3H,
CH,). ESI-CID 461 (MH+), m/z 443,312, 139. | o L
"N N-(Methylphenethyl) [l-p chlorobenzoyl -5- methoxy -2- methylmdole] -3

‘acetamide (41). was obtamed upon chromatography on silica gel (EtOAc hexanes; 50:50) as a

yellow solid (288 mg, 72%) mp = 61 -63 °C; lH NMR (CDCl ) 6 7.64- 7.67 (d, 2H, J= 8 4 Hz,

ArH), 7.45- -7.48 (d, 2H, J= 85Hz ArH), 702 (d, 1H, J—24Hz ArH) 681 684 (d 1H, J=
9.0 Hz, ArH), 663 6.66 (dd, 1H, J—90Hzand25Hz ArH) 382(s 3H CH) 3.71 (s 2H, .
CH,). 357360(t 2H, J= 5.4 Hz, CHZ) 343 3.46 (t, 2H J=5.3 Hz, CH2) 2.38 (s, 3H,_
CH) 1.59-1.61 (m, 2H, CH) 1.52-1.53 (m, 2H, CH,), 1.42-1.43 (m, 2H, CH)

N Plperldmyl -[1-p- chlorobenzoyl -5- methoxy -2- methylmdole] -3- acetamlde

(42). was obtamed upon chromatography on silica gel (EtOAc: hexanes 40 60) as a pale yellow

solid (146 mg, 41%). mp = 161 163 °C lHNMR(CDCI )6 7.64-7.67 (d, 2H, J= 8.4 Hz

ArH) 7.45-7.48 (d 2H J—85Hz ArH) 702(d 1H; J= 2.4 Hz, ArH), 681684(d lH J—

12
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9.0 Hz, ArH), 6.63-6.66 (dd, 1H, J=9.0 Hz and 2.5 Hz ArH), 3.82 (s, 3H, CH,), 3.71 (s, 2H,

CH,), 3.57-3.60 (t 2H, J= 5.4 Hz, CH,), 3.43-3.46 (t. 2H, J=53 Hz, CHZ), 2.38 (s, 3H,

CH,), 1.59- 1.61 (m, 2H, CH,), 152153(m 2H, CH,), 142143(rn 2H, CH) |
N-Morpholidino-[1-p- chlorobenzoyl -5- methoxy -2- methylmdole] 3.

acetamide (43). was obtained upon chromatography on silica gel (EtOAc.hexanes 50.50) asa

white solid (218 mg, 61%) mp = 166- 167 °C; lHNI\/IR (CDCl ) 5 7.64-7. 68 (d, 2H, J— 8.45

Hz, ArH) 7.45-7.49 (4, 2H, J= 84Hz ArH) 6.97-6.98 (d 1H, J-24Hz ArH) 678 6.82
(d, 1H, J_89Hz ArH), 6.62-6.68 (dd, 1H, J= 9.0 Hz and 2.5 Hz, ArH) 382(s 3H CH)
3.71 (s, 2H, CH,), 3.55 (s, 4H, CHz) 3.53 (m 4H, CH,), 2.39 (s, 3H CH)

N-(2- Methylbenzyl) -[1-p-chlorobenzoyl-5- methoxy-?. methylindole]-3-
acetamide (45). was obtamed upon chromatography on silica gel (EtOAc hexanes; 50: 50) asa

~ yellow solid (218 mg, 5_6%). mp = 177-179‘°C; _H NMR A(CDC13) B 7.60-7.61 (d, 2H, J= 8.1

Hz, ArH), 7.44-7.46 (d, 2H, J= 8.1 Hz, ArH), 7.06—7.15 (m,‘4H, A_rH), 6.83-6.89 (m, 2H,
ArH), 6.67-6.70 (d,. 1H, J= 8.1 Hz, ArH), 5.84 (s, 1H, NH), 4.40-441 (d, 2H, J= 53 Hz,
CH3), 3.79 (s, 3H, CH3), 3.70 (s 2H CH2) 2.37 (s, 3H, CH3), 2.19 (s, 3H CH3)

N-(4 Methylbenzyl)-[1-p-chlorobenzoyl-5- methoxy 2- methylmdole] 3-
“acetamide (46). was obtained upon recrystalhzatlon f;om methanol as a yellow solid (142 mg,
37%). mp = 191-192 °C; 'HNMR (CDCL,) § 7.63-7.60 (d, 2H, J= 8.5 Hz, ArH), 7.46.7.44 (d,
2H, J=8.4 Hz, ArH),V7.08—7.01 (m, 4H, ArH), 6.88 (s, 1H, ArH), 6.87-6.85 (d, 1H, J-# 6.3
Hz, ArH), 6.71-6.67 (dd, 1H, J=9. O Hz and 2.4 Hz, ArH), 5.89 (bf 1H, NH), 4.38-4.36 (d,
2H, J= 5.9 Hz, CH,), 3.78 (s, 3H, CH) 369(s 2H, CH) 235 (s, 3H, CH) 2.30 (s, 3H,
CH3)
| N-[(R)-oc,4-Dimethyl‘be‘r_1zybl]-[-1-p-éhlorobehzoyl-S-m'etho.xy-Z.-
methylindole]-3-acetamide (47). was obtained upon recfystallizgtion frérh methaﬁol to yiela :

a pale yellqw soild (124 mg,‘ 31%). mp = 201-202 °C; '"H NMR (CDCl,) 6 7.62-7.64 (d, 2H, J=

13
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84Hz ArH), 7.45-7.48 (d, 2H, J= 8.6 Hz, ArH), 7.01- 7.08 (m, 4H, ArH), 687 -6.90 (d, 1H,
J=9.0 Hz, ArH) 6.83-6.84 (d 1H, J= 2.3 Hz, ArH) 6.68-6.72 (dd, 1H J=9.0 Hz and 2.4 Hz,
ArH), 5.76-5.78 (bd, 1H, J-80Hz NH), 509514(m lH CH), 3.76 (s, 3H, CH,), 363-
3.64 (d, 2H, J-28Hz CH) 234(s3H CH,), 230 (s3H CH) 135 1.38 (d, 3H J—68
Hz, CH,). ' S
N-[(S)-oc,4-Dimethylbenzyl]-[l-p-chlm_'obenkzoyl-5-'me_th0xy-2-
methylindole]-3-acetamide (48). was obtained upon recry'stallization from methanol as a

pale yellow solid (163 mg, 41%) mp 20() 201 °C "H NMR (CDCl ) 0 7.53-7.55 (d, 2H, J=

8.3 Hz, ArH), 7.37- 740 (d, 2H J—84Hz ArH), 6.94-7.01 (m, 4H, (ArH), 6.76-6.82 (m, 2H,
ArH), 6.61-6.64 (dd, 1H, J= 9.0 Hz and 2.5 Hz, ArH) 5.77-5.79 (bd 1H, J=17. 8 Hz' NH)
5.02-5.07 (m, IH CH) 3.69 (s, 3H, CH) 358359(d 2H, J_29Hz CH,), 2.27 (s, 3H
CH,), 2.23 (s 3H, CH,), 1.28-1.30(d, 3H, J= 6.9 Hz, CH,).

N-(4 Methoxycarbonylbenzyl) -[1-p- chlorobenzoyl S- methoxy 2-

methylindole]-3-acetamide (49). was obtained upon chromatography on silica gel

(EtOAc:hexanes; 40: 60) as a yellow solid (198 mg, 47%) mp = 163 165 °C 1H NMR (CDCl, ) )

7.91-7.94 (d_, 2H,J=6.8 Hz, ArH), 7.61'—7.65 (d, 2H, J= 8.7 HZ, ArH), 7.45-7.48 (d, 2H, J=
9.0 Hz, ArH); 7.19-7.21 (d 2H. J = 8.3 Hz, ArH), 6.83-6. 88 (m, 2H, ArH) 668-6 72 (dd,
1H, J=9.0 Hz and 2.4 Hz, ArH) 597 599 (bt, IH J= 5.9 Hz, NH) 4.45-4.47 (d, 2H, J=
6.1 Hz, CH) 3.90 (s, 3H, CH) 383(s 3H, CH,), 372(s 2H, CH,), 2.38 (s, 3H, CH)
N-(4- Fluorophenyl) -[1-p- chlorobenzoyl-S-methoxy.—Z-methylmdole]-3,- L

abetam_ide (50). was obtained upon chromatography on silica gel (EtOAc:hexaneé;. 5:95to
20:80) as an orange solid (217 mg, 57%). mp = 200-202 °C; 1H NMR (CDCI3) 6 7.65-7.67 (d,

2H, J=8.3 Hz, ArH), 7.47-7.50 (d, 2H, J=8.3 Hz, ArH), 7.32-7.35 (m, 3H, ArH), 6.94-6.99
(m, 3H, ArH, NH), 6.85-6.88 (d, 1H, J= 9.0 Hz, ArH), 6.70-6.73 (dd, 1H, J= 9.0 Hz and 2.0

Hz, ArH), 3.81 (s, 3H, CH3), 3.79 (s, 2H, CH?), 2.45 (s, 3H, CH3).
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N-(4-Chlorophenyl)-[1-p- -chlorobenzoyl-5- methoxy-2- methylmdole] 3.

acetamide (51). was obtamed upon recrystalhzatlon from methanol as a pale yellow sohd (234
mg, 56%). mp = 209-210 ‘?C; '"H NMR (CDCl,) 5 7.58-7.61 (d, 2H, J= 8.2.Hz, ArH), 7.40-

7.42 (d, 2H J=8. 2 Hz, ArH), 7. 13-7‘27 '(m\ 5H, ArH), 6.84 (s, 1H, 'NH)” 6.77-6.80 (d, IH
J=9.0 Hz, ArH),. 6.62-6.65 (d, 1H J=9.0 Hz, ArH), 3.72 (s, 2H, CH) 3.72 (s 3H, CH,),
12.37 (s, 3H, CH,). | |
N-(4-»Methylmercapfophenyl)-[l-p-chlorobenzoyl-5_-mefhoxy-2-
methylindole]-3-acetamide (52). Was,obtained upon' chrorhat.ograp‘hy‘on silica gel

(EtOAc:hexanes; 50:50) as a bright yellow solid (162 mg, 40%) mp = 195 196 °C; 1H NMR

(CDC13)5767770(d 2H,J = 8.4 Hz, ArH) 7.48-7.50 (d, 2 H, J = 8.4 Hz, ArH) 730733

(d,2H, J=8.6 Hz, ArH), 7.17-7.22 (m, 3:H 2 ArH and NH)- 6.92:6.93 (d, »1 H, J =23 Hz,
ArH), 6.85-6.88 (d, 1 H, J 9.0 Hz, ArH), 669673 (dd,1H,J= 90Hzand24Hz ArH),
3.80 (s, 3 H, CH3), 3.79 (s 2 H, CH,), 245 (s, 3 H CH3) 244 (5,3 H, CH3) ESI-CID 479
(MHY), m/z 312, 139.
N-(3-Methylmercaptophenyl‘)-[1;pachlorobeﬁzoyi-S-methoxy-Z-
methylindqle]-3-acetamidé (53).  was obtainéd upon chrorrizitbgréphy on silica gel

(EtOAc:hexanes; 15:85) as a yellow solid (218 mg, 54%). mp = 129-131 °C' "H NMR (CDCL,) &

7.62-7.64 (d, 2H, J= 82Hz ArH) 745 7.48 (d, 2H, J = 8.4 Hz, ArH), 7.39 (s ‘1H, NH)
'709 7:18 (m, 2H, ArH), 694696 (m, 3H, ArH), 6.86-6.89 (d, 1H, J—90Hz) 6.69-6.72 (d,
1H, J= 8.9 Hz, ArH), 3.80 (s, 3H, CH,), 3.78 (S.’ 2H, CHZ), 2.42 (s, 3H, CHy).
N-'(4-Methoxyph.enyl)-[1-p-chlorobenzoyl;s.-meth'oxy’-2-methylindole]-.3-
acetamide (54). was 6btai'ned ﬁfpon chfomatbgraphy bﬁ silica gel (EtOAC'hexaneS' 10'90 to

25: 75) as an orange solld (239 mg, 61%) mp = 201-202 °C; 1H NMR (CDC13) 87. 67 7.70 (dd

2H, J-68Hzand18Hz ArH), 748751 (d, 2H, J= 7.1 Hz, ArH) 728729(d 1H, J—20“
Hz, ArH), 7.20 (s, lH NH) 6.94-6.95 (d, 1H, J—24Hz ArH) 686689(d 1H, J= 9.0 Hz,




© 2060 American Chemical Society, J. Med. Chem., kalgutkar 'ijQOOO4e Supporting Info Page 15

v ~

ArH), 6.78-6.84 (m, 2H, ArH), 6.69-6.73 (dd, 1H, J= 9.0 Hz and 2.4 Hz, ArH), 3.81 (s, 3H,
CH3, 3.79 (s, 2H, CHp), 3.76 (s, 3H, CH), 245 (s, 3H, CH3).
N-(3-Ethoxyphenyl)-[1-p- chlorobenzoyl 5-methoxy-2- methylmdole] 3-

acetamide (55). was obtamed upon recrystallization from methanol as a bright yellow sohd

(297 mg, 74%) mp = 152- 154 °C; 1HNI\/[R (CDCl ) 8 7.68- 7 70 (d, 2H, J= 8.4 Hz, ArH)

748 7.51 (d, 2H J= 8.4 Hz, ArH), 724 (s 1H, NH), 7.13-7. 18 (m 2H, ArH) 6.94-6.82 (m,
3H ArH) 6.70-6.73 (dd, 1H, J= 9.0 Hz and 2.4 Hz), 6.61- 6 65 (dd, 1H, J=8.2 Hz and 1.7
Hz, ArH), 3.96-4.03 (q, 2H, J = 70Hz CHZ) 3.81 (s, 3H CH,), 3.80 (s 2H, CH,), 245 (s,
3H, CH) 1.36-1.40 (t, 3H J—70Hz CH,).

N-(3,4,5- Trrmethoxyphenyl) <[1-p- chlorobenzoyl 5 methoxy 2-‘

methylmdole] 3-acetamide (56). was obtained upon chromatography on sﬂlca gel
(EtOAc hexanes; 10:90 to 30:70) as a hght orange solid (191 mg, 44%) mp = 239 241°C; g

NMR (CDC13) 8 7.67- 7 69 (d, 2H, J=8.5 Hz, ArH), 7.48-7.51° (d, 2H, J— 8.5 HZ ArH), 7.20

(s, 1H, NH), 6.94 (d, 1H, J= 8.9 Hz, ArH), 6.70- 674 (m 3H ArH) 378 3.81 (m, 14H,
3CH3 & CH)), 2.45 (s 3H, CH3)
N (4- Methoxycarbonylmethylphenyl) [1-p- chlorobenzoyl 5. methoxy 2- -

methylmdole] 3- acetamrde (58) was obtamed upon chromatography on silica gel .

(EtOAc hexanes; 20:80) as an yellow solid ( 100 mg, 23%). mp = 168 170 °C; 1H NMR (CDCI3)
'8767 7.70.(d, 2H, J=8.5 Hz, ArH) 748 7.51 (d, 2H, J=8.5 Hz, ArH), 7.33- 736 (d 2H,J= .

- 8.4 Hz, ArH), 7. 18 7.23 (dandbs 3H, ArH and NH), 6.92- 693 (d 1H, J= 2.3 Hz, ArH)
-685 6.88 (d 1H, J—9OHz ArH), 6.70-6.73 (dd, 1H, J—90Hzand20Hz ArH), 3.81 (s,
5H, CH and CH,), 3.67 (s 3H CH,), 356(s 3H, CH) 245(s 3H CH)

N-4- (Ammocarbonylphenyl) [1-p- chlorobenzoyl 5- methoxy-z-

methylmdole]-3-acetam1de (59). was obtal_qed by obtained by recrystallization from C'HZCIH2 ‘

\a_s a crystalline yellow solid (1.3 g, 90%). mp = 248-25‘0‘ °C; __1H NMR (DMSO—dﬁ) 51047 (s,2

1



© 2000 American Chemical Society, J. Med. Chem., ‘kalgutkar jm000004e Supporting Info Page 16

H, NH,), 7.80-7.83 (d, 2H J= 86Hz ArH) 762769(m6H ArH), 723 (bs, 1 H, NH),
717718(d 1 H, J = 2.3 Hz, ArH), 690693(d 1 H, J 90Hz ArH), 668 6.72 (dd, 1 H,
J= 90Hz&24Hz ArH), 3.78 (s, 2 H, CH,), 373 (s, 3H, CH) 227 (s,3 H, CH)
N-1-(4-Benzamldo_-Z-methoxy-S-methyl)phenyl-[l-p-chlorobenzoyl-S-
methoxy-2-methylindole]-3-acetamide (60). was obtained by recrystallization of the crude
residue in CHZC}Z/MeOH as a_pale yelfow solid (700 ‘Ihg, 67%). )mp =185-187 °C; 1H NNIR

(DMSO-d;) 6 9.83 (s, 1 H, CONH), 9.33 (s, 1 H, CONH), 7.95-7.97 (d, 2 H, J = 7.8 Hz,

ArH), 7.76 (s, 1 H, ArH), 7A.A63—7..70 (ci, 4 H, J = 4.9 Hz, ArH),'7.50-7.57 (m, 3 H, 'ArH),- 7.24
(s, 1 H, ArH), 7'04-(5 1 H, ArH) 691‘-694 (d, 1 H, /= 9.0 Hz, ArH), 669 6.72 (d, 1 H, J=
9.0 Hz, ArH), 3.84 (s, 2 H, CH,), 377(s 3H CH,), 376(s 3 H, CH,), 229(s 3 H, CH)
2.10 (s, 3 H, CH,).

N-(4- Blphenyl) [1-p-chlorobenzoyl-5- methoxy 2-methylindole]- 3--
acetamlde (61). was obtained upon chromatography on 5111ca gel (EtOAc hexanes 30:70) td _

afford the pure product as a pale ycl]ow solid (421 mg, 59%) mp = 212-214 °C 1H NMR .

(CDC13)8768 771 (d 2 H, J= 84Hz ArH) 673 6.74 (dd, 1 H, J—17Hz ArH), 3.83 (s,

2 H, CH,), 3.81 (s, 3 H, CH,), 2.47 (s, 3 H, CH,).
N-(3-Pyridyl)~[l-p-chlorobenzoyl-S-methoxy-2‘-in’eth‘ylin-dole]-3-acetamide

(62) was obtained upon chromatography on silica gel (EtOAc hexanes; 50: 50 to 75: 25) asa

yellow solid (190 mg,. 52%) mp = 204- 205 °C; 1H NMR (CDC13) 3 8.39-8.40 (d, lH J=21

Hz, ArH) 8.32- 834 d, IH J—44HZ ArH) 804 8.08 (m, 1H, ArH), 7.66- 1.70 (m 2R,
ArH), 7. 48-7.52 (m, 2H, ArH), 7.38 (s, 1H, NH), 7.22- 7.25 (m, IH ArH), 6.93-6.94 (d, 1H,
J=2.4 Hz, ArH), 6.85- 688 (d, 1H, J= 9.1 Hz, ArH), 6.70-6.74 (dd 1H, J—91Hzand25Hz,' T
ArH), 3.84 (s, 2H, CH2), 3.81 (s ‘3H, CH3), 2.47 (s, 3H, CH3). .
N-5-[(2-Chlor0)pyr|dyl]-[1-pychlorobenzoy‘l-_5-methoxy-2-methylindole]-3-

acetamide (63). ‘waslobtained upoﬁ chromatography on silica gel (EtOAc:hexanes; 5:95to -
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50:50) as a pale yellow solid (221 mg, 56%). mp = 196-198 °C; 1H NMR (CDCI3) & 8.19-8.20

(d 1H, J= 2.8 Hz, ArH), 8.03-8.06 (dd, 1H J= 8.7 Hz and 2 9 Hz, ArH), 7. 59;7 63 (m 2H,.
ArH), 7.46-7.51 (m 3H, ArH) 724 (s 1H NH) 6.92- 693 (d 1H, J— 2.4 Hz, ArH) 6.84-
6.87 (d, 1H, J—90Hz ArH) 670674(dd 1H J=9.1.Hz and 25 Hz, ArH), 3.84 (s 2H,
CH2), 3.82 (s, 3H, CH3), 2.46 (s, 3H, CH3)

‘ N-37(2-Chloropyridyl)-[1-p-chlorobenzoyl-S-_methoxy-Z-mevthylindole]-3- _
acetamide (64). | was obtained by recrystéllization of the qmde residue in CHZCIZIMéOH asa

pale yellow solid (700 mg, 67%). mp =206-208 °C; LH NMR (CDCL,) & 8.72-8.76 (dd, 1 H, T

- 8.1 Hz & 1.55 Hz, ArH), 8.06-8.08 (dd, 1 H, J = 6.2 Hz & 3.0 Hz, ArH), 7.96 (bs, 1 H,

CONH), 7.67-7.70 (d, 2 H, J = 6.6 Hz, ArH), 7.48-7.51 (d, 2 H,J = 6.7 Hz, ArH), 7.23-7.27

(m. 1 H, ArH), 6.94-6.95 (4, | H,J = 2.4 Hz, ArH), 6.83-6.86 (d, 1 H, J = 9.0 Hz, AH),

6.73-6.74 (4, 1 H, J = 2.4 Ha, ATH) 387(s 2H, CH,), 382 (s, 3H, CH,), 251 (s, 3 H,

CH,). "
N-(2- Pyrazmyl) [l-p chlorobenzoyl 5- methoxy 2 methylmdole] 3-

acetamide (65). -was obtamed upon chromatography on silica gel (EtOAc:hexanes; 30:70 to

50:50) as a bright yellow solid (251 mg, 69%). mp =171-172 °C; 1H NMR (CDC13) 69. 58 (d,

1 H, J—14Hz ArH), 8.33- 834(d lH J = 2.5 Hz, ArH), 816817(m L B, ArH), 7.86
(bs, 1 H, NH), 7.69-7.71 (d, 2H, J = 8.5 Hz, ArH), 7.49-7.51 (d, 2H J = 8.5 Hz, ArH), 6.92-
6.93 (d, 1H, J= 2.4 Hz, ArH) 6.84-6.87 (d, 1H, J=8.9 Hz, ArH), 6.70-6.72 (dd 1H, J—9O
Hz and 2.5 Hz, ArH), 3.86 (s, 2H CHy), 3.81 (s, 3H CH3), 2.47 (s, 3H, CH3)
N-S-[(l-Ethyl)pyrazolo]‘-[1-p-chlorobenzoyl-S-methoxy-2-methylindole]-’3-
acetamide (66). was obtained upon recrystallization frbm‘methanol as ba pale yellow soiid (1»753‘

mg, 40%). mp = 193-194 °C; '"HNMR (CDCI,) § 7.9 (bs, 1H, NH), 7.66-7.68 (d, 2H, J= 8.2

Hz, ArH), 7.47-7.50 (m, 3H, ArH), 7.00 (s, 1H, ArH), 6.83-6.86 (d, [H, J= 9.0 Hz, ArH),
6.69-6.72 (d, IH, J= 8.9 Hz, ArH), 6.35 (s, 1H, ArH), 4.01-4.04 (bd, 2H, J= 6.8 Hz, CH,),
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3.90 (s, 2H, CH,), 3.82 (s, 3H, CH3),'2.47- (s, 3H, CH;), 1.24-1.29 (t, 3H, J7=v7.1 Hz, CH,).
~ ESI-CID 451 (MH+), m/z 433, 314, 1'74, 139. | , | |
N-2-(4-Methylthiazolyl)-[1-p-chlorobenzoyl-S-methoxy-z-méthylindole]53-
acetamide (67). was obtained upon chromatography on silica gel (EtOAc:hexanes; 3VO:70 and

then 70:30) to afford the pure product asa pale yellow solid which was recrystallized from ethyl

ether (241 me, 63%). mp = 156-158 °C; IH NMR (CDCI3) & 8.68 (bs, 1 H, NH), 7.70-7.74 (d, -

2H,J= 90Hz ArH), 748752 (d,2H,7J= 90Hz ArH) 6.79-6.85 (m, 2 H, ArH) 667-
16.71 (dd, 1 H, J 90Hzand24Hz ArH) 6.52 (s, 1 H, Thiazole-H), 3.88 (s, 2 H, CH)
3.79 (s, 3 H, CH,), 2.45 (s, 3 H, CH,), 2.27 (s, 3 H, CH,).
N- (Benzylhydroxy)-[1-p-chlorobenzoyl-5-methoxy-VZ-meth.'ylindole]-3-
acetamide (68). was obtained by obtained by Chromatography on silica gel (EtOAc:hexanes;
20:80 then 40:60) as a offlwhit;e solid (241 mg, 37%) mp = 158-160 °C; 1y NMR (CDCl,)

57.98 (bs, 1 H, NH), 7.59-7.62 (d, 2 H, J = 8.2 Hz, ArH), 7.45-7.48 (d, 2 H, J = 8.5 Hz,

AtH), 7.26-7.37 (m, 5 H, ArH), 6.81-6.87 (m, 2 H, ArH), 6.67-6.70 (d, 1 H, J =7.5 Hz,
ArH), 4.85 (s, 2 H, CH,), 3.81 (5,3 H, CH,), 3.60 (s, 2 H, CH,), 2.30 (s, 3 H,CH,).
N-4-(Nitro'benz'yl)hydroxy-[l-p-chlrorobenzoy‘l-5-met‘hox'y-2-methyl‘indole]-
3-acetamide (69). was obtaineo by obtéinod by chromatography on silica gel (EtOAc»:hexé‘neS_;
20:80) as a off-white solid (284 mg, 57%). mp = 228-229 °C; 1HNMR (DMSO-dq) & 1136 (b,
1.H, NH), 8.13-8.16 (d, 2.H, J = 8.6 Hz, ArH),'7.58—7.68 (m; 2H, ArH), 7.00-7.01 (d, 1H,J
= 2.4 Hz, ArH), 6.88-6.91 (d, 1 H J =289 Hz,‘_ArH); 6.67-6.70 (dd, 1 H, /=89 Hz & 2.-4_7Hz,
ArH), 4.92 (s, 2 H, CH,), 3.70 s, 3 H, CH,), 3.38 (s, 2 H, CH,), 2.20 (s, 3 H, CH,). |
N-(Benzylhydrazinyl)-[I-p-chlorobenzoyl-'Sfmﬂe)th'oxy-Z-methylindole]-3-7
| acetamide (70). was obtained by obtained by chromatography on silica gel (EtOAc:hexanes;
20:80 tﬁen 40:60) as a crystalline yellow solid (1 ld mg, 24%). mo =74-76 °C; 1H NMR

(DMSO-d,) 8 7.64-7.67 (d, 2 H, J = 8.6 Hz, ArH), 7.45-7.47.(d, 2 H, J = 8.5 Hz, ArH), 7.16-

19
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7.33 (m, 6 H, ArH), 6.85-6.88 (d, 1 H, J = 8.9 Hz, ArH), 6.64-6.67 (dd, 1 H, J = 9.0 Hz & 2.3
Hz, AtH), 475 (s, 2 H, CH,), 3.82 (s, 3 H, CH,), 3.63 (5, 2 H, CH,), 2.29 (s, 3 H, CH,).




