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ooooao
NH, RS—\H
cféJ <<i \ //J
N HO N N///
#i-Mar=9a (RSH), ! O
CH,0, AcOH, EtOH,
#R
7 .
OH _
1b R=CH,CH, ; |
2b R=CH,CH,0H i
3b R=CgH; |

4b R=4-CH;C¢H,
5b R=4-CH;0C:H,
6b R=4-HO,CCH,
7b R=4-O,NCiH, |
8b R=4-AcNHC¢H,
9 R=2FYITL

O

ODooo0DaOo
1a0 00000000 1b06-N-(00000)I0D-0000000000-104
(129mg, 37%)

"H-NMR (300 MHz, DMSO-Dg): & 1.190 t, J=7.5 Hz, 3HO , 1.89 Om, 1 HO, 1.92 Om
, 1HO , 2.63 O q, J=7.2 Hz, 2HO , 3.50 O dd, J=12 Hz, J=3 Hz, 1HO , 3.670 dd, J=
12 Hz, J=3Hz, 1HO , 4.36 Om, 1HO , 4.56 O bs, 1HO , 4.75(s, 1.5H), 5.90(d, J= 6
.3 Hz, 1H), 8.26(s , 1H), 8.42 (s , 1H).

FAB-HRMS
calcd for C,3H;gN503S (MH+)

326.1297, found 326.12870

ODoooD0aOo

2a0 2-0 0000000000 2b06-N-(2-0000000000)000-000000
0000 -105

(135 mg, 38 %)

LH-NMR
(300 MHz, EtOD): & (1.13s,
3H), 2.06(m, 1H), 2.38(m, 1H), 2.81(t, J= 6Hz, 2H), 3.58(s, 1.83 H), 3.66 (dd,
J=12 Hz, J= 3Hz, 1H), 3.76(t, J=6
Hz, 2H), 3.97(dd, J=12 Hz, J= 3Hz, 1H), 4.55(bs, 1H), 4.69(bs, 1H), 4.86(bs,
1.8H), 5.98(d, J= 3 Hz, 1H), 8.19(s, 1H), 8.60(s, 1H). '®C-NMR (300 MHz, EtOD):

5 35.73, 36.00, 63.91, 65.64, 78.14,
84.35, 94.32, 142.87, 155.33, 156.68, 187.82. FAB-HRMS
calcd for C,y,H;;N50,S (MH+)
364.1054, found, 364.10550
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OoDoOooao

30 0000000030 6-N-(00000000)O00-0000000000110 (21
0 mg, 57.2 %) “H-NMR (300 MHz, DMSO): & 1.91(m, 1H), 2.26(m, 1H), 3.49(d, J= 6
Hz, 1H),

3.71(d, J=6 Hz, 1H), 4.35(bs, 1H), 4.55(bs, 1H), 5.05(bs, 1.6H?), 5.90(s, 1H),
7.22(m, 1H), 7.30(t, J= 6 Hz, 2H), 7.44(d, J=7.2 Hz, 2H), 8.28(s, 1H), 8.32(s,
1H). FAB-HRMS calcd for C;,H;oNg0,S

(MH+) 374.1276, found 374.12870

OoDoOooao

4a0 p-00000D0DD4bO6-N-(4-00000000D0)IOO-000000D0OOO-
106

(238.5 mg, 61.5 %)

"H-NMR

(300 MHz, EtOD): & 2.03 (m, 1H),

2.26(s, 3H), 2.38(m, 1H), 3.64(dd, J=12 Hz, J= 3 Hz, 1H), 3.94(dd,

J=12 Hz,J= 3 Hz,1H), 4.54(m, 1H), 4.65(m, 1H), 5.06(bs, 1.7H), 5.96(d,

J=3 Hz 1H), 7.02(d, J= 6Hz, 2H), 7.34(d, J=6 Hz, 2H), 8.26(s, 1H), 8.45(s, 1H).
'SC-NMR (300 MHz, EtOD): 21.08, 33.92, 46.90, 63.43, 76.29,

82.25, 93.34, 121.14, 130.27, 133.37, 137.99, 140.62, 152.90, 154.65. FAB-HRMS
calcd for CygH,;Ng0;S (MH+)

388.1448, found 388.14430

Oooooao

500 4-0000000000000506-N-(4-000000000)000-00000
Oo0D0DDO-113

(134.1 mg, 47.5 %)

"H-NMP (300MHzZ,

DMSO0): & 1.92(m,

1H), 2.25(m, 1H), 3.49 (m, 1H), 3.68(m, 1H), 3.73(s, 3H), 4.37 (m, 1H), 4.57
(bs, 1H), 4.95(bs, 1.5H), 5.15(bs, 0.78 H), 5.71(d, 0.7H), 5.91 (d, J= 7 Hz,
1H), 6.88(d, J= 7.5 Hz, 2H), 7.40 (d, J= 7.5 Hz, 2H), 8.31(s, 1H), 8.49(s, 1H),

8.65(m, 0.7 H). FAB-HRMS

calcd for CygH,,N50,S (MH+)

404.1403, found 404.13930

OoDooao

a0 2-0 00000000 06bO6-N-(1-0000DO0D0DODODODO)IDDO-00000O0O
0O00D0-114 (138.1 mg mg, 44.8 %)

"H-NMR

(300 MHz, DMSO): & 1.91(m, 1H),

2.23(m, 1H), 3.54(d, J= 15 Hz, 1H), 3.68 (d, J= 15 Hz, 1H), 4.36 (bs, 1H),

4.56(bs, 1H), 5.08(bs, 2H), 5.71(bs, 0.56 H), 5.91(s, 1H), 7.28(t, J= 7.5 Hz,
1H), 7.51(t, J= 7.5 Hz, 1H),

7.78(d, J= 7.5 Hz, 1H), 7.84, (d, J=7.5 Hz, 1H), 8.36(s, 1H), 8.45(s, 1H),

8.87(bs, 0.7H), 13.25(bs, 0.85 H). FAB-HRMS calcd for C,gH,oN505S

(MH+) 418.1195, found 418.11850

OoDDO0O0ao

7a0 4-0000000000007p06-N-(4-000000000)00O0-000000
0O0D00-115

(171.6 mg, 51.3 %)

"HNMR (300

MHz, DMSO): & 1.92(m, 1H), 2.23(m, 1H), 3.53(nm,
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1H), 3.68(m, 1H), 4.35(s, 1H), 4.56(s, 1H), 5.12(bs, 1H), 5.24(bs, 1.6H),
5.90(s, 1H), 6.18(s, 1H), 7.73(d, J=7.5 Hz, 2H), 8.13 (d, J=8Hz, 2H), 8.37(s,
1H), 8.45(s, 1H), 8.94(bs, 0.5H). FAB-HRMS calcd for C;;H;gNg03S

(MH+) 419.1134, found 419.11380

gooogoao

gal 4-0 000 0O0DOO0ODOODOO8bO6G-N-(A-N-OO0DOOCOODOOCODOOHYYoODO-00
O0O0O0O000OO0116 (145.1 mg, 49.6 %)

"HNMR (300

MHz, DMS0): & 1.92(m, 1H), 2.02(s, 3H), 2.25(m,

1H), 3.53 (d, J=9Hz, 1H), 3.67(m, 1H), 4.36 (bs, 1H), 4.57(bs, 1H), 4.98(bs,
1H), 5.13(bs, 0.8H), 5.70(d, J=2Hz, 0.6H), 5.90(s, 1H), 7.38(d, J=6 Hz, 2H),
7.51(d, J=6 Hz, 2H), 8.31(d, J=1Hz, 1H), 8.41(bs, 1H), 8.68(bs, 0.9H), 9.98(s,
1H). FAB-HRMS

calcd for CygH,3Ng0,S (MH+)

431.1485, found 431.15020
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9)

J. Immunol. Meth. 119:203-10)0 0 0000000000 00O O (MOLT,
EM/CI)0 0O O O 1x10°
OO0/mi00000O00O00O00O0C0O0OOOODOODODODOOOOOOOOOOOO
00000000000 D0DO0000O00D0DO000D0O00D030000 1y MOADADOOD?2
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[

[ MOLT HL-60 CEM/C1

[ IC50 (uM) IC50 (uM) IC50:(uM)

[

[ - + - + - +

L answey |80 21 42 9 27 2

[

. [ 3b 18 16 24 17 5.5 2

[ | 4b 35 30 50 17 24 5

[ ‘ ;

| 5D N/A N/A N/A N/A 15 3

[ |8 N/A N/A N/A N/A 15 3
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3. ]:‘ Claims Nos.:
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pelicy when acting as an Internatiomal Freliminary Examining Authority is
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