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000000-4H-0000([1,2-al0 0000 -4-000

40 9-(2-000-2-0000-000)-7,7-00000-2-(0000-4-00)-6,7,8,9-0
00000-4H-0000([1,2-a]0 0000 -4-000

50 9-(2(S)-00000-2-0000-000)-7,7-00000-2-(0000-4-00)-6,7,
8,9-000000-4H-0000[1,2-a]0 0000 -4-0001

000000

60 9-(2-000-2-0000-000)-3-0000-7,7-0000-2-(C000-4-00)-6,
7,8,9-000000-4H-0000[1,2-a]0 0000 -4-00 0O
709-[2-000-2-(3-0000000)-0007-7,7-0000-2-(0000-4-00)-6,7
,8,0-000000-4H-0000[1,2-a]0 0000 -4-00 O

80 9-(2(S)-00D0O00-2-0000-000)-7,7-0000-2-(0000-4-00)-6,7,8,
9-000000-4H-0000([1,2-a]00000-4-000

90 9-[2-000-2-(3-00000000)-0007-7,7-0000-2-(CO000 -4-00 )-6
,7,8,9-0 00000 -4H-0000([1.,2-a]00000-4-000
1009-[2-00000-2-(3-0000000)-0007-7,7-0000-2-(0000-4-00
)-6,7,8,9-0 00000 -4H-0 000 [1,2-a]0 0000 -4-000

Do0o0o00

1109-[2-0 0000-2-(3-00000000)-00017]-7,7-0000-2-(0000-4-0
0)-6,7,8,9-0 00000 -4H-0000[1,2-a]0 0000 -4-000

120 9-(2(S)-0 0 000-2-0000-000)-3-0000-7,7-0000-2-(0000-4-
00)-6,7,8,9-000000-4H-0000[1,2-a]0 0000 -4-00 0O

130 9-[2-0 00 -2-(4-00000000)-0007-7,7-0000-2-(0000-4-00)-
6,7,8,9-0 0 0000 -4H-0 000 [1,2-a]0 0000 -4-000

140 9-[2-0 0 O -2-(5,5,8,8-0 00000 -5,6,7,8-0 00 000000-2-00)-00
0]1-7,7-0000-2-(0000-4-00)-6,7,8,9-0 00000 -44-0 000 [1,2-a]0 O
000-4-000

150 9-[2-0 00 -2-(3-00000000)-0007-7,7-0000-2-(0000-4-00)-
6,7,8,9-0 0 0000 -4H-0 000 [1,2-a]0 0000 -4-000

Do0o0o0a0

160 9-[2-0 00 -2-(4-00000000)-0007-7,7-0000-2-(0000-4-00)-
6,7,8,9-0 0 0000 -4H-0 000 [1,2-a]0 0000 -4-000

170 9-[2-(1-0 00 -2-000-2-(3,4-00000000-5-00000000)-000)]
-7,7-0000-2-(0000-4-00)-6,7,8,9-000000-4H-000 0 [1,2-a]0 00

00-4-000

180 9-[2-0 00 -2-(4-0000000)0007]-7,7-0000-2-(0000-4-00)-6,7
,8,0-000000-4H-0000([1,2-a]0 0000 -4-000

190 9-[2-0 00 -2-(000-2-00)-00017-7,7-0000-2-(0000 -4-00 )-6,7,8
,-000000-4H-0000[1,2-a]0 0000 -4-00 0

200 9-[2-000-2-(4-0000000)-0007]-7,7-0000-2-(0000-4-00 )-6,

7,8,9-000000-4H-0D000[M,2-a]000D0DO-4-000

oooooo
2109-(2-000-2-000D-000)-7,7-0000-3-0D00-2-(0000O-4-00)-6,7
,8,9-0 00000 -4H-0000[M,2-a]00D000O-4-000

220 9-28)-booog-2-0opoo-oog)-7,7-cooo -2-(00d-4-00)-6,7,8,9
-J0oooboo0+4H-0000M,2-a]0C000O0-4-000
2309-@8-0ooo-0cO0DDOO)-7,7-0000-2-(0DDDO-4-00)-6,7,8,9-000
ooo04H-0000M[,2-aCC00D0DO-4-000

240 9-(2-00O0o0b0-2-0O00-2-0000-000)-7,7-0000-2-(0O00C0O-4-00)
-6,7,8,9-000000-4H-0000[M1,2-a]J00000-4-000
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2509-(2-0000-2-0000-2-000000000-00000)-7,7-0000-2-(0
000-4-00)-6,7,8,9-000000-4H-0000[1,2-a]0 0000 -4-000
Do0o0o0a0

260 9-(2-00000-2,2-00000000)-7,7-0000-2-(0000-4-00)-6,7,8
,9-000000-4H-0000([1,2-a]0 0000 -4-000
2709-(2-00000000-2-0000-000)-7,7-0000-2-(0000-4-00 )-6,
7,8,9-000000-4H-0000[1,2-a]0 0000 -4-00 O
2809-(2-00000-2-000-2-0000-000)-7,7-0000-3-0000-2-(00
00-4-00)-6,7,8,9-000000-4H-0000[1,2-a]0 0000 -4-000O

290 7,7-0000-9-(2-0000-[1,3]000000-2-00000)-2-(0000-4-0
0)-6,7,8,9-0 00000 -4H-0000[1,2-a]0 0000 -4-000
3009-(2,3-0000000000)-7,7-0000-2-(0O000-4-00)-6,7,8,9-00 0
000-4H-0000([1,2-a]00000-4-000

000000

310 QR)-0000-2-0000-000)-7,7-0000-2-(0000-4-00)-6,7,8,9-
000000 -4H-0000([1,2-a0 0000 -4-000
3209-(2-00000-3-00000000000)-7,7-0000-2-(CO000 -4-00 )-6
,7,8,9-0 00000 -4H-0000[1,2-a]00000-4-000
3309-(2-0000000-2-0000-000)-7,7-0000-2-(0000-4-00)-6,7,
8,9-000000-4H-0000[1,2-a]0 0000 -4-000O
3409-(2-000-2-0000-000)-7,7-0000-2-(0000-4-00)-6,7,8,9-0 0
0000-4H-0000[1,2-a]0 0000 -4-000
3509-(2-00000-3-000000000)-7,7-0000-2-(0000-4-00)-6,7,8
,-000000-4H-0000[1,2-a]0 0000 -4-00 0
3609-(2-000-2-0000-000)-3-0000-2-(0000-4-00)-6,7,8,9-00 0
000-4H-0000([1,2-a]00000-4-000
3709-[2-000-2-(3-00000000)-000]-3-0000-2-(C0O00-4-00 )-6,
7,8,0-000000-4H-0000[1,2-a]0 0000 -4-00 0
3809-(2-000-2-0000-000)-3-000-2-(0000-4-00)-6,7,8,9-0000
00-4H-0000([1,2-a]0 0000 -4-000
39009-(2-000-2-0000-000)-3-000-2-(0000-4-00)-6,7,8,9-0000
00-4H-0000[1,2-a]0 0000 -4-000

400 9-(2-000-2-0000-000)-3-000-2-(0000-4-00)-6,7,8,9-0000
00-4H-0000[1,2-a]0 0000 -4-000

Do0o0o00

410 2-(7-000-6-000-8-00000-3,4-0000-2H,6H 0000 ([1,2-a]0 000
0-1-00)-N-0000-000000

420 9-(2(S)-00000-2-0000-000)-3-000-2-(0000-4-00)-6,7,8,9-
000000 -4H-0000([1,2-al0 0000 -4-000

430 9-(2(S)-0 0 000-2-0000-000)-3-000-2-(0000-4-010)-6,7,8,9-
000000-4H-0000([1,2-a]0 0000 -4-000

440 9-(2(S)-0 0000 -2-0000-000)-3-0000-2-(C000-4-00 )-6,7,8,9
-000000-4H-0000([1,2-a]00000-4-000

450 9-(2(S)-0 000 -2-0000-000)-3-0000-2-(0000-4-00)-6,7,8,9-
000000 -4H-0000([1,2-a]0 0000 -4-000

Do0o0o00

460 9-(2(R)-0 000 -2-0000-000)-3-0000-2-(0000-4-010)-6,7,8,9-
000000-4H-0000([1,2-a0 0000 -4-000

470 9-[3-(2-0 0000000 )0O000]-7-00000-2-(0000-4-00)-6,7,8,9-
000O000-4H-0000([1,2-a]00000-4-000
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480 9-[3-(2-0 0000000 )IO00O0]-7-0000-2-(0000-4-00)-6,7,8,9-0
00000-4H-0000([1,2-a]0 0000 -4-000

490 9-(2-000-2-0000-000)-7-000-2-(0000-4-00)-6,7,8,9-0000
00-4H-0000 [1,2-a]00000 -4-000

500 9-(2-0 0 000-2-0000-000)-7-000-2-(0000-4-00)-6,7,8,9-0 0
0000-4H-0000[1,2-a]0 0000 -4-000

000000

510 9-(2-0 0 000-2-000-2-0000-000)-7,7-0000-2-(0000-4-00)
-6,7,8,9-000000-4H-0000[1,2-a]0 0000 -4-00 0O

5209-(2-0 0 000-2-000-2-0000-000)-7,7-0000-2-(0000-4-00)
-6,7,8,9-0 0 0000-4H-0000[1,2-a]0 0000 -4-00 O

530 9-(2(R)-0 00 O0-2-0000-000)-7,7-0000-2-(0000 -4-00 )-6,7,8,9
-000000-4H-0000[1,2-a]00000-4-000

540 3-0000-9-[2-(4-0000-2-0000-0000)-0007-2-(0000-4-00)
-6,7,8,9-000000-4H-0000[1,2-a]0 0000 -4-00 0O

550 9-0000-2-00000-7,7-0000-2-(0000-4-00)-6,7,8,9-00000
0-4H-0 000 [1,2-a]0 0000 -4-00 0O

560 3-0000-9-[2-(4-0000-2-0000-0000)-0007-7,7-0000-2-(0
000-4-00)-6,7,8,9-000000-4H-0000[1,2-a]0 0000 -4-000

570 9-[2-(4-0000-2-0000-0000)-0007-7,7-0000-2-(0000 -4-0
0)-6,7,8,9-0 00000 -4H-0000[1,2-a]0 0000 -4-000

Do0o0o0a0

0000000000

10 [3-(2-0000-0000)-00007-2,2-0000-7-(0000-4-00)-2,3-00
00-1H-0000([1.,2-a]00000-5-000
20[2-000-2-00000007]-2,2-0000-7-(0000-4-00)-2,3-0000 -1H-
0000[1,2-a]0 0000 -5-000
30[2-00000-2-0000000]-2,2-0000-7-(0000-4-00)-2,3-0000
-IH-00O0O0[1,2-a]00000-5-000

40 [2-000-2-(4-0000000)000]-2,2-0000-7-(0000-4-00 )-2,3-0
O000-1H-0000([1,2-a]0 0000-5-000

50 [2-000-2-(4-0000000)000]-2,2-0000-7-(0000-4-00)-2,3-0
000-1H-0000([1,2-a]00000-5-000

Do0o0o00

60 [2-000-4-000000007]-2,2-0000-7(0000-4-00)-2,3-0000-1
H-OOOO[1,2-a]0 0000 -5-00 0
70[1-000-2-000-2-3,4-00000000-5-00000000)-0007-2,2-0
000-7-(0000-4-00)-2,3-0000-1H-0000[1,2-a]0 0000 -5-00 0

80 [2-000-2-(000-2-00)-0007-2,2-0000-7-(0000-4-00 )-2,3-0
000-1H-0000([1,2-a]0 0000-5-000

90 [2-000-2-(4-00000000)-0007-2,2-0000-7-(0000-4-00)-2,3
-0000-1H-0000[1,2-a]0 0000 -5-000

100 [2-000-2-(3-00000000)-00017]-2,2-0000-7-(0000-4-00)-2,
3-0000-1H-0000[1,2-a]0 0000 -5-00 0

110 [2-0 0 O -2-(5,5,8,8-0 00000 -5,6,7,8-000000000-2-00)-0001]
-2,2-0000-7-(0000-4-00)-2,3-0000-1H-0000[1,2-a]0 0000 -5-0
00

000000

0000000000
109-[2-(4-0000-2-0000-0000)-0007-8-000-2-(0000-4-00 )-6,
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7,8,0-000000-0000([1,2-a0 0000 -4-000
209-[2-(4-0000-2-0000-0000)-0007-8,8-0000-2-(0000-4-00
)-6,7,8,9-000000-0000([1,2-a]0 0000 -4-000
309-[2-(4-0000-0000)-0007]-8-000-2-(0000 -4-00 )-6,7,8,9-0 0
00O00-0000([1.2-a]00000-4-000
408-000-9-(2-000-2-0000-000)-2-(0000-4-00)-6,7,8,9-00001
00-0000([1,2-al0 0000 -4-000

50 9-[2-(2,5-00000-0000)-0007]-8-000-2-(0000-4-00)-6,7,8,9-
D0000O00-0000[1,2-a]0 0000 -4-000

Do0o0o0Q0

60 9-[2-(2-0000-0000)-0007]-8-000-2-(0000 -4-00 )-6,7,8,9-0 0
00O00-0000([1.2-a]00000-4-000
709-[2(S)-00000-2-0000-00017]-8-000-2-(0000-4-00)-6,7,8,9-0
00000-0000([1,2-a00000-4-000

80 9-[2(S)-00000-2-0000-0001]-8,8-0000-2-(0000-4-00)-6,7,8,
9-000000-0000([1,2-a]00000-4-000
908-000-9-[000D00-1-0000071-2-(CO000-4-00)-6,7,8,9-00000
0-0000[1,2-a]0 0000 -4-000
1008,8-0000-9-[2-000-2-0000-0007-2(0000-4-00)- 6,7,8,9-00
0000-0000([1,2-a]00000-4-000

000000

1108-000-9-[00000-2-00000]-2-(0000-4-00)- 6,7,8,9-00000
0-0000[1,2-a]00000-4-000

120 9-[2-(3-0000-0000)-2-000-0007]-8-000-2-(CO000 -4-00 )-6,7
,8,0-000000-0000([1,2-al0 0000 -4-000

130 9-[2-(3-000-0000)-2-000-0007]-8-000-2-(0000-4-00)-6,7,8
,9-000000-0000([1,2-a]00000-4-000
1408,8-0000-9-[2(S)-0000-000071-2-(C000-4-00)-6,7,8,9-00 00
00-0000[1,2-al00000-4-000

1508,8-0 000 -9-[2(R)-0000-000071-2-(0000-4-00)-6,7,8,9-00 00
00-0000([1,2-al0 0000 -4-000

Do0o0o00
1608-000-9-[2-000-2-0000-00071-2-(0000-4-00)-6,7,8,9-00 00
00-0000([1,2-al0 0000 -4-000
1708-000-9-[2(S)-00000-2-0000-0007]-2-(0O000-4-00)-6,7,8,9-
0000O00-0000[1,2-a]0 0000 -4-000
1803-0000-8-000-9-(2-000-2-0000-000)-2-(0000-4-00)-6,7,8
,-000000-0000([1,2-a]00000-4-000
1908,8-0000-9[00000-1-0000071-2-(0000-4-00)-6,7,8,9-0000
00-0000([1,2-a00000-4-000

000000

200 9-[2-(4-0000-0000)-2(S)-00000-0007]-8,8-0000-2-(0000O-
4-00)-6,7,8,9-000000-0000[1,2-a]0 0000 -4-00 0O

210 9-[2-(3-0 00 0-0000)-2-00000-00071-8-000-2-(0000-4-00)
-6,7,8,9-000000-0000([1,2-a]00000-4-000

220 9-[2-(3,5-0000-0000)-2-00000-0007-8-000-2-(0000-4-0
0)-6,7,8,9-000000-0000([1,2-a]0 0000 -4-000
2309-[2-000([1,3]000000-5-00-2-000-0007-8-000-2-(0000-4-
00)-6,7,8,9-000000-0000([1,2-a]00000-4-000

240 9-[2-(3-000-0000)-2(S)-00000-00017]-8,8-0000-2-(0000-4-
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00)-6,7,8,9-000000-0000([1,2-a]00000-4-000
250 9-[2-(2,3-0000-000([1,4]00000-6-00)-2-000-0007-8-000-2
-(0000-4-00)-6,7,8,9-000000-0000([1,2-a]00000-4-000
DoooooQ
2603-0000-9-(2-(S)-00000-2-0000-000)-8-000-2-(0000-4-0
0)-6,7,8,9-000000-0000([1,2-a]0 0000 -4-000
2709-(2-00000-4-00-2(S)-00000-000)-8,8-0000-2-(0 000 -4-0
0)-6,7,8,9-000000-0000([1,2-a]0 0000 -4-000

280 9-[2-(3-0000-0000)-2(S)-00000-0007-8,8-0000-2-(0000 -
4-00)-6,7,8,9-000000-0000([1,2-a]0 0000 -4-00 O

200 9-(2(S)-00000-2-00000-2-00-000)-8,8-0000-2-(0000-4-0
0)-6,7,8,9-000000-0000([1,2-a]0 0000 -4-000

300 9-[2-(4-000-0000)-2(S)-00000-0007]-8,8-0000-2-(0000-4-
00)-6,7,8,9-000000-0000([1,2-a]00000-4-000

Dooooo

310 9-[2-(3,4-00000000)-2(S)-00000-0007]-8,8-0000-2-(0O000
-4-00)-6,7,8,9-000000-0000([1,2-al0 0000 -4-000

320 9-(2(S)-0 0 000-2-p-000-000)-8,8-0000-2-(0000-4-00)-6,7,8
,9-000000-0000([1,2-a00000-4-000
3303-000-8-000-9-(2-000-2-0000-000)-2-0000 -4-00 -6,7,8,9-
0000O00-0000([1,2-a]0 0000 -4-000

340 9-[2(S)-00000-2-(3-0000-0000)-0007-8,8-0000-2-(0000 -
4-00)-6,7,8,9-000000-0000([1,2-a0 0000 -4-000

350 9-[2-(2,4-0000-0000)-2(S)-00000-0007-8,8-0000-2-(000
0-4-00)-6,7,8,9-000000-0000([1,2-a]0 0000 -4-000

Dooooo
3603-0000-9-(2(S)-00000-2-0000-000)-8,8-0000-2-(0000-4-
00)-6,7,8,9-000000-0000([1,2-a]00000-4-000

370 9-[2-(3-0000-0000)-2-000-0007]-8,8-0000-2-0000 -4-00 -
6,7,8,9-000000-0000([1,2-a]00000-4-000

380 9-[2(S)-00000-2-0000-0007-8-000-2-(0000-4-00)-6,7,8,9-
000DO00O0-0000([1,2-a]00000-4-00 (QOOOO0O0OO0O0OO0O0O0 1O

390 9-[2(S)-00000-2-0000-0007]-8-000-2-(0O000-4-00)-6,7,8,9-
000000-0000([1,2-a]00000-4-00 (COOOOOOOOOO 110
4008,8-0000 9-(2-000-2-p-000-000)-000)-2-0000-4-00- 6,7,8
,9-000000-0000([1,2-a]00000-4-000

oooooQ

410 9-[2-(3-000-0000)-2-000-0007-8,8-0000-2-0000-4-00 - 6,
7,8,9-000000-0000([1,2-a]0 0000 -4-000

420 4-[2-(2,2-0000-6-000-8-0000-4-00-3,4-00 0 0 -2H,6H-0 0 0 O [1,
2-a]0 0000-1-00)-1-00000-000]1-00000000

430 9-[2-(3-0000-0000)-2-000-0007-8,8-0000-2-0000 -4-00 -
6,7,8,0-0 00 000-0000([1,2-a]00000-4-000

440 9-[2-(3,4-0 000 -0000)-2-00000-00017-8,8-0000-2-0000 -4-
0o0-6,7,8,9-000000-0000([1,2-a]00000-4-000

450 9-[2-(4-000-0000)-2-00000-0007]-8-000-2-0000-4-00 - 6,
7,8,9-000000-0000([1,2-a]0 0000 -4-000

460 9-[2-(3-0 00 -0000)-2-000-0007]-8-000-2-0000-4-00 - 6,7,8,
9-000000-0000([1,2-a]0 0000 -4-000

470 9-[2-(4-000-0000)-2-000-000]-8-000-2-0000-4-00 - 6,7,8,
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9-00000D0-0000([1,2-a]00000-4-000
4808-000-9-(2-00000-2-p-000-000)-2-0000-4-00 - 6,7,8,9-00
0000-0000([1,2-a]00000-4-00
oooao
0oooooao
0000000000000 O00000O00(@) 00000000 DOOOONONooaOan
O
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0000000000000 O00O0O00O0O00O0O00O0O00OO0ONO0ONoNoonoooao
000000000000 0O000O000000000O0.0010100mg (00000

y00OODODOOODOOOOO0OOO00OO0OO00O0O000O00000

0o0oo

O

0000000000000 O00O0O00O0O00O0O000O00000000000

0000000000000 O00O0O00

00

000 (00000000 8)
9-(2(S)-00000-2-0000-000)-7,7-0000-2-(0000-4-00 )-6,7,8,9-
000000-4H-0000([1,2-al00000-4-00 000 0 1)

1.1 7,7-0000-2-(0000-4-00)-6,7,8,9-000 000 -44-0 00 0O [1,2-a]0
0D000-4-00

D0O00oO0O0emDOOOD 3-(0000-4-00)-3-00000000005.99 (30.55
mmol)J (00 O00D04,262,1220 00 000000000000)5,5-0000-1,4,5,6-
000000-2-00000000 10005.0g (30.55 mmol)J 0000000 O6.33g
(45.82 o0 0000000000 120000000000000000000000
0000000000000 0000O000O000000O00000000000000
000000000000 O06.30g (80%)0 O O O MpO 152-1540

Do0o0o0a0

1.2 9-(2(S)-00000-2-0000-000)-7,7-0000-2-(C000-4-00)-6,7,
8,9-000000-4H-0000[1,2-a]00000-4-00 000 (A0 1)
0Do0oo0O0O0O0O0OoO0OoOoemOO?7,7-0000-2-(0O000-4-00)-6,7,8,9-000
000-4H-0000([1,2-a]0 0000-4-000.8g (3.12mmol)J 00D 0O0OD0OODO
0DO0(@OO60000) 274mg (6.86mmol)0 000000 O0COO0OCODOS5000300000
00(S)-2-000-1-0000000000.494ml (3.74 mmol)J 000000 OO OS500
D40 000000
D000000000000000000000000000000000000000
0D0O0D0O098/2090/100 00 00000000/0000000000000000000
0000000000000 000000000000000.486g0 0000000000
0000000000000 000000000000000000000000000
00.192 g (15%)0 0 O O O MpO 234-2360 O [a ]5=-22.9° (c=10 CH5O0H)

Do0o0o0aQ

0000 (CODO00O0O00049)

9-(2-000-2-0000-000)-7-000-2-(C000-4-00)-6,7,8,9-000000
AH-0 OO0 [1,2-al0 0000 -4-00

2.1 5-000-1,4,5,6-000000-2-00000000 00O
02-000-1,3-00000000 000 (Tetrahedron (1994) 50(29)0 8617-8632) 6.7

g (4l.6 mol)D OO CDOOCOO(GOM)IOOOIOODODOODOOODOOODOOOOOOO
O @mmol/ml) 83mMID 000000 O0O0OOOOOOODOOOOS3.97g (41.6 mmol)d O O

00O00O00D0D01400030000000

0000000000000 O0O0O0O0O0O0OO0OOO0OO0O0OOOOOOoOd

Oooo0oooQgdg

Ooooogogooao
OO o0Ooog
O Ooooo

oooao
7-0o0o0-2(oo0d-4-00)-6,7,8,9-000000-4H-0D00C0[M,2-al0003
-4-0 0

oooobooo2.100b0000bO0b0cO0O0ob1Aa00o0booO0ooOooOoan

oooao

9-(2-0dg-2-0o0o0oO-0O00)-7-0oooo-2(oDODO-4-00)-6,7,8,9-000
0O 4H-0000[[1,2-aJCC00D0-4-00
ocoooooooooocwomicOv7-000-2-(0000-4-00)-6,7,8,9-0000

oonNDODOOoNDOOo
OowoooNOd
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00-4H-0000[1,2-a]0 0000-4-000.32g (1.3 mmol)IJ 0000000 DOOO

00O0@OO05%000) 64ng (1.34mmol) 000000000 OC0OO400000000

00000000000.267g (1.34 mmol) 000000000000 0200000000

D000000000000000000000000000000000000000
0DD0D0100/0090/100 00 00000000/0000000000000000000

000000000000 0O000O000O000000O00O0.23590 00 O MpO 202-203
0

Do0o0o00

D000 (COO00D0O000A47)
9-[3-(2-00000000)ID0O00]-7-00000-2-(0000-4-00)-6,7,8,9-0 O
0000 44-0000[1,2-a]0 0000 -4-00

3.1 7-00000-2-(0O000-4-00)-6,7,8,9-0 00000 -4H-00 OO [1,2-a]0
0D000-4-00

00000002-000-1,4,5,6-000000-5-00000000 (Arch. Int. Pharm
acodyn. Ther. (1968)0 175(1)0 193-211)0 0000 01.10 00000 0 O O MpO 305-3
070

Do0o0o00

3.2 9-[3-(2-0000000DO0)I0O0O0]-7-00000-2-(CO000 -4-00 )-6,7,8,9
-000000 44-0000([1,2-a]0 0000 -4-00
Do00oO0O0O0O0O0O0loomiDO7-00000-2-(0000-4-00)-6,7,8,9-00000
0-4H-0 000 [1,2-a]0 0000 -4-001.0g (4.09 nmoDNO 00 1-[3-(0 000000
0000)IOO0OO0]-2-000000000.95g (4.09 moNO DD O0OODO0OOOOOOO

000O0000C@O0) 4.1g (1.42mmol)00C0O0C0CO0CO0CO0ODO 8000 240 O

oDooo

000000000000 000000000000098/2/0.20 96/4/0.40 00 00

00000/00000/0000000000000000000000000000

0000000000000 0000O0.96g (61%)0 O O O MpD 205-2070

0oooo

000 (COO0OD0O00O0048)
-[3-(2-00000000)0000]-7-0000-2-(0000-4-00)-6,7,8,9-000

O00-4H-0000[1,2-a]00000-4-00 00000 (@0 1)

.1 9-[3-(2-0000D0O00D0)IO0O0O0]-7-0000-2-(0000-4-00)-6,7,8,9-
0000O0-4H-0000([1,2-a]00000-4-00 00000 @0 1)
000000000 03mO09-[3-(2-00000000)0000]-7-00000-2-(
000-4-00)-6,7,8,9-000000-4H-0000[1,2-a]0 0000 -4-000.12g (

BlmmoDIDODODODOODODOODODOODOOOOOOO(60% 14mg (0.34 mmol)d O O O
0000000000010 000000000000-200000000000001

6y L (0.3l mmol)D0O0OD0ODODDDI00O000O00
0000000000000 O00O0O00O0O000O000000098/2/0.2000000
0000/00000/000000000000000000000000000000
000D00.1g (85%)0 00100 0000000000010 000000000O0.085g

(65%)0 MpO 164-1660

Do0o0o00

D000 (CODO0O0D0O000A4)

9-(2-000-2-0000-000)-7,7-00000-2-(C000-4-00 )-6,7,8,9-00 O

000-4H-0000[1,2-a]0 0000 -4-00

5.1 5,5-00000-1,4,5,6-000000-2-00000000

00000002,2-00000-1,3-00000000 (Tetrahedron (1994)0 50(29)0 86

17-8632)0 000 002.100000000000000000O00O0O000O000O00

Do0o0o0aQ

OoDoDeewgoooodoooO0ogoooooooag
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2 7,7-0o0ooo-2-(000OD0-4-00)-6,7,8,9-000000-4H-00 00 [1,2-a]
oo0o0-4-00
O00D0ODOO0O005.200000000001.100000000O0MpO 239-2400
ooooao

.3 9-¢¢-0oo-2-00g0go0-0ooo)-7,7-0o0ooog-2-(obooo -4-00)-6,7,8,9-
Oo0O0D0DD-4H-0000[[,2-aCO0O0D00O-4-00

0023000000000 0000000D0D0DO0O0O00O0O0O0O0O0ODOMpO217-2190
ooooao

ooo0O (oOooooooe)

9-2-0u0g-2-00g0o-oo0o)-3-0ooog -7,7-O000-2-(ooooo-4-00d)-6,7,8
L,9-00ooood-4H-0000[1,2-aU0D0D00-4-00 0OOO@OAOD

6.1 00O 2-0000-3-000-3-0000-4-000000000 OOO
(Tetrahedron LettersO O 300 O O 450 O 0 6113-61160 0O 19890 O O )

000000 Od+tri-n-00000000O134,8 ml (0.4 moH)00O0DOCO0DOODDODOO
GgoomhHODODODO0OO0OD0 DOoODDODODO0DO0DO0DO0O0OOOe3.8ml (054 moH)O OO OOODO
ooooODoDoOOoOoo4000000O00D0
0o0o0oooo-78000000n-0000D00CO0@ODO0OZ2.5M) 237.58 ml (0.594 m
ohiDOdDD0DO010 0000000000000 ddaO (Heterocyclic Chemistryd 180 5190
1981) 76.44 g (0.54 moDH O OO OOODIODDODOOOOO

oooooao

000o0DooooooDooooooo0oooDoDOooOooDooOsS%w Ooov00miDO OO
oo0o0oo0oDoDDoODO0OO000O0O0ooo0o0Ooo0DDDODO0DO00DU0DO0O0OoDOoDoODoOoDoODoODDOoODOoOOoDoOg
oooo0oooODO0OO000oO0OoooooO0oO0ODDODO0DO00DU0DO0o0oOoDOoDoODoOooODoODDODOoOOoDOoOg
O
O
O

oDoooooov

oooooooooobbooooobooooooboUoooboo@ooDoooooDoon
/0 00 0O 0O 90/100 50/50)0
ocoo0OoOOOO0O0O0oOoooooooODobObOOoGNHOOOODoDoDD20g9g (A0 O000OM
142-144 O

000000

6.2 7,7-0000-3-0000-2-(0000-4-00)-6,7,8,9-000000 -4H-00 O
O[1,2-a]0 0000 -4-00

D0O00oO0O0s3m00O000 0000-4-00-3-000-2-00000000000 O
005.0g (20.19 mmol)J (0 000042621220 000000000 0O0000)5,5-00
00-1,4,5,6-000000-2-00000000 000O03.30g (20.19 mmol)J 00 OO
000D08.37g (60.57 o) D00 C0O0ODCDOOCD180 000000
0000000000000 0000O000000O000O00000000000000
0000000000000 0000000001.99 (4%)0000000000000
0 O MpO 190-1920

000000

6.3 9-(2-000-2-0000-000)-3-0000-7,7-0000-2-(0O000-4-00)-
6,7,8,9-0 0 0000 -4H-0000[1,2-a]0 0000-4-00 000 (10 1)

000000000000 O06mI0OD07,7-0000-3-0000-2-(0000-4-00)-6,7
,8,0-000000-4H-0000[1.,2-a]0 0000 -4-000.30g (1.09 mmol)D 0O OO
00000000 (@OO060000) 53mg (1.3tmmo)0 00 O0O00O0O00OOOO 100
00000000000 00.261g (1.31 moDO DD 0OODOO0OODOOODODS300
00

000
0000000000000000000000000000000000000
98/2090/100 0000 D0O0CODOOO/000000000000000000000
0000000000000 O00O0O000O00D00.10g000000000000Mp
236-2380

OooooooQgogao
O0Ooo0oooao
O Oogoao
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000000

0000 (CO0DO00D0O00021)
9-(2-000-2-0000-000)-7,7-0000-3-000-2-(0000 -4-00 )-6,7,8,9
-000000-4H-0000([1,2-a]0 0000 -4-00

7.1 3-000-7,7-0000-2-(0000-4-00)-6,7,8,9-000000-4H-00007
1,2-a]00000-4-00 00000001
07,7-0000-2-(0000-4-00)-6,7,8,9-00 0000 -4H-00 00 [1,2-a]0 0O
00-4-003.0g (11.7 mmol)D OO (75m)D 0000 O00.6ml (11.7 mmol) DO 0O OO
000000000 D020000000

0000000000000 0000000000000000000A4.53g (97%)0 O
000000000 MpO 270-2720

Do0o0o0a0

9-(2-000-2-0000-000)-7,7-0000-3-000-2-(0000 -4-00 )-6,7,8,9
-000000-4H-0000([1,2-a]0 0000 -4-00
03-000-7,7-0000-2-(0000-4-00)-6,7,8,9-000000-4H-000 0 [1,2
-;a0 0000-4-00 0000004.15g (10.43mmol)J 0000000000000
0000000000000 0000000000000O000ON0ONONooNooonoon
0000000000000 O00O0O00O0O0C0OO2smIO0DO0O000O000O00C@O0G
0000) 0.542g (13.56 mmol)J D0 DD 0O0O0O0O0OOO4000000000000
000002.43g (12.49 mmol)0 0 0000000000050 000000
000000000 O0D0O0C0D0ODC0ODONOODONOODONOODONOODOOODOODOOOaO (3.5
(74%))0 MpO 223-2250

Do0o0o0aQ

0000 (CODO0O0O0O00038)
9-(2-000-2-0000-000)-3-000-2-(C000-4-00)-6,7,8,9-000000
-4H-0000[1,2-a]0 0000 -4-0 O

8.1 3-000-2-(0000-4-00)-6,7,8,9-000000-4H-00 00 [1,2-a]0 0O
00 -4-0 0

DO0O0O0O0O03omOO(@O0O000025297860 00 000000000000 )I00
2-000-3-(0000-4-00)-3-0000000000 14.0g (67.56 mmol)O (J.0rg.C

hem.O 19550 200 8290 0 0 00O DO 0 )1,4,5,6-0 0 0000-2-00000000 10
009.16g (67.66 mmol)D 000 D0 000 O9.33g (67.66 mol)D DD O0OOD0DOOO12
0oooooo

Do0o0o00

0000000000000 0000O000000O000O00000000000000
000000000000 0O00O0O000O00000000O0O10.59 (64%)0 MpO 242-2
430

000000

8.2 9-(2-000-2-0000-000)-3-000-2-(0000-4-00)-6,7,8,9-00 0
000-4H-0000[1,2-a]0 0000 -4-00

000000000000 04mi0O03-000-2-(0000-4-00)-6,7,8,9-00000
0-4H-0 000 [1,2-a]0 0000 -4-000.25g (1.03mmo)D0 0O O0O0C0OO0C0DOOO
00 (@OO50%0 0) 45mg (1.03mmo)0 0 000000000 O0010000000000
00000000.205g (1.03mmoD)I 000000 COD0ODODOOS0000000
0000000000000 000000000000000000000000000
00098/2/0.200000000000/00000/00000000000000000
000000000000 0O000O000O000O000O000O0.10g (27%)0 0 0 O MpO 1

90-1920
oooooo
oooo0O (o000 ooo2
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9-(2-000-2-0000-000)-7,7-0000-2-(0000-4-00)-6,7,8,9-0000
00-4H-0000[1,2-a]00000-4-00 000 (10 1)
0Doo0oo0o0o0o07,7-0000-2-(0000-4-00)-6,7,8,9-000000-4H-0000([
1,2-a]0 00 00-4-0000000002.3000000000000000000Mp0
283-2850

Do0o0o0aQ

00000 (COOD0O00O0O0B3)
9-(2-00000-2-0000-000)-7,70000-2-(0000-4-00)-6,7,8,9-0 0
0000-4H-0000[1,2-a]0 0000 -4-00

00090 D00009-(-000-2-0000-000)-7,7-0000-2-(0000-4-00)
-6,7,8,9-000000-4H-0 000 [1,2-a]0 0000 -4-002.0g (5-34 mmol)0 O O
D00 @oomDOIDODOIODODODODODOONDOOOD0DNO0.24g (6.4l mmol) D000 OO ODO3
o00000000O00O0O00O0OO0O0O0

0000000000000 000000000000000000000000000
00O0000000000000001.66g (83%)I 0 0O0000Zz-00-2-000000
000000000 MpO 195-1970

Do0o0o00

00000 (COO0DOO00O0034)
9-(2-000-2-0000-000)-7,7-0000-2-(0000-4-00)-6,7,8,9-0000
00-4H-0000([1,2-a]00000-4-00 000 (10 1)

11.10 2-[2-(3,3-0 000 -6-000 -8-(0 000 -4-00 )-3,4-0 00 0 -2H,6H-0 0 O
O[l,2-a]00000-1-00)-1-0000-000]1-0000000-1,3-000
0D9-(2-00000-2-0000-000)-7,7-0000-2-(0000-4-00 )-6,7,8,9-0
00000-4H-0000([1,2-a]0 0000 -4-000.2g (0.531 mmol)J 000000 0.0
80g (0.584 mmol)O 0 0 0.195g (0.742 mmol)J D 0000000 OO0DO (@om) DO OO0

ooo0oO0OD0DO0O ODO0O0oOoooooo0o0o.142ml (0903 mmoH)OODODDODOOOOOL8O
gbooogd

ooooooDOoOoOooOogoes/2/o.20 000000 O0DOOO/000D0DO/O00000O
ocoooOD0ODOO0OO000O0O0oOooOoOooODbDDDbOOO0O0O0O0OOoo.06g (22%)0O 0O 0O O
oooooao

11.209-(2-000-2-0000d-ooop)-7,7-obooo-2-(oobbb -4-00)-6,7,8,9-0

0
O

00-4H-0000[1.,2-a]00000-4-00 000 (10 1)

000000 D0O0.452ml (9.29 mmol)D O 0 O 2-[2-(3,3-0 000 -6-00 0 -8-(0 O
-4-00)-3,4-0000-2H,6H-0 000 [1,2-a]0 0000 -1-00)-1-0000 -0
]1-0000000-1,3-0000.470g (0.929 moDO DO OO O GOMDOOODDOODO
180000000

000000000000 0000000000095/5/0.5094/6/0.60 00 00O
0,/00000/0000000000000000000000O000O00O0000
0000000000000000O00O0.283g (68%)0 0 O O MpD 227-2310
000

0000 (COO00D0O0001)
[3-(2-0000-0000)-0000]-2,2-0000-7-(0000-4-00)-2,3-0000
-lH-000O0[1,2-a]00000-5-00 000 (02)
12.105,5-0000-4,5-0000-1H-000000-2-00000 000000 (01)
01,2-0000-2-000000015g (0.17 mol)J O (5om)0 00000000000
00189 (0.17 moNDO DD O0O0ODOODODDOOD4000000000000
0000000000000 000000000000000000000000000
000000000000000029.59g (8%)0 000000000000 O0O
Do0o0o0a0
12.202,2-0000-7-(0000-4-00)-2,3-0000-1H-0000[1,2-a]0 0000

OO0 oooooogogoQg
OoooooQoogoao
O 0Ooooo
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-5-0 0

DOoo0ooO0O0i100mi0O05,5-0000-4,5-0000-1H-000000-2-00000000

00004.59 (23.2 mmo0 D000 3-(0O000-4-00)-3-00000000002.99
(15.46 nMmoDO 000000 O04.27g (30.89 moDO 00O ODCOOOCODOO18000

0ooo

0000000000000 0000000000000000000000000000

000000000000 000000000000002.5g (67%)0 00 O MpO 226-22

80

Do0o0o00

12.30 [3-(2-0000-0000)-00007-2,2-0000-7-(0000-4-00)-2,3-0

000-1H-0000([1,2-a]00000-5-00 000 (102)

000000000000 O06mI0O02,2-0000-7-(0000-4-00)-2,3-0000 -1

H-OOODO[1,2-a]00000-5-000.3g (1.23mmoD0 0000000000000

DO0O0e0000) 64mg (1.6 moDO DO ODODCOOOCOOOCO6IO1000000000

03-(2-00000000)0000000000.322g (1.48 nmoO OO OO0 DOO120

0Do010000000

0000000000000 0000000000000O000ON0ONONooNooonoon

98/2095/50 0000000000 /000000000000D0O00O0O0C0OO0OO0

0000000000000000000000.248g (B55%)0002000000000M

p0 140-1420

000000

00000 (COO0D0O000O01)

9-[2-(4-0000-2-0000-0000)-0007-8-000-2-(0000-4-00)-6,7,8
,-000000-0000([1,2-a]0 0000 -4-00

13.108-000-2-(0000-4-00)-6,7,8,9-000000-0000([1,2-a]J0 000

0 -4-0 0

DooooosomiD0O0O0D0 3-(0000-4-00)-3-00000000006g (31.0 mm

oD (J. Org. Chem.O 200 19550 829-8380 0 D OO O OO ) 6-0 00 -1,4,5,6-0 0 O

000-00000-2-00000 0O004.6g (31.0 moNO OO0 000000 6.44g (46
OmmoDIDODODOODODODODD180000000

0000000000000 000000000000000000000000000

00000000 3.85g (51%)0 O O O MpO 245-2470

Do0o0o0aQ

13.20 (4-0000-2-0000-0000)-000000000

0000000 100mIOOCO OO (IV) 14.34g (32.47 mol)D 000 O OO0 DO OCO9mIO

01-(4-0000-2-0000-0000)-00005.2g (30.92mmol) 000000000

000000015.02ml (123.13 mmoDO0 00000000 DOCOOOCOOOODOOO 16

D000000000000000000000000000000000000000

0000000000000 0000000O00000000000000000000

000000000060 00O000O00O0O00D0ONO0ODNONO0OONODOOO

000000

13.302-(4-0000-2-0000-0000)-00000

0000000000 12mMI0000000000000001.72g ( 45.41 mmol)d O O

DoO0oDOd0120mIDO OO O6g (30.27 mmol)0 (4-0 000 -2-0000-0000)-

0000000000000 00000000000010000000

DodO0O0OO0OO0OO0OOOOOOOOOCOloomMIOOOOOOOOOOOOOOOOOOO

0000000000000 000000000000000000000000000

00000000005.1g (9900000000

Do0o0o0a0

13.40 00000000 2-4-0000-2-0000-0000)-0000000
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02-(4-0000-2-0000-0000)-000005.1g (29.97 mmol)J 0000000
DOO0@ mMDODO0O0O00O0DN0DONOND0OON6.26ml (44.95 mmo)D DO D0 O0DOO0O
00003.5ml (44.95 mmol)J OO OO
00000000000 D0100000000000000000000000000N0n
0000000000000 O0O0O0O0O0O0O0O0O0OO00O0OO0OODOOOoOOoOooooon 2
-(4-0000-2-0000-0000)-000000079(100%)0 000
000000
13.50 9-[2-(4-0000-2-0000-0000)-000]-8-000-2-(0000-4-00)
-6,7,8,9-000000-0000([1.,2-a]00000-4-00 000 (10 1)
8-000-2-(0000-4-00)-6,7,8,9-000000-0000([1,2-a]0 0000 -4-
0.25g (1.03mmo)0 00000000 OOOO@NIOODOD0OODODO0ODDDOO (@
600 0 O ) 0.046mg (1.14mmol)J 000 CO0OOS500020000000000000
2-(4-0000-2-0000-0000)-00000000.282g (1.14 mmol)0 O OO
180000000

000000000000 00000000000000000000
000O000100/0096/40 0000000000 /000000000
000000000 00000000000000000000000
000 00.192g (43%)0 O O O MpO 206-2080

Ooo0ooooQgooaoo
O 0Oooo
O Oooo

[ B

Ooooooogogogooooo
O0Oo0ood

0000 (CO0O00D0O0002)
9-[2-(4-0000-2-0000-0000)-0007-8,8-0000-2-(0O000-4-00 )-6
,7,8,9-000000-0000([1,2-a]0 0000 -4-00

14.108,8-0 000 -2-(0000-4-00)-6,7,8,9-000000-0000 [1,2-a]00
0O00-4-00

DoooOoOosmiDO0OO0DO0 3-(0O000-4-00)-3-00000000007.68g (39.8
mmol)O (Bull. Soc. Chim. Belg.O 19500 590 573-5870 0 0 0D D OO ) 6,6-0 00 O
-1,4,5,6-0 00 000-00000-2-00000 000O0007.99 (37-9 mmol)O O O
00000011g (79.5mmol)J 0000000000180 000000
0000000000000 000000000000000000000000000
0000000 3.21g (33%)0 0 O O MpD 345-347 [

Do0o0o00

14.20 9-[2-(4-0000-2-0000-0000)-0007]-8,8-0000-2-(0000-4-
00)-6,7,8,9-000000-0000([1,2-a]0 0000 -4-00
08,8-0000-2-(0000-4-00)-6,7,8,9-000000-0000([1,2-a]0 000
0-4-000.222g (0.87 mmol)J 00 O0O0OOOOOCOOGM)IOODODOODODOODOO
(0D0D060000) 0.039g (0.95mmo)0 0 00D OC0DO5000200000000000
000 2-(4-0000-2-0000-0000)-00000000.236g ( 0.95mmol)d O
0000180000000

0000000000000 O00O0O000O000O000000000000000000
000000000000 D0100/0096/40 0000000000/000000000
000000000000 O0O00O0O0C0O0O000O000000O00O0.18g (50%)0 OO
MpO 217-2190

00000

00000 (COO0D0O00O0O0S8)
9-(2(S)-00000-2-0000-000)-8,8-0000-2-0000-4-00-6,7,8,9-0
00000-0000([1,2-a00000-4-00 000 (10 1)
0s8,8-0000-2-0000-4-00-6,7,8,9-000000-0000([1,2-a0 00000 -
4-001g (3.90 mo)D 0D OODOCOOOCOOOO@mDIODODODODOODOOODOO @
0060000) 0.343g (8.58 mmol)J 0000000500010 00 000 (1-S)-2-00

g
g
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O
g
a
O
g
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-1-0000000000.794g (5.07 mmol)J 000000012000 120000000
afislalls
00000000000000000000000000000000000000
000000000 0100/0096/40 00 000000/0000000000000
000000000000000000000000000000000000000
00000000 O0.87g (59%)0 00 O

MpO 204-206 O O [a o= -20.7° (c=0.8550 CH50H)

Do0o0o00

00000 (COO0O0O00O0010)
8,8-0000-9-(2-000-2-0000-000)-2-0000-4-00-6,7,8,9-00000
0-0000[1,2-a]0 0000-4-00 000 (10 1)

00000000000 00.12ml (1.65 moDO OO O0O0OO0OOO (Bm)OO0OO-780
00000000000 WIDO00O00000000O0.21ml (1.46 mmol)O O O O -780
0D20000000-780000000000002nl 009-(2(S)-00000-2-0000
-000)-8,8-0000-2-0000-4-00-6,7,8,9-000000-0000([1,2-a]00
000-4-000.1g (0.27 mo)0 0D 0O0O003000000000000000O0.31ml
mmoDI 00D CODODCODODCD120000000000000000000000

(2.23

0O o Oo0OooOogao
Oooo0oooQgdg
OO0 oooogoogdg

[EnY
\,
[EEY
O

4-0 0

gcooooosmiD0dono 3-@-00000)-83-0000C0O00ODO0ObS5g (25-88 mmol

OoOoo0ooogdg

O

s-0ogd-2-0ooob-40D0-6,7,8,9-000000-00000M1,2-]00000 -

O

O
O
O
O
O

0000000000000 O00O0O0C0O0O0O0O0OO0O0O0O0O0OO0O0OoOooooaO
00009/5/0.500000000000/00000/0000000000
000000000000 0O000O000O0000000000000000
000000000 D0O0.026g (24%)0 O O O MpO 247-249 O

0

(00000000 16)

-9-(2-000-2-0000-000)-2-0000-4-00-6,7,8,9-000000 -
O[l,2-a]00000-4-00 000 A0 1)

)0 (J3.0rg. Chem.O 200 1955001 829-8380 J U OO OODO) 6-000-1,4,5,6-0000

Oo0-00000-2-00000 0O0O03.85 (23.53mmo)DO0OODDODDOONO®G.83g (49

AlmmoDO0O0O0O0O00OD0ODD1180000000

0000000000000 O0000000000000000000000000000
0000000 4.1g (68%)0 0 O O MpO 244-2460

ooooooQ

17.208-000 -9-(2-000-2-0000-000)-2-0000-4-00-6,7,8,9-0000
00-0000([1,2-a]00000-4-00 000 (101)

08-000

0 0.3g (1.

600

Oo0ooooQgoooao
OO0 oDoog4gogooood
Oo0oooogoQgoooao

Owoooooooogo
OoooooQgooao

0)

O

2-0000-4-00-6,7,8,9-000000-0000([1,2-a]00000-4-0
17mmo)0 000000 O0OO0OOO(GM)IOODICOODODONODODODO@ON
0.343g (8.58 mmol)J DD D ODOOOS00015000000000000000
000.303g (1.52 mo)D 00 0O0O0C0ODO000300000000012000
0000

0

0000000000000 O000O000O0000000000000000
0000O00000100/009/40 00 00000000/000000000
0000000000000 O00O0O00O0O00O0O00OO0ONO0OONONOoOooooao
000000000 O0.134g (28%)0 O O O MpD 189-1910

0

(00000000 18)
-8-000-9-(2-000-2-0000-000)-2-(0000-4-010)-6,7,8,9-
0-0000([1,2-a]0 0000 -4-00
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18.103-0000-8-000-2-0000-4-00-6,7,8,9-000000-0000[1,2-a]
00000 -4-00

000O0000006.1000000000013.1000000 000 MpO 274-2760
DoooooQ
18.203-0000-8-000-9-(2-000-2-0000-000)-2-(0O000-4-00)-6,7
,8,0-000000-0000([1,2-a]0 0000 -4-00

0000000017.20 000000 00 MpO 201-2020

0oo

0000000000 (@)0O000000ON0NON0NON0NON0NON0ONONONOoONoOn
0000000000000 00O0000000000
DO00ORIOODODODOOOOOOOOOOPNOOOOOOOOOOEDODOOOO
MOOOOOOOOOOX0OOOOOOX0200000O00O00O00O00O000O
HODDODOO()I(RDODDORac.)JODYDOODOODOODOODOODOOOO0OO0OOO0OO
(S)0 (R)I OO (Rac.)O O O O

(rac.)0 00000000000

(ROODODRIOOODOOO

(HOODOosSOOoDoooooo

Dooooo
00(@)0O000000O00O00O00O0O0OOmMI0O00O0p00100000000000
00(@)0OD0O00O00O00OMIO0O0O00O00O0p0D1000000000000000 (
O)YoODOODOOOOOmdOOODOCODOODOpOO200000

Ooo0Ooo0oogo

g

ao
od
oo
go
g
O

000000
0000
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ogooo
&5 X y R2 R3 R4 R5 Mp C H
i il CH, CH, |CH, il 250-252 | (1:1) MABEE
2 1l co Ph CH, |CH, H 283-285 | (1:1) MiEglE
3 1 CH(OH) Ph CHy |CH, H 195-197 | (1:1) (2)- 7
(rac.) b-2-x T
=}
1 1 co Ph F F H 217-219 | LI
5 H CH(OH) Ph F r 1l 179-180 | dFHfEHi A
)
6 it co Ph cu, | ci, F 236-238 | (1:1) Hiff
7 |n Co g CHy | CH, H 238-240 | (1:1) HimeHi
‘ =
8 H CH(OH) Ph CH, |CH, H 234-236 | (1:1) Hamsi
()
9 H co i CH, |CH, H 233-235 | (1:1) Hipihy
| ~
o
10 {H CH(OH) cl cH, |ct, 1l 195-197 | BRI AL
NS
(rac.) | _
1 |n CH{OI) i cu, |en, o 108-199 | Fed i
=
(rac.) @
12 |1 cromn Ph CH, |CH, F 228-230 | (1:1) HifsHi
()
13 |H co CH, |CH, H 266-257 | (1:1) HifeHi
11 |n co CH, |CH, H 237-238 | (1:1) Higei
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3 X T Y R2 R3 R4 R5 Mp °C #
15 |1 co ot Cli, |cCH, B 203-204 | (1:1) HIARH
16 |H co Ph\@ cH, |ai H 232-233 | (111) HipgHi
10
17 |H,CH, |CO o7 Cll, |CH, H 241-242 | (1:1) HFsd
O~
(rac.) <0/‘|\,/ -
18 |1 C0 C“‘f\\ CH, |cH, 1l 257-258 | (1:1) Himkti
\/‘\\
19 |H co Y ch, |ai, |n 232-233 | (1:1) Hipak
NN N
20 |H co H30\©\ CH, |CH, H 256-257 | (1:1) Hifg
20
21 |H co Ph CH, |CH, Br 223-225 | B AL
22 IH ClI{(0Me) Ph CH, |CH, H 145-146 | fF i A5
(8)
23 10 Cll, Ph CH, |CH, H 134-136 | 7GR
24 |H C(OH) (CH;) |Ph CH, | CH, il 208-210 | FEPEG
(rac.)
25 |0 C(0Me) (CF, |Ph CH, |CH, i 162-163 | gk bk
30
)
(rac.)
26 |H C(Om) (Ph) {Ph CH, |cm, H 270-272 | el 1L
(rac.)
27 M OH [ph cli, |ci, H 249-250 | WEBEH
N
28 |B C(OH) (CH,) |Ph CH, |CH, F 230-232 | (1:1) Pkt
(rac.) 40
29 |H = Ph CH, |CH, 11 214-215 | fEpEH 3
?‘){K
L g9
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Fi y R2 R3 R4 R5 | n| ¥p C Hi
30 |H cHom CH,0H ch, | Cly i 0 |242-243 | (1:1) Hifki
(rac.)
31 |H c(n (0Me) {Ph Cll, |CH, 1l 0 |190-192 | (1:1) SEEeH
(R)
32 i () (o) H\ CH, |{CH, 1 0 |199-200 | i AL
DRk
(rac.) P
33 H C (1) (NHAc) {Ph CHy |ClL H 0 [246-247 | B L
(rac.)
34 |H c() (\1,) | Ph CH; | CHy il 0 [227-231 | (1:1) AR
(rac,)
35 (W c () (om SN CHy |ON, H 0 |156-157 | e
CL, .
(rac.) ~F oL,
36 |H co Ph H H F 0 [264-266 | (1:1) M
37 |H co f H it F 0 |260-262 | (1:1) Mg
®
L/\\
38 1 co Ph H 1 CH, |0 [190-192 | EEEAIE
39 | o] Ph I il Cl |0 |260-262 | (1:1) HEfeHi
40 |1 co Ph i 1l Br |0 |260-262 | (1:1) HimgHi
) ~ ‘ . ke e L B
41 co ] 11 H CH, [0 |242-243 \iEHESIIE
\V//\./ N
N
42 |H C(H) (0H)  |Ph it H cl |0 |221-213 | (1:1) HEdRd
(S)
43 |l c(y (o) |Ph 1l H CH, |0 |211-213 | (1:1) Hifedl
()
44 [N C (H) (OH) Ph H H F 0 [170-172 | (1:1) HifEHD
(S)
45 1 C(H) (0Me) |Ph I H F 0 |108-110 | (1:1) Mafghi
()
16 |H C(H) (OMe) |Ph H 1 F 0 [202-204 | (1:1) Himeds
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gooooad
a4 ¥ R2 R3 | B4 | R5 Mp C i
. F it e
a7 |1 ol “/\\1 oo fon i 205207 | WEEfEHL AL
kv/ ~
(rac)
[ F
48 | e, (‘\/ noofove |H 164-166 | (1:1) + =
\%\
(rac) i 3a)
49 |H co Ph I CH, i 202-203 | MEEfEHT 10
(rac)
50 |0 C{n (o)  |Ph H CH, H 174-175 | e by 3
(rac.) (rac)
51 |n c(om) (c1,) | Ph cH, fc, | 150-151 | EpER 2
I
52 |H € (O) (Cly) | Ph o, fen, | 144- 146 | S840
* F
v 20
53 (W C(H) (OMe) | Ph on, fem, |w 143145 | WERfER L
(R
F “OMe
54 cl, ‘/\L g F 190-192 | Ui i
RN
55 |H P (\\j}/ o, e, |6 238-240 | (1:1) Hiftg
i
56 |H CH, PO den, | cH, ¥ 140-142 | H M &
L
57 {1 Ci, NG (&P [ R I 235-237 | (1:1) Hifpl
P 30
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Eiaos X Y R2 R3 | R4 | R5 |n| Mp C M
F
1 cl, (\ cH, lom, (n 1 |140-142 | (1:1) Hamkii
N
2 1 co Ph cH, [CH, |H |0 [314-316 | (1:1) MR
3 i c@) (OH) |Ph CH, |Clly |H |0 |173-175 |Hilk
(rac.)
10
1 H o s CH, |cH, |H |0 |268-269 | (1:1) Hifi
ON ;| ‘
5 1 o HJCTN\\L cl, (Cl, |H 0 |252-253 | (1:1) i
Ph . )
6 1l co \© CH, |cCH, |H 0 [230-231 | (1:1) Hmpei
~
7 H,CH, |[CO o CH, |CH, |H 0 1259-260 | (1:1) MEmEl
O-.. ::
(rac.) <°
rac. | 20
8 I co CH, |CH, {H 0 1186-187 | (1:1) HifgHi
9 H o F\©\ CH, |CH, (H |0 [249 (1:1) Hifglh
_CH, e
10 B co ° CH, |CH, {H |0 |233 (1:1) Hifgil
X
l/
HC. CH, the
11 |H co N CH, ICHy {H |0 |250-251 | (1:1) JEMEH 30
1/
HC™ TCH,
ogooooao
ogoooaon
N
I AN
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R5
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&b ¥ R2 R3 R4 | RS Mp °C i
Fn,OMe | cl, HE
1| ci, L I 206-208
(Rac.) (1 1)
F ., OMe
2 it cH, » CH, CH, |H 217-219 | WFEELL L
F CH, JiA e
3 1 CH, \©\ H i 230-232
(Rac. ) (1 :1)
CH, e
4 it co Ph H i 279-291
(Rac.) a:n
e iy, i b
5 H CH, H 1 136-138
MO (Rac.) (1 : 0D
O | CHy HafiRi
6 |n i | Boo|n 236-238
(Rac.) (1 :1)
c {10 (om) CH,
7 H Ph | H 105-107 | WEHEE 3L
() (Rac.)
C (H) (OH) biaq i 3
8 1 Ph CH, CH, |H 204-206
(S) (1D
CH, bt 3o
9 H fres H H 275-277
(Rac. ) (1 :1)
Hiwaig
10 |H co Ph CH, c, | 247-249
(1 :1)
CH. e
e 3
11| WA | Py H H 210-212
(Rac.) (1 :1)
OMe ,
cH, Wi
12 |n co H H 260-262
(Rac.) (1 :1)
Cl
CH, Ha T
13 {1 co | x H il 258-260
> (Rac. ) (1 :1n
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b X Y R2 R3 R4 |R5 | n Mp C #i
C () (CHy) i A
14 |H Ph CH, CH, |H 165-187
() (11
c (1) (CHy) L
15 |1 Ph CH, CH, |H 158-160
(R) (1 :1)
CH,CH, LR
16 |1 Co Ph H 1 189-191
(Rac.) (r:n
¢ () (on) CH,CH, o s
17 |H Ph H H 176-178
(S) (Rac.) 1 :1)
CH,
18 |0 co Ph H F 201-202 | WRgEHL L
(Rac.)
HIPgHL
19 |H A CH, CH, |0 |0 |178-180
(1:1n
can omy | F
20 |H CH, CH, [H |0 [198-200 |FEMESEH:
($)
F
C(H) (o) CH, iR
21 |0 H H 232-234
(Rac.) (Rac.) (r:1D
Cl
C(H) (om) CH, s M
22 |1 3 H {0 |251-253
(Rac.) cl (Rac.) (1 1)
0. CH, HIERIR
23 | co I noon 233-235
0 (Rac.) (1 :1)
Br
c{ (om g
24 |H | ~ CH, CHy, |1 241-216
(s) ‘ 1:1
_ ( )
O CH, Hirgi
25 |H co L | P H H 262-264
o (Rac. ) 1D
C (1) (01D CH,
26 |H Ph H F 170-172 | Bl 2
(S) (Rac.)
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€ (1 (oM @\ HRR
27 i S ~ Cll, ci, |H |0 [188-190
) O\ (D
F
c () (ot SR
28 |H CH, CH, [H |0 [217-219
(S) (1:1
. o 10
¢ apn (o) PN Hipgii
29 |H o | P CH, ci, [H |0 |231-233
() (r:1
HEFR
c (o) (o
30 |H \©\ CH, cu, |H |0 |209-211 |(1 :D)
(S) :
cap (ony | ¢ W
31 |H D\ Cll, CH, [H |0 [257-259
(S) cl 1 1)
C{D (01 | Me bl 20
32 |H @\ CH, CH, |H |0 [193-195
() (1 :1)
CH,
33 |l co Ph H Br |0 |288-200 |kt
(Rac. )
c (1) (oI N .
34 |H I CH, c, |1 o |111-113 | iEsk AL
(s) MeQ” ™FT S
Ci
C () (o) \m b
35 |1 A |CH, CH, |H |0 |241 243
(S) & (1 :1) 30
C(H) (0D b3
36 |H Ph CH, ch, [F |0 [231-233
() (1 :1)
® s
37 |H co CH CH, |H |0 |182-184 |iFgfirGsk
Meo)\r/)\ s ¢ l_fﬁ}ﬁ A
C (H) (OH) 165-167
38 |l Ph Cll, H oo e HE K
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