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94 bh cl | F:293 ||102 4 Cl | F:277
95 | -CHp-(2-F2C-Ph) | CI |EN: 329|103 | -CH,-(2-O,N-Ph) | CI | F: 308
96 |-CH,-(2,3.6-F5-Ph)| CI | F:317
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#* 6
Y-
CI HN B 12
Hojij\ﬁ NP CO-NRR
|
R® N)\N
H
Ex | Syn | R* |R' | R? -Y-B Dat
F-398 ; NMR1: 4.60-4 66(2H1, br m),
I |Ext| H | H|H Bn 8.38(0.7H, 5).8.45(0.3H. 5).9.87(1H, )
F- 446 ; NMR1: 2.75-2.79 (SH, m),
2 |Ex2| Cl |Me | H 3-Me-Ph 18°49(0.7H. 5), 8.54(0.3H.5). 9.88(1 Ls)
F- 432 ; NMRI1: 4.60-4.66(2H, br m),
16 |Ex1| Cl | H | H Bn 8.38(0.7H. 5).8.45(0.3H. 5).9.85(1H, s)
17 [Pre3| CI | H | H | CHy(2,5-F»-Ph) |F: 468
=7
n-YB
0 NN
H
Ex | Syn -Y-B Dat Ex | Syn -Y-B Dat
18 | Ex3 Bn F: 419 25 |Pre 14| CHx(2-CI-Ph) |F: 453
19 |Pre 14|CHy(3-CI-Ph) |F: 453 26 |Pre 14| CHo(2-F5C-Ph) |F: 487
o
20 |Pre14| ()  |F:409 27 |Pre 14 CH2(2-MeO-Ph) |F: 449
s
21 |Prel4) /() |F:425 28 |Pre 14 |CHy(3-F3C-Ph) |F: 487
22 |Pre 14] CH,-2Py |F: 420 29 [Pre 14 CHA(3-MeO-Ph) [F: 449
23 |Pre 14| CH,-3Py |F:420 30 |Pre 14| CH(4-CI-Ph) |F:453
24 |Prc 14] CH,-4Py |F: 420 31 [Pre 14| CHo(4-F5C-Ph) |F: 487
32 |Pre 14|CH2(4-MeO-Ph) |F: 449
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# 8
/Y“B
o™ HN
K/N\@ N)TCONHZ
AN
Ex Syn -Y-B Dat
A 5 F- 405 ; NMR1: 3.71-3.74(4H, m), 4.66(2H, d,
X n J=6.3117), 7.33-7.35 (4H, m), 8.51(1H. 5)
F- 439 . NMR1: 3.70-3.73(3H. m), 7.13-7.19
7 | Ex7 | CH(2-F-6-HO-Ph) | |y 11y/g 47(1H. 5). 10.25(1H, s)
8 | Ex8 | CHy(2-AcHN-Ph) | F:462
33 [Pre 13| CHp-(2-Me-Ph) | F:419
F-439 . NMR1: 2.95-3.03(m, 4H), 4.72(d, 211,
34 |Prel3 CH2-(2-CI-Ph) J=5.9H7), 7.48-7.53(m, 1H), 8.53(s, 1H)
F- 435 ; NMRI: 2.97-3.05(m, 4H), 3.85(,
35 |Pre 13| CHa(2-MeO-Ph) | 3y W61 (4, 2H, J=5.8Hz), 8.50(s, 1H)
36 |Pre 13|  CHp-(2,4-F,Ph) | F: 441
F- 450 ; NMR1: 3.00-3.08(m, 410, 4.83(d, 211,
37 |Pre 13| CH~(2,3,6-F5-Ph) | 125 o117y 7.43-7.52 (1H, m).8.52(s. 1H)
F- 441 ; NMRT: 2.98-3.03(m, 4H), 4.66(d, 211,
38 |Pre 13| CH2-(3,5-F2-Ph) | 155 g1y7) 7.04-7.12(m, 1H), 8.52(s, 1H)
FN: 455 NMRI: 2.98-3.04(4H, m), 4.67(d,
39 |Pre13|  CHp-(2-F-5-CI-Ph) | 5y 12581y, 7.34-7.39(m. 1H), 8.53(11L s)
40 [Pre 13| CH,(2-HO-Ph) | F: 421
F-435 - NMRIT: 2.97-3.05(4H, m), 3.70(s, 3H),
41 |Pre 13 CHp-(3-MeO-Ph) | 45700 4, 1=5.4Hz). 8.51(11L. 5)
F- 465 ; NMRI: 2.96-3.04(4TL, m), 3.80(s, 3H),
42 |Pre 13| CHz-(2,5-(Me0)2-Ph) | 4 55001 d. J=4.7Hz). 8.50E1H, Isr)l) 31
F: 423 ; NMR1: 2.97-3.04(4H, m), 4.67(2H, d,
43 |Pre 13 CHz-(3-F-Ph) J=59Hz), 7.34-7.41(m, 1H), 8.52(1H. s)
F-473 ; NMRI: 2.96-3.03(4H, m), 4.75(2H, q,
44 |Pre 13| CHp-(3-FsC-Ph) | 115 g1y7) 6.95-7.04(m. 2H). 8.52(1H, 5)
F-465 ; NMR1: 2.97-3.03(4H, m), 3.82(s, 3H),
45 |Pre 13| CH2~(2,3-(MeO)-Ph) | 4764211, d. J=5.9Hz). 8.SOEIH, ;r)l) 5. 3
N
46 |Pre 13 ( F: 407
r /——(N:/)
T~ 433 NMRI: 2.95-3.04(41, m), 4.60(2H, d,
47 |Pre 13| CHp~(3-HOCH:-Ph) | 125 31y7) 4.68(2H. d. J=5.9Hz). 8.51(1H. s)
F- 441 ; NMR1: 2.97-3.03(4H, m), 4.74(2H. d,
48 |Pre 13| CHx(2,3-F2-Ph) | 125 917 728-7.36(m, 1H). 8.53(1H. )
49 [Pre 13 CH,-(4-F-Ph) F- 423
50 |Pre 13 CH»-(2-EtO-Ph) F: 449
51 |Pre 13| CHy-(2.4-(MeO),-Ph) | F: 465
52 [Pre 13| CHy(2.6-Me,-Ph) | F: 433
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(#£8 Fix)
- . 437 - NMRI: 2200H, 5), 466(H, d,
53 |Pre 13| CHz-(2-F-5-Me-Ph) 1324 5,y 7.08-7.11 (3H. m).8.51(1H. s)
54 |Pre 13| CHp-(2-(ELNCH,)-Ph) | F: 490
5 F- 421 NMR1: 2.96-3.05(4H, m), 4.58(2H, d,
55 |Pre13|  CHA(3HOPh) | 1250 "e (i ) (4H, m), 4.58(
56 |Pre 13| CHx-(3.5-(MeO),-Ph) | F: 465
57 |Pre 13| CHa-(2-Me-3-CI-Ph) | FN: 451
58 Pre13|  CHy-(2-CI-6-F-Ph) f;i%;ﬂg%{ﬁ;os(;'3'06(4H’ m), 4.84(2H, d,
FN: 473 - NMR1: 3.01-3.07(41, m), 4.82(21,
59 |Pre 13| CHx-(2,6-F2-3-CI-Ph) | 4 15 417), 7.18-7.26(m. 1H), 8.52(1H. s)
F- 453 : NMR1: 3.01-3.06(4H, m), 3.86(3H, 5),
60 |Pre 13| CHx-(2-F-6-MeO-Ph) |4 75001 4. 1=4.9Hz). 8.48(111. s)
F- 473 . NMRI: 3.01-3.06(4H, m), 4.92(2H, 4,
61 |Pre13)  CH(2,6-Cl-Ph) | 124 o117) 7.39-7.45(m, 1H), 8.53(11L s)
F-423 . NMR1T: 3.01-3.03(4H, m), 4.71(2H. 4,
62 | Ex3 CH,-(2-F-Ph) J=5.9Hz), 7.12-7.16 (1H, m),8.52(1H. s)
F- 441 ; NMRI. 4.79QH, d, J=5.802),
63 | Ex3 | CHx(26-F2Ph) | 746.7 47011, m), 8.52(111, 5)
F- 441 ; NMRI: 2.97-3.05(41L, m), 4.68CH, d,
64 | Ex3 | CHx(2,5-F2-Ph) |15 o1y7) 7.28-7.33 (1H. m).8.53(1LL. s)
65 | Ex3 | CH-(2-FsC-Ph) | F:473
F- 434 T NMRI: 3.69-3.75(41L, m), 4.47(2H, d,
66 |Pre 13| CHp-(2-HOCH>-Ph) | 1153117y 4 65(2H. d, J=5.8Hz). 8.51(1H. 5)
F-449 . NMR1: 3.70-3.75(4H, m), 3.813H, 5),
67 |Pre 13| CHz~(2-OMe-6-Me-Ph) | 4 ¢501] 4, J=5.3Hz). 8.47(1H, s)
F: 465 : NMRI: 3.69-3.75(4H, m), 4.05C2H, L,
68 |Pre 13| CHp-[2-HO(CH2)20-PhI | 124 o1y7) 4.65(2H. d, J=5.9Hz), 8.49(1H. s)
F 455 . NMRI1: 3.71-3.76(41L, m), 4.56(2H, d,
69 |Pre 13| CH2~(2-OH-5-CI-Ph) | 125 o117y 7.07-7.13(m, 1H), 8.50(11L, s)
F453 : NMR1: 3.71-3.74(4H, m), 4.402H, 4,
70 |Pre 13| CHx-(2-F-5-HOCH2-Ph) | 125 911,) '4.70(2H, d. J=5.9Hz), 8.52(1H. 5)
71 |Pre 13|CHy-[2-HO(CH):HN-Ph] &'ty
F-478 ; NMR1: 2.70 (3, 5) 3.52-3.57(H, m)
72 | Pre 13 |CH,[2-HO(CH,),N(Me)-Ph]| 3.70-3.73(4H, m). 4.74(2H., d, J=5.8Hz), 8.52
(1H, s)
73 |Pre 13| CHy-(3-ELNCHzPh) | F:490
F- 465 . NMR1: 3.71-3.75(3H, m), 3.79(6H, 5),
74 |Pre 13| CH2-[2,6-(MeO)0-Ph] | 4 66011, d, J=4.9Hz). 8.46E1H, 2)1) (O 9
F- 465 : NMR1: 3.70-3.75(4H, m), 3.912H, 1,
75 |Pre 13| CHoA[3-HO(CH2):0-Phl | 14 9117) 4.63(2H. d. J=6.4Hz), 8.51(1H, s)
76 |Pre 13|  CH,-(2-CF;O-Ph) | F: 489
F- 491 NMRI: 3.70-3.75(41, m), 4.85(2H, d,
77 |Pre13] CH~(2-F-6-CFs-Ph) | ;24 0117y 7.62-7.71(m, 5H). 8.53(1H. s)
F- 491 : NMR1: 3.69-3.74(4H, m), 4.86(2H, d,
78 |Pre 13| CHp-(3-F-6-CFs-Ph) | 175 9117) 7.85-7.91(m, 1H), 8.56(1H. s)

gboooaod

10

20

30

40



(41)

JP 4529685 B2 2010.8.25

(&8 Hrx)
79 [Pre 13| CHy-(2-F-3-CF5.Ph) | F: 491
F- 463 ; NMR1: 1.68-1.75(2H, m), 4.70(21,
463 : NMRI: 1.65-1.72(2H, m), 4.63(21L,
81 Pre 13 CHZ‘[3'HO(CH2)3‘Ph] d, J:5.9HZ), 851(1H,S) ( m) (
F- 449 . NMRI: 2.820H, t, J=73M2)
82 |Pre 13| CHp[2-HO(CH2)2-Ph] | 6's00H, d, J=8.8Hz). 8.52(%}{,5) :
F- 449 ; NMRI: 2.70QH, t, J=7.0Hz),
83 |Pre 13| CH-[3-HO(CH2)2-Ph] | ¢ g50H_ 4. J=9.3Hz), 8.51(§H,s) :
F- 451 : NMR1: 3.73-3.78(41L, m), 4.67(2H, d,
84 |Pre 13|  CH,-(2-MeS-Ph) | J=5.3Hz), 7.26-7.39(m, 4H), 8.52(H, s)
Sal HCI
85 |Pre 13| CHp-(2.6-(HO),-Ph) | F: 437
86 | Ex3 | CH,-(2-MeSO,-Ph) | F: 483
F- 478 ; NMR1: 2.87(3H, 5, 3.70-3.75(4H, m),
87 | Pre 13 |CH,[3-HO(CH,),N(Me)-Phi| 4.57(2H, d, J=5.8Hz), 8.50(11L. s)
Sal HC1
F- 453 . NMR1: 3.75-3.78(4H.m), 3.64311,
88 |Pre 13| CHo(3-MeO-6-F-Ph) | iy 4 7021, d, J=5.4Hz)., 8.55(1H.s)
89 |Pre 13| CH,-(3-EtO,C-Ph) | F:477
90 |Pre 13| CHy-[3-HO(CH,),NH-Ph] glﬂ;‘s‘%ﬁzyyﬁa%73‘3'75(4}1’ m), 4.54(2H,
F- 453 ; NMR1: 3.71-3.75d11, m), 3.85(3H, s),
91 |Pre 13| CHy-(2-MeO-5-F-Ph) | 46001 d, 1=5.9Hz), 8.52(1H, s)
F- 459 ; NMR1: 3.71-3.76(4H. m), 4.73(2H, d,
92 |Pre 13| CHx~(2.3,5-Fs-Ph) | 125 0117) 7.35.7.47(m, 3H), 8.54(111. s)
3 F-450 ; NMR1: 3.72-3.75(4H, m), 49521, q,
93 | Ex3 | CHx(2-O:N-Ph) |1 5g11,) g 14 (1H, d. J=7.8Hz). 8.51(1H, s)
94 | Ex7|  CHz(2-H,N-Ph) | F:420
F- 439 ; NMR1: 3.70-3.75(31L, m), 4.65(2H, d,
95 |Pre 13 CHo-(3-CI-Ph) J=5 8Hz), 7.33-7.39(m. 2H), 8.52(1H, s)
s F: 411 ; NMR1: 3.69-3.74(4H, m), 4.84(2H, d,
96 |Pre 13 DY J=5.9Hz7), 7.36-7.40(m, 1H), 8.52(1H, s)
S_cl F: 445 ; NMR1: 3.70-3.75(4H, m), 4.74(2H, d,
97 |Pre 13 T J=6.4Hz), 8.52(1H, s)
s
> F: 445 ; NMRI: 3.70-3.75(4H, m), 4.792H. d,
98 |Pre 13 /CTSJ J=5.8Hz), 7.47-7.54(m, 3H), 8.54(1H, s)
S
99 |Pre 13 /\gjj F: 412
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£9
/Y“B
HN
R“\Q N)j/CONHZ
NN
Ex | Syn R* -Y-B Dat
4 |Ex4 QNo‘ Bn  |F:433
/N
5 | Ex5 HN N-— Bn  |F:404
n/
F: 433 ; NMRI: 4.20-4.26(1H, m),
6 | Ex6 Me'Ngo\ Bn  |466 (2H, d, J=5.8Hz), 8.53(1H, s)
o |Exo| Ho,c< N- Bn  |F:447
N F-512 - NMR1: 2.94 (3H, 5, 4.67
10 [Ex 10| msHn_ L_p. Bn  |(2H. d. =5 812), 8.55 (1L, s)
i1 lex 11 EtOzC\_Nf—\ B B NMRI: 1.18(3H, t, J=7.2Hz), 4.66
X N N |(2H. d, J=6.0Hz). 8.51(1H.s)
o [~ 448 . NMR1: 2.70-2.75 (1H, m),
12 [Ex 12| menN_L_j. Bn 468 i, d.J=5.811z) 8.61 (1H, )
N T 446 ; NMR1: 2.80-2.88(2H, m),
13 |Ex 13 Z N N Bn  |4.71 (2H, d, J=5.9Hz), 8.68(1H.5)
Sal: 3HCI
HO~ 001
14 {Ex 14 HNOH Bn F: 498
OH
100 | Ex 3 Ho—<_ N— Bn  |F:433
101 | Ex 3 S N—\ Bn F: 435
102 | Ex 3 S5 Bn  |F:417
/~ \ .
104 | Ex 3 0,8 N—\ Bn F: 467
_ F: 403 : NMR1: 3.00-3.03 (4H, m),
105 | Ex 3 N Bn 14566 (211, d. J=5.9Hz), 8.51(1H. s)
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(£9 Fix)
106 | Ex 3 { NEH,), Bn  |F:431
e F: 447 - NMR1: 2.08(3H., s), 4.69(2H,
107 Ex3 O:}"]iﬂ__ Bn 14 j=5.8Hz), 8.55(1H, s)
F: 431 : NMR1: 1.50(4H, br), 4.71
108 | Bx 3 CN'CO' BN 2H. d,7=5.9Hz), 8.58(1H. s)
109 | Ex 3 { N-s0, Bn  |F: 467
e
110 | Ex 3 MeN:}rJV'\_ Bn  |F: 460
111 | Ex3 {NCH)» Bn  |F: 445
112 | Ex 3 (NCH), Bn  |F:459
- F: 453 ; NMR1: 3.66-3.68(4H, m),
113 | Ex 3 0S5 _N Bn 1467 (211 d, J=5.9Hz), 8.52(1H, s)
O -
F: 417 : NMR1: 2.36(2H. t, J=6.3Hz),
114 | Ex 3 Crfl\ Bn 1469 (21, d, J=5.9Hz), 8.56(1H, 5)
115 | Ex 3 MeN  )— Bn  |F:417
— F: 418 ; NMR1: 2.24(3H, ), 4.66(2H,
116 | Ex 3 MeN_ N Bn 14 j=5.8Hz). 8.51(1H, 5)
Ell\e
F: 433 ; NMRI1: 3.65-3.72 2H, m),
117 | Ex 3 N Bn 1467 (211 d, J=6.3Hz), 8.52(1H, s)
Me =
Me
F: 433 : NMR1: 4.00-4.07(2H, m),
118 | Ex3 f?i] Bn 14566 (211 d. J=5.8112), 8.51(1H. s)
Me' =
— F: 433 ; NMR1: 3.49(4H, br), 4.71
119 Ex 3 O__N-CO- Bn  |3H. d, )=5.8Hz), 8.58(1H. s)
/~ N\
120 | Ex 3 O  N-CONH- Bn  |F: 448
n_/
/N
121 |Ex3| O N-CONMe)- Bn  |F:462
A—l
™
122 | Ex3 veN. Ne Bn  |F:432
123 | Ex 3 Ho<_ N- Bn  |F:419
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/~ \
124 | Ex 3 HCON_ N-— Bn  |F:432
— F. 446 ; NMRI:
125 | Ex 3 PN N— Bn  |0.996(6H.d,)=6.4Hz), 4.66(2H, d,
— J=5.9Hz), 8.50(1H, s)
N N 62
126 | Ex 3 - Bn |F:4
X Meo_/— _/
N F: 419 ; NMR1: 1.88(2H, quint, ]=5.8
127 | Ex 3 O N~ Bn ). 4.6502H, d. 1=5.9Hz), 8.56(1H.s)
F: 419 ; NMRI1: 4.34-4.40(1H, m),
128} Ex 5 HNQO\ Bn 1466 (2H. d, J=5.9Hz), 8.53(1H, 5)
AN
129 | Ex 5 ?N\ Bn  |FN:414
Me
130 | Ex 5 HH Bn  |F:432
Me A
Me-N
131 | Ex 6 % ~ Bn  |F: 430
Me
132 | Ex 6 Me‘j"\j{, Bn |F:446
Me =
Pre .
133] Chco- Bn |F:417
134 Ex3 CAe Bn e il
F: 405 : NMRI1: 2.00-2.07(1H,m).
135 | Ex 3 Ho—_N. Bn | 6392H, ', J=8.811z), 8.48(1H.s)
F: 446 ; NMRI:
1.81(3H.5),4.30-4.40 (1H, m),
136 | Ex3 NN Bn 1653021, d, J=7.8Hz)
Sal: 2HCI
F-418 .
NMR1:3.84-3.87(1H,m),4.67 2H, d,
137] Ex 3 MerN—<_N. BN 1)=5.6H2).6.57(2H, d,1-8.3Hz)
Sal: 2HCI
~_o. F- 449 ; NMR1: 3.70-3.75(4H, m),
138 | Ex 3 @‘ Bn  |4.68 (21, d, J=5.9Hz), 8.64(1H. s)
Sal: 2HCI
F: 414 : NMRI: 2.17-2.15(1H, m),
139 | Ex 3 ne— N Bn 1465 2H, d, J=5.9Hz), 8.50(1H.s)
446 ; NMRI: 3.75-3.80(41L, m),
140 | Ex 3 Me,N~_ N- Bn  |4.80 (2H. d, J=53Hz), 8.56(1H, s)
Sal: 2HCl
- F: 508 : NMRI1: 3.40-3.85(4H. m),
141 | Ex 3 BzN_ N BN |4%66 (2H. d. J=6.3Hz), 8.52(1H. s)
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(#9 #Hrx)
F: 495
— F:475 ; NMRI: 2.15(6H, s),
142 | Ex3 1 MeN(CH)N_ N Bn 1466021 d. J=5.9Hz). 8.51(11Ls)
F-421 ; NMR1: 4.66(2H, d.
144 | Ex 3 F~<:\N— Bn  |J=5.4Hz), 4.70-4.90(1H, m), 8.51(1H,
s)
F: 439 ; NMRI: 3.29-3.39(2H. m),
145 | Ex 3 F;@\ Bn 467 (2H, d, J=5.8Hz), 8.51(1H, 5)
N F- 482 ; NMR1: 3.29-3 39(2H, m),
146 | Ex 3 C »N_ N- Bn  |4.67 (2H, d, J=5.8Hz), 8.51(1H, s)
N Sal: HCI
nMe F: 534 ; NMR1: 3.64-3.72(2H, m),
147 | Ex 3 Bn  |4.71 QH, d, J=6.3Hz), 8.61(1H. s)
No Sal: 3HCI
. F- 489 ; NMRI: 2.83(6H, 5), 4.68(21,
148 | Ex3| Me,NCH,CON N- Bn |d.J=5.8Hz), 8.60(1H,s)
— Sal: 2HCI
_ F: 447 ; NMRI: 1.18-1.30(2H, m),
1491 Ex 3 HOJ_CN BN 1466(2H, d, J=5.9Hz), 8.51(11.s)
_ NMR1: 1.193H, t, J=7.2Hz).
150 | Ex 3 EtozCCN Bn 14660201, d, J=6.0Hz), 8.51(1H.s)
_ F: 516 ; NMR1: 3.81-3.97(4H,m),
151 | Bx 3 O’_\NJ_CN Bn  |4.70 2H, d. J=5.9Hz), 8.63(1H.s)
N Sal: 3HCI
o) F: 517 ; NMRI:
Me,N_~ 2.77(s,3H),3.13-3.17 (2H, m),
152 | Pred NJ\ON Bn 1470021, d. J=6.4Hz)
> Sal: 3HCI
o™ F: 534 ; NMRI1: 1.39 (9H, s), 2.29
1531 Ex3 | Boc-HN_L_N_ Bn (11,1, J=11.2Hz), 8.51 (1H, 5)
N F- 434 ; NMR1: 2.70-2.75 (1H, m),
154 | Ex 5 Bn  [4.68 (2H, d, J=5.8Hz), 8.61 (1H, s)
HN AN Sal: 2HCI
N F- 462 ; NMRI1: 2.68-2.74 (11, m),
155 | Ex 6 Bn  |4.67 2H, d, J=5.9Hz), 8.52 (1H, s)
MeN_AN, Sal: 2HCI
PN F: 476 ; NMR1: 1.84 (3H, 5), 2.41
156 | Ex 8 Bn  |(IH, tJ=11.3Hz), 8.53 (1H, s)
ACHN AN, Sal: HCI
F- 519 ; NMR1:4.69 CH
Me N H O/\ > >
157 | Prea NN, an g?gs(.?gzgsln(zkl, brd, J=6.8Hz),
O Sal: 2HCI
HO.C .
158 | Ex 9 2N N- Bn ey
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(9 Hx)
pa MP: 218-223 ; NMRI: 2.73(311, 5),
159 | Pre 4 | Me,N(CH,),CON N-— Bn  |4.69(2H. d. J=5.8Hz) , 8.62(111. s)
— Sal: 3HCI
Oy~o F:419 ; NMRI1: 4.51-4.58(1H, m)
160} Ex 3 HN_ Bn  147802H., d, J=5.8Hz), 8.57(1H. s)
F: 433 ; NMRI: 2.82(1.511, 5),2.89
161 | Ex 3 Oy~o By |(1.5H. $).4.70(2H, d. J=5.9Hz). 8.58
X MeN_A_ (0.5H, s), 8.60(0.5H, s)
Sal: HCI
—~5 F: 419 ; NMRI: 2.74(3H, 5).4.75(2H.
162 | Ex 3 Bn |d, J=6.4Hz), 8.61(1H, s)
MeN._\ Sal: 2HCI
o F: 419 ; NMRI1: 4.58-4.62(1H, m),
163 | Ex 3 " NH Bn  |4.71 (2H, d, J=5.8Hz), 8.61(1H, s)
O~ Sal: HCI
o F: 433 ; NMRI: 2.69(3H, s).4.70(2H.
164 | Ex 3 ~N-Me Bn |d,J=5.8Hz), 8.61(1H, s)
O~ Sal: HCI
HO,C
165 | Ex 9 - Bn |F: 461
EtO,C NMR1:1.78-1.22(3H,m), 4.66(2h, d.
166 | Ex 3 - Bn  |1=6.0Hz). 8.51(1H,s)
0]
167 Ex9 | HO,C_ >N N- Bn |F:504
. o M NMRI1: 3.58(3H, s), 4.67(2H, d,
1681 Ex3 | MeOC )N _N-— B 11-4.0H2). 8.51(1H.5)
N F- 405 ; NMRI: 4.23-4.32(111, m),
169 | Ex 5 'S Bn  |4.68-4.81 (2H, m), 8.65(1H, s)
~ Sal: 2HCI
170 | Ex 3 (f/'ﬁl\'BOC Bn |F: 505
F. 419 ; NMRI: 4.35-4.45(1H, m),
171 | Ex 6 { N-Me Bn  |4.71 H, d, J=5.9Hz), 8.67(1H, s)
~ Sal: 2HCI
0 F: 419 : NMRI: 4.58-4.62(1H, m),
172 | Ex 3 ~“NH Bn  |4.71 (2H, d, J=5.8Hz), 8.61(1H, s)
0 Sal: HCI
0 F: 433 ; NMRI1: 2.69(3H, s).4.70(2H.
173 | Ex 3 ~N-Me Bn |d, J=5.8Hz), 8.61(1H, s)
N Sal: HCI
N F: 405 ; NMR1: 4.23-4.32(111, m),
174 | Ex 5 S Bn  |4.68-4.81(2H, m), 8.65(1H, s)
Sal: 2HCI
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(%9 HEx)
175 | Ex 3 OCNK-BOC Bn  |F:505
M F-419 . NMR1: 4.35-4.45(1H, m),
176 | Ex 6 S © Bn  |4.71(2H, d, J=5.9Hz), 8.67(1H, s)
Sal: 2HCI
PN F- 525 . NMR1:2.70 (1H, br &,
177 | Ex 3 Bn  |J=10.3 Hz), 4.53(2H. s), 8.53 (1H, 5)
BnO AN, Sal: HCI
N F- 435 : NMR1: 2.54-2.60 (11, m),
178 | Ex 7 Bn  |4.68 (2H, d, J=5.9Hz), 8.57 (1H, s)
HO AN, Sal: HCI
F.C_O
179 | Ex 3 NN B F: 544 (ESI
b Me'N\A/N\ n (ESD)
F-526 - NMRI: 2.86 (3H, 5), 2.92
180 |Ex 10 Me o’\N Bn  |(3H.s), 8,55 (1H, s)
Ms ~ Sal: HCI
Boc-HN
181 | Ex 3 NN Bn  |F: 546
N F- 461 NMR1: 2.06-2.33(2ILm), 4.68
182 |Ex 13|  HNCH),N N— Bn  |(2H, d, J=5.9Hz), 8.60(1H.s)
b Sal: 3HCI
/T N\
183 | Ex3 | Boc-HN(CH)N  N— Bn |F:561
\ EtO,C F: 543 : NMRI: 1.19(3H, t, J=7.1Hz),
184 | Ex 3 - BN 148202H, d, J=5.4H2), 8.51(1H.s)
o0 F-515 . NMR1: 2.192H, d,
185 | Ex9 e h- Bn  |1-6.8H7), 4.82(2H. d. 1=5.9Hz),
8.51(1H. s)
186 | Ex 3 ACO\ /OAC Bn F: 666
OAc
F
0N
187 | Ex 3 MeU A |F 469
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#10
F
F F
HN
R“\Q NP~ CONH,
|
N)\N
H
Ex | Syn R* Dat
F: 487 ; NMR1: 2.17(3H.s). 4.82(2H, d,
15| Ex15 MeN}O\ 1=5.8H7), 8.52(1H.s)
Os~0 F: 487 ; NMR1: 2.90(3H, s),4.88(2H, d,
188 | Ex 3 MeN_L_ J=5.9Hz), 8.63(1H, s)
€ Sal: HCI
190 | Ex3 EtO,C [N F: 544 : NMRI: 1.20(3H, t, J=7.1Hz),
X ., 4.83(2H, d, J=5.4Hz), 8.52(1H, s)
HO,C F: 516 ; NMRI1: 3.20(2H, s), 4.83(2H, d,
190} Ex9 SN N- J=5.9Hz), 8.52(1H.s)
N F: 473 ; NMRI1: 3.70-3.76(4H, m). 4.85(2H, d.
191 | Ex 3 0 J=5.9Hz), 8.52(1H, s)
N< Sal: HCI
MeN"~ O~ F: 487 ; NMR1: 2.78(3H, d, J=3.9Hz),
192 | Ex 3 eJ 4.81-4.89 (2H, m), 8.64(1H, s)
Sal: 2HCI
O. F: 499 ; NMR1: 3.72-3.81(1H. m), 4.85(2H, d,
193 | Ex 3 - 1=5.6Hz), 8.69(1H, s)
N Sal: 2HCI
~NH F: 459 ; NMR1: 4.40-4.48(1H, m), 4.88 (2H, d,
194 | Ex 5 e J=5.4Hz), 8.69(1H, s)
~ Sal: 2HCI
/\/\
195 | Ex3 | O "(/\N F: 572
/\/\
196| Ex9 | 1oL N(/\N F: 544
o™
F: 531
197 | Ex 3 EtOZCJ\/N\
o™
198 | Ex 9 Hoch\/N\ F: 503
o~ COEt F: 531 NMR1: 4.59-4.64(111, m), 4.84(2H, d,
199 | Ex 3 N J=5.8Hz), 8.52(1H, s)
~ Sal: HCI
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(#10 #Hx)

HNOC ™ "N F: 543 NMR1: 1.63-1.70(2H, m), 4.83(2H. d,
200| Ex3 ’ (N_  |1=5.9Hz), 8.51(1H, s)
HNOC  — 3515 NMRI: 4.02(2H, s), 4.86(2H, d,
201 | Ex 3 27N N- J=5.9Hz), 8.67(1H, s)
— Sal: 2HCI
F:473 : NMRI: 4.25-4.32(1H, m), 4.83(2H, d.
2021 Ex 13 HN:>’O\ J=5.9Hz7), 8.53(1H. s)
203 | Ex3 Boc—N:>‘O\ F: 573 10
O. F: 473 : NMR1: 2.27(3H, 5), 4.82(2H. d
204| Ex3 MeN_ ] J=5.3Hy), 8.52(1H. s)
505 | Ex 13 AN O~ F: 473 : NMRI: 4.11-4.16(1H, m), 4.82(2H, d.
J=5.9Hz), 8.53(1H, s)
206 | Ex 3 Boc-N"~y O~ NMR2: 1.42(9H, ), 4.83(2H, d, J=5.6Hz),
8.24(1H, s)
~ O _
EtO.C™N ~  |F: 559 : NMRI: 1.17(3H, t, =7.1Hz), 4.82(2H,
207 | Ex 11 2 J d. J=5.8Hz), 8.52(1H., s) 20

508 | Ex 9 HO,C™N O. F: 531 : NMRI1: 1.17-1.98(4H, m), 4.83(2H, d.
X J=5.9Hz), 8.54(1H, S)

N—o- F:503 . NMR1:4.42-4.44 (OfL. m), 4.85 OH, 4,
209 | Ex 3 o) 1=5.9117). 8.58 (1H, 5)
Sal: 2HCI
p F. 472 . NMRI-4.85 (311, 4, J=5.9117) 7.01
210 | Ex 3 Me-N N-— (2H. d. 1=9.2Hz), 8.57 (1H, 8)
— Sal: 2HCI
O TN F: 558 : NMR1: 1.51-1.58(2H, m), 4.82(2H, d
211 Ex3 HzN*Hf&N\ 1=59Hz), 8.51(1H, s) 30
Me F: 501 : NMRI: 2.10 (3H, s), 3.49 (2H, 5), 8.55
212 | Ex 3 O:>-N\_ s
2N F- 486 . NMR1: 4.85 (211, d.J=58117), 6.78
213 | Ex3 Me-N ) (2H. d, 1=8 3Hz), 8.57 (1H, br s)
RN Sal: 2HCI
214 | Ex3 HOCN— A
/A
215 | Ex 3 BocN N-SO, ESL: 622
__/ \
I\ 40
216 | Ex 5 HN  N-SO, F: 522
__/ \
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F- 499 . NMRI: 1.34-1.40 (11L,m), 2.96-3.01
217] Ex3 O‘/\/\ (2H.m). 4.8 (2H, d, J=5.8Hz), 8.67 (1H. 5)
Sal: 2HCI
0
waeo| o G
Me-N_J :
OH
F: 544
219 | Ex3 Me-N" .
{ A Sal: 2.9HCI
QN
F: 611
220 | Ex3 KNN)\ Sal: 3.7HC]
Me-N_J
0
221 | Ex3 NN ESI: 670
BocN_ ' W_UNo
ji F: 570 ; NMR1: 3.04-3.13(4H, m), 4.86(2H, d,
222 | Ex 5 NN J=5.8Hz), 7.44-7.56(4H, m), 8.65(1H, s)
HN.S LN Sal: 3HC1
o T~ 584 NMR1: 2.75(311, d, J=4 3Hz),
3 | Ex s PR RN 2.95-3.07(2H, m), 4.86(2H, d, 1=5.9Hz),
MeN_J LUN 8.61(1H, s)
~ Sal: 2HC]
224 | Fx 3 Boc-Ni}o\ F: 545
F-445 - NMR1: 3.93-4.032H, m), 4.83(2H, d.
225 | Ex 5 HNi}o J=5.8Hz), 5.03-5.11(1H, m), 8.59(1H, s)
N Sal: 2HCI
F: 459 - NMR1: 3.98-4.07(1H, m), 4.83(2H, d,
] 1=5.9Hz7), 4.93-5.01(0.5H, m), 5.13-5.20(0.5H,
226 | Ex 6 Me N:>—O\ LY
Sal: 2HCI
F: 540 : NMR1: 1.70-2.29 (7ILm), 3.50 (H, d,
227 | Ex3 CNCN— J=11.1Hz), 4.86 (2H, d, J=5.8Hz), 8.64 (1H, )
Sal: 3HCI
HO
F: 570
228 | Ex3 ?:N‘CN— Sal: 2HCI
O
229 | Ex3 BocN_ N ESI: 586
/O F: 486
230 [ Ex5 HN_ N Sal: 2HCI
0
51| Ex3| BrocoN O [Esk 60
N
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(10 Fix)
e F: 486 ; NMR1: 2.94-2.96 (2H,br d), 4.03 (2H,
232 | Ex7 HN br), 7.48-7.52 (1H.m), 8.60 (1H, s)
NS Sal: 2HCI
233 | Ex 12 \Rj F: 552 ; NMR1: 4.83(2H, d.J=5.8Hz),
HO OHOH 5.25-5.30(1H, m).8.53(1H, s)
OH
HO.,
234 |Ex 14 (E‘J\ F: 536
HO™
OH
235 |Pre 15 [(UN-s0, ESI: 507
236 |Pre 15 O N—\ ESI: 473
237 | Pre 15 MeN_ N— ESI: 486
238 |Pre 15 HO—CN- ESI: 473
F11
. R HN B
oL e
R® NN
H
Ex Syn R3 R4 R5 -Y-B Dat
— F: 423 ; NMR1: 4.6902H, d,
239 | Ex 3 H o N- | F Bn |J=6.4Hz), 6.90(1H, t,
— J=9.3Hz), 8.55(1H., s)
/7~ \
240 | Ex 3 H O N- | FsC Bn |F:473
_/
/N
241 | Ex3| o N- H H Bn |F:405
N
— F-433 ; NMR1: 2.41-2.45
242 | Ex3 |Q_ N(CH,)- H H Bn  |(2H, m), 4.72(2H, d, J=5.9
Hz), 8.62(1H, s)
/~ \
243 | Ex3 | O_ NCH,- H H Bn |F:419
F F: 459 ; NMRI1: 4.81(2H, d,
244 | Ex 3 H O N-| F r@ J=5.4Hz), 6.95-7.00(1H, m),
- 8.55(1H, s)
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(11 FX)
/—\
245 | Ex3 F o N-| F Bn |F: 441
n/
- F |F:441; NMRI
246 | Ex 3 F O N- H /_@ 2.91-2.93(4H, m), 4.75(2H,
— d. J=5.8Hz), 8.57(1H, s.)
— F F: 459 ; NMR1: 4.72(2H. d,
247 | Ex 3 F o N- | H /—Q 1= 6.1Hz). 6.86-6.90(1H, m),
— F [8.57(1H,'s)
o F: 449 ; NMR1
N0~ 435-4.42(2H, m),4.75(2H. d,
248 | Ex3 15 ] H H Bn 1156.4H2), 8.69(11L, 5)
Sal: 2HCI
¥ F. 448 ; NMR1: 3.373.47
~ N (4H, m),4.73(2H, d. J=5.8
249 | Ex 3 o/;N H H BN |11z 8.56(1H. 5)
Sal: 2HCI
Mo F: 462 ; NMR1: 2.85GH, s),
250l Bx3 | N~Ne |k ’ an ?l.ﬁt(g)H,d,J=5.8Hz),8.64
o/ Sal: 2HCI
—_o. F: 534 ; NMR1: 3.67-3.71
251 | Ex3 [N o N— | H Bn (411 5)4.72(2H. d, J=5.9Hz),
o/ -
8.54(1H, s)
— F: 435 ; NMRI1: 4.53(2H, s),
252 | Ex3| HOCH,- |0 N- | H Bn  |4.71(2H, d, J=5.9Hz), 8.53
n__/
(1H. s)
F
253 |Pre 15E10,c<_N~|  H H /—Q ESI: 543
FF
F
254 |Pre 15| Et,;NCH,- H H /—Q ESI: 459
FF
Me F
255 |Pre 15| HO,C- o™ | H /—Q ESL: 531
Me)\’N\ F F
F
/~\
256 |Pre 15| Q  N-— H H /—Q ESI: 459
\——4
FF
F
/~\
257 |Pre15| O NCH, | H H /—Q ESI: 473
_/
F F
£ F: 487 ;
— NMR1:3.09-3.14(4H, m),
258 | Ex3 |O_ NCH)-| H H /—Q 3.81-3.87 (2H.m), 4.89 (2H,

d, J=5.9Hz), 8.68(1H, s)
Sal: 2HCI
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#£12
Cl IV
Cl N)\\N
H
Pre | Syn -Y-B Dat Pre | Syn -Y-B Dat
0
16 | — 4-Me-cHex  [F:438 || 34 | — ) F: 426
17 | — cBu F:396 || 35| — CH,-tBu F: 412
18 — cPen F: 410 36 - (CH2)2CHM82 F: 412
H
19 | — qj F:436 || 37| — /@/\N/) F: 457
H
20| — /qj F:478 || 38 | — /@LN'N F: 458
Me Z
21| — " F:462 || 39 | — /@O> F: 462
cHex O
2| - Fi452 || 40 | — /@ ] |F:476
Me o)
23 | — cHep F:438 || 41 | — /@ F: 472
24 | — cOct F:452 || 42 | — 3-HO-Ph F: 434
25 | — 2Ad F:476 || 43 | — 4-MeO-Ph  [F: 448
26 | — | CHx(2-CI-Ph) [F: 466 || 44 CHy-(2-F5C-Ph) [F: 500
27 | — | CHx(2-Br-Ph) [F:510 || 45 | — | CH,-(2-MeO-Ph) |F: 462
28 | — | CHx-(2,6-Fo-Ph) [F:468 || 94 |Ex1 cHex F: 424
29 — CH,-(3-F-Ph)  |F: 450 95 |Pre3 CH,CHMe, F: 398
30 | — CH,-(3-CI-Ph)  [F: 466 96 |Pre3 CH(Me)Ph F: 446
o)
31| — | CHo(26-Fo-Ph) [F:468 || 97 [Pre3| /(M |F:436
o)
32| — ) F:422 || 98 |Pre 4 /©\(Me F: 462
OH
s
33 | — ) F: 438
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*13
e
R )j/CONH
R )\
Pre | Syn R’ R’ R’ -Y-B Dat
F-443 ; NMR12.750QH,0)=73 H2)
I |Prel] Br | HO H | 3-Me-Ph 13’550 8H.5).8.61(0.2H,5).9.99(1H,5)
> |Pre2] CI | HO H | 3-EtPh |F: 412
s§| — | Cl | HO H 3Qui |F: 435
s9| — | cl | HO H | 2-Me-Ph |F: 398
60| — | Cl | HO H | 3-Pr-Ph |F: 426
61| — | CI | HO H |3-HOCH,-Ph|F: 414
62| — | cl | HO H | 3-MeS-Ph |F: 430
63| — | Cl | HO H | 4-Me-Ph |F: 398
64 | — | CI HO H | 3,5-Me,-Ph |F: 412
65| — | Cl HO H | 3,5-Cl-Ph |F: 453
6 | — | Cl HO H | 3-Ac-Ph |F: 426
671 — | cl | HO H |4-F-3-Me-Ph|F: 416
68| — | Cl HO H | 2,4-F»-Ph |F: 420
6| — | c| HO |H CHZ‘(g)'Me‘P F: 412
398 ; NMR1: 2.75(2H,1,]=6 9HZ)
99 |Prel| Cl HO H | 3-Me-Ph 1g'55) 711.5).8.61(0.3H,5),9.91 (1Hs)
100 | Prel| H | AcNH | H | 3-Me-Ph [F: 405
101 | Pre 1| HO H H | 3-Me-Ph |F: 364
102 [Pre1| H |MeSO,NH| H | 3-Me-Ph |F: 441
103 [Pre1| H | HCOHN | H | 3-Me-Ph |F:391
F- 382 ; NMR1:2.75(2H,L1=73 Hz),
104 | Prel| F HO H | 3-Me-Ph  1g'550 711,6),8.61(0.3H,5),9.58(1H,s)
105 |Pre 1 [MeO| HO H | 3-Me-Ph |F: 394
106 |Pre1| Me | HO H | 3-Me-Ph |F:378
107 |Pre1|MeO| HO _ |MeO| 3-Me-Ph |F: 424
F- 432 _ NMR12.77(2H,L=7 312),
108 | Pre 1| Cl HO Cl | 3-Me-Ph  |g's50 711 .5) 8.61(0.3H,5),9.88(1H,5)
F: 428 ; NMR1: 5.12(1H, d, J=3.9
109 | Pre 1| Cl HO H Me |Hz), 8.54(0.7H, s). 8.61(0.3H, s),
OH 9. 90(1H S)
110 |Pre 2| Cl HO H | 3-NC-Ph |F: 409
0
111 |Pre2| CI | HO H /©[O> F: 428
112 | Ex1] CI HO H cHex  |F: 390
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#14
_Y-B
R’ N -
Hoﬁw NQTCO—NRR
\
R’ NN
H
Pre | Syn | R | RS R! R? -Y-B Dat
4 [Pre4| H | H | (CHpoNMe, | H | 3-Me-Ph |[F:435
74| — | H | H |CH),N NMe | H | 3-MePh |F:504
/N
75| — | H|H| @©H)N O | H| 3-Me-Ph |F:491
—/

761 — | H | H| (CH):OMe | H | 3-Me-Ph |F:422
770 — | H|H (CHz)f/Nj H | 3-Me-Ph [F:475
Me
78 — | H | H | (CH):NMe; | H | 3-Me-Ph |F:449
791 — | H | H | (CH):OMe | H | 3-Me-Ph [F:436
80| — | H|H (CHz)a'ND H | 3-Me-Ph [F:503
Me

~N
81| — | H | H | ©H)N_Y | H | 3Me-Ph [F:472
82| — | H|H OMe H | 3-Me-Ph |F: 394
83| — | H | H| (CH)sNMe, | H | 3-Me-Ph |F:463
84| — | H|H| CH)N ) | H| 3MePh |F:475
851 — | H | H | (CH)z3Py | H | 3-Me-Ph |F:469
861 — | H| H| CHx3Py | H | 3-MePh |F:455
87| — | H | H | CH5 N;‘ H | 3-Me-Ph |F: 489
0
88| — | H | H| ©H)sN_J | H | 3-Me-Ph |F: 46!
80| — | H|H CHZ—«/Oj H | 3-Me-Ph [F: 448
90 | — | H | H| ©H)sN ] | H | 3-Me-Ph |F:475
N:x_
91 — | H | H CH;&N/ Me | H | 3-Me-Ph [F:470
2| — [ H| H| (CH):SMe | H | 3-Me-Ph [F:438
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(#F14 Fx)
93 | — H|H CH2-2Py H | 3-Me-Ph |F: 455
113|Ex2| H | H Me H | 3-Me-Ph [F:378
114 | Ex2 | H H Me Me | 3-Me-Ph |F:392
115/ Ex2| H | H Et H 3-Me-Ph |F: 392
116 | Ex2! H | H 'Pr H 3-Me-Ph |F: 406
\
117 Ex2 | H | H (CH2)2—N\_/O H 3-Me-Ph |F: 477
118 Ex2| H | H (CH,),0OH H 3-Me-Ph |F: 408
119 Ex2 | Cl | H Me H 3-Me-Ph [F: 412 10
F: 476 ; NMR1: 1.30(3H, d,
J=6.3Hz), 2.76-2.80 (5H,
120 [ Pre 4| ClI Cl Me H Q\rMe m)’ 865(1H, S)
OH |Sal: HCI
121 Ex2| ci | ¢l | i)y N O | H | 3-MePh |E>1]
X 2/2 _/ Sal: ZHCI
F: 506
OH
20
#z15
HN/Y-B
NJ\\N
H
Pre | Syn -Y-B Dat Pre | Syn -Y-B Dat
3 |Pre3 -cHex F: 356 56 | — |-CH2-(3,5-F2-Ph) [F: 400
46 — | -CH2-(2,6-F>-Ph) |F: 400 57 | — |[-CH2-(2,3-Cl>-Ph) |F: 433 30
47 — |-CH2-(2-MeO-Ph) |F: 394 70 | — -(2-Me-Ph) F: 364
48 — -CH,-tBu F: 344 71 — -(3-MeS-Ph) F: 396
49 — -(CH)2-CHMe, |F: 344 72 1 — -(4-Me-Ph) F: 364
50 — -cPen F: 342 73 | — -(3,5-Me»-Ph)  |F: 378
51 — -CH,-2Py F: 365 123 {Pre 3 -Ph F: 350
52 — -CH2-(2-CI-Ph) |F: 398 124 [Pre 3 -Bn F: 364
y & F: 463
54 | — /\ﬁ\_@ F: 417 125 |Pre 3 N [Sal:
L_O [2HCI
40
53 — -CH2-(3-Me-Ph) |F: 378 126 |Pre 3 -CH,-cHex F: 370
55 — -(CH,).-SEt F: 362
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#16
_Y-B
HN T
'/\NAQ /'f\/IfCONHZ
o NN
H
Pre | Syn -Y-B Dat Pre | Syn -Y-B Dat
F:371 ;
NMR1: 3.00-3.03 Et
13 |Pre 13 iPr (6H.d, J=6.8Hz), 143 |Pre 14 F: 440
3.55-3.57(4H, m), /\D
8.50(1H. s)
14 [Pre 14 cPr F: 369 144 [Pre 14| CH,-CH=CH, [F: 369
127 [Pre 13| CHx-iPr  [F: 385 145 [Pre 14| CH,-C=CH [F: 367
F: 385 O .
128 | Pre 13 tBu Sul 2HCI 146 |Pre 14| /X7) F: 413
F: 419 Me_Me )
129 | Ex3 | 3-Me-Ph |00 147 |Pre 14 "SCOOH  |F: 401
130 [Pre 14|  cPen F: 397 148 |[Pre 14| CH.CF;  [F: 411
131 |Pre 14 cHex F: 411 149 |Pre 14 CHy-cPr F: 383
132 [Pre 14|  cHep F: 425 150 [Pre 14| (CH2).Ph  |F: 433
133 |Pre 14 cOct F: 439 151 |Pre 14| C(Me),Ph F: 447
Ph
134 | Pre 14 % F: 423 152 |Pre 14 Mo F: 433
OH Ph
135 | Pre 14 O’ F: 427 153 | Pre 14 Aot F: 433
HO Ph
136 | Pre 14 D F: 427 154 |Pre 14 oH  |F:449
N-Bn Ph
137 | Pre 14 F: 502 155 \Pre 14| 1, oy  [F:449
cHex
138 | Pre 14 \‘,CN-Bn F: 488 156 |Pre 14 Mo F: 439
cHex
139 |Pre 14| JNBn |F: 488 157 Pre 14| L, |Fi439
Me
140 | Pre 14 g@ F: 459 158 |Pre 14 OH  |F:387
141 [Pre 14| (CH,).OMe [F: 387 A~ OH
142 [Pre 14| CHCN  |F: 368 159 |Pre 14 Me B 387
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#z17
o™ HN B
LN N;TCONHZ
LN
NN
H
Pre Syn -Y-B Dat
F 397 . NMRI: 195-1980H, m),
12 |Pre 12 cHex 3.02-3.04(4H, m), 8.47(1H, s)
oH
160 [Pre 13 7 F: 413
161 |Pre 13 [Onen F: 475
F: 445 ; NMRI: 297-3.03(m, 4H),
162 |Pre 13 g@ 5.36-5.44(m. 1H), 8.56(s, 1H)
F: 431 ; NMRI: 2.96-3.06(m, 4H),
163 |Pre 13 /Qi} 5.60-5.70(m, 1H), 8.54(s, 1H)
1 1o 13 CoMenPh 1;:433(31 : 1\5\4111; T.67(6H, 5). 2.94-3.02(3H, m),
165 |Pre 13| CHMe)@-F-Ph) ff4?)3(73 B %1?4&16;.98}.{522)(1&5),3.73-3.76 @H, m),
166 | Pre 13| CHR-F-Ph)-CHOH | 1 a3t asy(itiey o 078eI &
167 | Ex 3 3-Me-Ph g;ﬁ(ﬁa
168 | Ex3 3-F,C-Ph F: 459
169 | Ex 3 CH,CF, F: 397
Ph
170 | Ex 3 L oH F: 435
171 | Ex 3 4 F: 419
X Me .
F. 437 . NMRI: 1.49GH, d, J=6.9H2),
172 |Pre 13| CH(Me)-(2-F-Ph) | (790011 4. J=9.1HZ). 8.52(1(H,s) :
F- 419 . NMRI: 3.62-370QH, m),
173 | Pre 13 (CHz)2-Ph 3.72-3.76(4H, m), 8.48(1H, s)
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#18
4 HN/Y—B
SeR e
N)\\N
H
Pre | Syn RrR* -Y-B Dat
5 | Pre5 AcNHCH> 3-Me-Ph F: 391
6 | Pre 6 | HLHNCONHCH, 3-Me-Ph F: 392
7 | Pre7 MeNHCH, 3-Me-Ph F: 363
o™ F: 462
F: 377
9 Pre 9 MeZNCHZ 3-Me-Ph Sal: 2HCI
10 |Pre 10 HO(CH.)2 3-Me-Ph F: 364
11 |Pre 1l MeO Bn F: 350
15 |Pre 15 H Bn F: 320
174 | Pre 4 HO(CH3)2 /@\(Me F: 394
OH
H
175 | Pre4 | HO(CHo): /@’} F: 389
176 | Pre 4 HO(CH,). 3,5-F,-Ph F: 386
F:386 ; NMR1:2.70(2H, t,
177 | Pre 4 HO(CH.)2 2,5-F,-Ph J=7.3Hz), 6.84-6.90(1H, m),
8.77(1H, s)
178 | Pre 4 HO(CH.). 2,6-F»>-Ph F: 386
179 | Pre 4 HO(CHz)z 3,4-F2-Ph F: 386
F: 386 ; NMRI1: 2.68(2H, t,
180 | Pre 4 HO(CH>). 2,4-F,>-Ph J=7.3Hz), 7.03-7.07(1H, m),
8.72(1H, s)
181 | Pre 5 | MeSO,NHCH, 3-Me-Ph F: 427
HO L~ F: 393
Me F: 363 ; NMR1: 1.52 (3H, d,
183 | Pre 8 HN 3-Me-Ph J=6.8Hz), 2.32(3H, s), 8.86(1H, s)
2 Sal: 2HCI
184 |Pre 10 HOCH, 3-Me-Ph F: 350
185 |Pre 10 HO 3-Me-Ph F: 336
186 |Pre 10 4-OH-Ph 3-Me-Ph F: 412
187 |Pre 10 Et 3-Me-Ph F: 348
F: 419
188 | Ex 3 Et.NCO 3-Me-Ph Sal: HCI
189 | Ex 3 Me,;NCH, Bn F: 377
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(18 #Hex)
F: 364
F: 433
191] Ex3 | o< N~ 3-Me-Ph [ ey
192] Ex3 | Ho<_ N~ 3NC-Ph  |F: 444
HOL~N F: 407
193 | Ex 3 Me Bn Sal: 2HCI
194 | Ex 3 @3“/\ Bn F: 465
195 Ex3 | PN Bn F: 467
Me
cHex~\,~ F: 445
N .
197 | Ex3 | (HOCH,),CH Bn F: 394
198 | Ex3 | HO(CH.)s Bn F: 378
199 | Ex3 | HO(CH,), 3-Et-Ph F: 378
F. 486
201 | Ex3 | HO(CH), 3-NC-Ph F: 375
202 | Ex3 HO(CH2)2 3-F3C—Ph F: 418
0
203 | Ex3 | HO(CHo), /@[O] F: 408
F-392 ; NMR1: 1.22(6H, s),
205 | Ex3 | MeO(CHa) 3-Me-Ph F: 378
F:392 ; NMR1: 1.19(6H, s),
206 | Ex 3 | HOCH,C(Me), Bn 4.69(2H, d. 1=5.8Hz). 8.54(1H, s)
H F: 487 ; NMR1: 4.04-4.12(1H, m),
207 | Ex3 Ho--O—N CH,-(2,3,6-F5-Ph) |4.52(1H, d, J=4.4Hz), 4.81(2H, d,
\ J=5.9Hz),8.48(1H, s)
208 |Pre 15 Me:N Bn F: 363
209 [Pre 15 Et,N Bn F: 391
210 |Pre 15 MeS Bn F: 366
211 |Pre 15 AcHN Bn F: 377
212 [Pre 15| EtO,CCH, Bn F: 406
213 |Pre 15|  NCCH, Bn F: 359
/=
214 |Pre 15 . l:l Bn F: 387
NN
215 |Pre 15 HO Bn F: 336
216 |Pre 15| MeSO, Bn F: 398
217 |Pre 15 Ac CH,-(2,3,6-F5-Ph) [ESI: 416
218 |Pre 15 CH3(CH2)30- CHz—(2,3,6-F3-Ph) ESI: 446
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(£#18 #Fex)
219 |Pre 15| HN~_)-S  [CH-(2,3,6-F5-Ph) [ESI: 497

S
220 |Pre 15 N;\l\ CHo-(2,3,6-F5-Ph) |ESI: 458

221 [Pre 15|  Ph-HN- _ |CH,(2,3,6-F5-Ph) [ESL 465

Et
222|Pre 15| ipr-N |CH2-(2,3,6-F5-Ph) |ESI: 459
\

223 |[Pre 15| BnO-CONH- [CH,-(2,3,6-F3-Ph) |ESI: 537 10

224 |Pre 15 f,\I\l—\ CH;-(2,3,6-F5-Ph) |ESI: 454

225 |Pre 15|  AcN(Me)- |CH»-(2,3,6-F3-Ph) |ESI: 445

226 |Pre 15 EtO- CH,-(2,3,6-F5-Ph) [ESI: 418
19

R’ N B

pol e :
R’ N)\\N
H
Pre | Syn R3 R? R’ -Y-B Dat
/—\
227 | Ex3 |0 N(CH,), H H |3-Me-Ph|F: 433
./
/— \
28| Ex3| O N-— H H [3-Me-Ph|F: 405
./

229 | Ex 3 H HO(CH.),| F Bn |F: 382

N
230 | Ex 3 H Q;\l\ MeO | Bn [F:417 30

N Ph |F:437 ; NMR1: 1.50(311, 4,
231 | Ex3 F O N- H J=6.9Hz), 2.93-2.95(4H, m),

— Me |8 54(1H, s)

— Ph F- 453 ; NMR1: 2.93-2.95
232 | Ex3 F 0O N- H (4H, m), 5.07-5.09(1H, m),

— A\ OH 8.53(1H, s)
233 |Pre 15| MeO H H Bn |F:350
234 {Pre 15 Ac H H Bn F: 362
235 |Pre 15 HO H H Bn |F:336
236 |Pre 15| HOCH, H H Bn |F: 350
237 [Pre 15| MeS H H Bn |F: 366 40
238 |Pre 15| MeO MeO H Bn |F: 380
239 |Pre 15 Cl HO H Bn |F:370
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F
240 |Pre 15| Et,NCH,- HO- H /—Q ESI: 475
F F
F
241 |Pre 15 Cl MeO- H /—Q ESI: 438
F F
F
242 | Pre 15| BUNH-SO,- H H /—Q ESI: 509
F F
F
243 |Pre 15 F MeO- H r@ ESI: 422
F F
F
244 |Pre 15HO-CH(Me);y H H /—Q ESI: 418
F F
F
245 |Pre 15|BnOCONH- H H /—Q ESI: 537
F F
F
246 |Pre 15| HOH,C- HO- H /—Q ESI: 420
FF
#*20
R HNP
RLA )j/co-N—R1
| H
ASATINTSN
H
R3
P 1 R4 S
re | Syn | R | -Y-B Dat
ALAZ
247 | Pre 9 | Me MeZN@— 3-Me-Ph |F: 391
o)
248 [Pre 11| H < ©\ Bn F: 392
o)
249 | Ex3 | H HOJ_Q Bn F:382
F
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(#F20 Hix)
N
250 | Ex3 | H @\ /@O] FN: 417
Me FN:393 ; NMR1: 2.64(3H, s)
N . .); L L. ,S,
251 Ex3 | H \j@\ CHa-(2-F-Ph)l4 7121, 4. J=6.4Hz), 8.50(1 1. 5)
Me
252 | Ex3 | H LN/KJ\ Bn F: 389
F: 389 ; NMR1: 2.28(3H, s),
253 | Ex3 | H Me-rCQ\ Bn 1470021, d, 1=6.3Hz), 8.55(1H, s)
Me F: 375 ; NMRI: 3.14-3.18(2H,
254 | Ex3 | H {“;@\ Bn m), 4.66(2H, d, J=5.9Hz), 8.49
(1H, s)
255 | Ex3 | H (NID\ Bn F: 375
Me
256 | Ex3 | H (N\/©\ Bn F: 389
Me
Me
257 | Ex3 | H \{“;@\ Bn F: 373
Ac F: 403 ; NMR1: 2.11(3H, s),
258 | Ex3 | H N@@\ Bn 4.69 (2H, d, J=5.9Hz), 8.55(1H,
s)
N
259 |Pre 15| H L;@\ Bn F: 371
e
H
260 |Pre 15| H {’;@\ Bn F: 359
H
261 |Pre 15| H N&@\ Bn F: 360
N/
262 |Pre 15| H ;/@\ Bn F: 360
H
0
263 |Pre 15| H [o Bn F: 378
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(£20 Fix)
MeO.__~
264 (Pre 15| H N | Bn F: 351
0 F: 403 ; NMR1: 2.99(3H, 5).4.76
265 | Ex3 | H Mem\ Bn  |(2H.d.)=5.8Hz). 8.63(1H, s)
Sal: 2HCI
/N
7 F: 406
266 | Ex3 | H O\_/NQ Bn Sal: 2HCI
oN F:389 : NMRI: 2.9701, 5).4.73
267 | Ex3 | H C@\ Bn  |(2H.d.J=5.9Hz). 8.63(1H, s)
Sal: 2HCI
F: 403
268 | Ex3 | H Mem\ Bn  |giTicl
0
we F F: 445 ; NMR1: 2.84(3H, 5).4.86
269 Ex3 | H | [ /—Q (2H, d, 1=5.9Hz), 8.59(1H, s)
o £ F [Sal: HCI
H F
270 |Pre 15| H MeJ\\D\ /—Q ESIL: 427
FF
N F
271 |Pre 15| H <f:©\ /—Q ESI: 431
S FF
0 F
272 |Pre 15| H @\ /—Q ESI: 428
FF
0.0 F
273 |Pre 15| H KD\ /—Q ESI: 442
FF
H F
274 |Pre 15| H F30_<\’“]©\ /—Q ESI: 482
N F F
Me F
275 Pre 15| H N /—Q ESI: 427
\ FF
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#21
o™ HN Y
K/N\©\ N;‘E/CONH2
N)\\N
H
Cmpd -Y-B Cmpd -Y-B Cmpd -Y-B

F
F HN F
F
F
#:22
. N BN
N)\\N
H
Cmpd R* Cmpd R* Cmpd R’
MeSO; me 0 Ne
10 \G\l\ 51 meNT 20 MeN T
MeNH-SO; MeSO H,N-SO;
1 \@\ 16 G\ 21 \@\
Me-N" Me,N-SO; MeSO,-NH
12 AN 17 \G\l\ %) G\l\
Me Me
/~
13l g NCN_ 1g | HNoN 23 | MeNH N
/ '9) N\ e} N\
EiO H o H H
14 \n,N\O 19 cHex- \"/N\O 24 MeNHTN\C
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#*23
/Y‘B
) HN
R\CL N)TCONHZ
NN
H
Cmpd R’ Y-B Cmpd R* Y-B
H M F
MeNH._N j N
25 X G /—Q 35 O ﬁQ
N F N F F
NMe HNY
ol v | O £
0 fOH F 0 LCOZMe F
27 | NN A || 7 | vty 2
o/ H F o/ H F F
Y ® j
28 N0 /—Q 38 N /—Q
MeO,C._AL F HO ™~ F F
c j N s
29 NSNS /—Q 39 O N /—Q
0 QO
30 /_<:> 40 O/S\ /—< >
Me-N FF Me-N F
Me-N H F HO O, S. F
31 N< /‘Q 41 HO™ Y "OH TQ
¢! F F OH F
o) F H F
O_N.
2 Qo | 2 | e | R
F OH F F
N/ N/
33 A ~ | w O O
MeO-N EF HOW £
F
. N N
34 'P"‘O/ O N w | O "O/ /—Q
e HO -
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(%23 &)
o F H F
45 Me-N:/\r\T /—Q 56 Mer\O/N\ /‘@
h F F F
Ac Ms F
46 Mer\O/N\ /_Q 57 MEUN\ /_Q
F F
0
o™ M
47 HNW /‘@ 58 Me Me /”@
N F K/N F
F F
o™
/TN
N O.
48 o\_/NOo\ /—Q 59 | ME?\/ /—Q
F FF
H F Me F
O N
o pemdio | ||| s | R
NHSNST  FF 1o T FF
o) F
50 JL\N /—Q 61 K\NJ\O/\ /—Q
H,N-CO S F F MeN._/ F
/\O F o) F
51 MeN/\ N\/ /—Q 62 (\ID)K /_Q
N F F MeN F
MeN"™ F ) F
(UN_O Q N
N i > NN
MeO,C FoF MeN._ FF
0o F Me F
n | L | A e | ™ | D
HO OH F F F
F
54 O/S\ /@ 65 | HO N /‘Q
Me‘N F \ F F
N0 AcO™ Oy O~ F
55 Me-N /‘@ 66 U /—Q
N. HO ™" OH
~ F OH FF
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#24
HN/Bn
R’ N)\\N
H
Cmpd R’ Cmpd R’ Cmpd R’
\ \ I\
67 | O N-CO-CH,-|| 68 | O N-(CH,),S- 69 | O  N-(CH,),-S(0)-
N s/ _/
CL Me-N"
70 Me"‘o\o/ 71 | MeN N 72 N
#£25
Me Me HN ?
@] NE CONH, 73 2-F-Ph
s | 74 2.,5-F>-Ph
N N 75 3,5-F»-Ph
H 76 2.6-F,-Ph
oooooao

gboDooooosStATeb 000 0ooOOobDOooOog
gostATeb 00ooooooooooooan
STATeU O OO OOODODOOpeL2-ClOO0O0O0COCODODODOOOOOQQermline s OO0ODODOO

O

OoooooooooogogQgoao

O

Oooooooooooogod

O

O0D0DD0OO0OC/EBPOOO0O0ODOIL40000000000000OCOODNA@OOOO
0)J00O0OD0OOpGL2-BasicO O 0O O O Promegall O O XholO OBglIIO O O O0ODO
O 0O O adenovirus major late0 O O OO0 OO0 ODOODOOTATA boxdO ODNA (OO OO
O0)YoDoDOoDOooooooooooooOoBeglIOOHINdINIDDDDODOOODOOOO
O pGL2-CI0O BamHIO 0O O O pUCSV-BSD (0 O 0O 0O O )OblasticidinD 000 OO0ODO
pGL2-Cl/bsC OO O OO

STATeD 0 000 ooooo

OIL-40 00000 Fw40 O (Mol. Cell. Biol. 14: 5433-5440)0 pGV-Cl/bs0O O O O
0000000320V, 960p FO 0.4 cm cuvettes (00O OO0 OOODO))OOOOAO
O00D0400 00 0O 0O6p g/ml0 blasticidin (000 00)0D00ODDODOOODOOOO
000oDoOD0oO000oU0oo0ooooooooDDoDoODOoOooooIL-400000D0D0O0000O00
0000000000000 0oo0oDOoOO0oOoO0ooSTATO OO0 OO0OCI/FW4O OO
0

Ci/FPWAO OO OO OSTAT6e OO DO OO0 O0OOOd

CI/FWAO O (1 x 10% cellsd0 0.1 ml) 0O 096 well OO O O (NuncO )O O 10 ng/mlO
00 IL-4 (Genzyme TechneO )OO OO ODOODOODODODODODODOOOODOO96 well OO

00000 O0OO0U0oo0oDOOoOOdUOwellDOOODOOOUODDOOOOODL0% FBSO O O RPM
1400 000000000 O0OO0ODOOODMSOOD DO OOOoO. %W OODDDODOOODOO

OIL-40016000050p IDO0O0O0O0O00OCO (10 mM Tris-HCI pH7.80 0.5 mM MgCl,O 10
mM ditiothreitold O 0.1% (v/v) Triton X-100) 0 OO0 0010 0000D0OOCOO0ODOO
000000000 mM Tris-HCI pH7.80 5 mM luciferind 2 mM coenzyme AO 2 mM ATP
00.5mM MgCI,O0 02 mM Mg(OH),) 50p ID 00001000 O 0 O ML3000 ITuminometer (
Dynatech Laboratories, Inc.0 )0 000000 OD0OOODODODODOOOODODOODOO
gopovMsoo oOooOoDOML30000 0 O OODODOCOOORelative Light Unitd RLUD O 10
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oo IL-40 00 0000D0RWOOKMDOOOODDDOODOODDODOOOODOD
OCoO00OD0ODOO0OO000000OEXODOODODODDDOOOOOPre000O0ODODOOOOO INhO
ooooDoDO0O1wMOOO.lpMOOOODODDDOOOONOOODODODOODDOOOOOOref
100 ref 20W099/310730 0 00 ODDOOODDODODODODODOODODDODOODODDDOOOTYref1
ocoooooOOO0O0O0oO0oooD2--0O000000000)4-@-0000000O0)HO0OO0
OO0-5-0000000000ref2000000000000002-(cis-2-00000
oooobooooo)4-G-0oooooo)oooo-5-000obobooooboobooo

oo
gooooo
#26
Inh (%) Inh (%) Inh (%)
Ex Ex Pre
luM 0.1 uM 1uM [01uM 1uM 0.1 uM
100 89 148 | 100 94 1 {100 67
2 96 48 180 | 100 91 9 91 33
3 | 100 100 189 | 100 100 12 {100 91
35 | 100 95 190 | 100 100 127 | 100 60
37 | 100 100 191 | 100 100 178 | 100 69
38 | 100 100 192 | 100 100 253 1100 94
39 | 100 100 193 | 100 100 269 | 100 96
62 | 100 99 201 | 100 100
63 | 100 100 209 | 100 100
64 | 100 100 233 | 100 25
1251 100 100 244 | 100 97 ref1| 19 NT
127 | 100 96 258 | 100 98 ref2| 0 NT
128 | 100 94
gooooo
gobooboobooobuooobo0oboboobbooUobtooUoboUooDboUobboo
oo obooob0oob0 oo b oo b oo boDooooOoon
goodoooouooooobouoobooobooboobooboann
gooooo
00o0o0o0o0o0STATeO O OO0 ooooooao
0 H29200 O O ATCCO (5 x 10° cellsd 0.5 ml) 012 wellOO OO (IWAKIODHO O ODODO
0000010 ng/mld O O 1IL-4 (Genzyme TechneO )OO DO DOOOODOODOODODO
giL-40 020000000000 0wellD 0000000 DOODODO0ODOI10% FBSO O
ORPMIIGAOD D OO ODDODOODDOODODOODMSOD OO DOOOO WO ODODDOODDOOO

OO0o0liIL-40 0200 0O
O O TNE bufferd 10 mM
aprotinind 1 mM NaFO

Oo0oooogogogoxs

10 sSbsO
oooao
ogooo
goaoaao
oooano
gooao
ogooao
ugoaao
oooao

O Ooo0ooood
OOoooood
OOoo0ooood
O0Ooo0oooogd

1y MO

OoooooOoooao

O

OooooogoQgQg

O Ooooo

ooobooOooooobooooo3sgnooooooboboooooboon
Tris-HCl pH7.80 1% NP-400 0.15 M NaClO 1 mM EDTAO 10p g/ml
01 mM Nagvo,0 100p I/wellD 000 0000000000015

uoo
IL-40
oono
g
OO
oo
go
uo

OooooogQgoQg
OoOoo0ooood

O

000 STATeDO O O Cell SignalingD O OO0OODOOO
ooooO0ODOO0O110kDa0 D OO OODDODOOOOO
O0o0DOOO0OO00DOOdgsSTATeD O (SantaCruzd )O
STATeU D OO OOOoo0ooDoOoooboooooon
gooooooooboooooboooooooooaon
gbobobooooooboobobobobooooboonn
gbobooboooooboobobobooboooboan
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Ooo0oDoDOoOO0OO0Th20 00O 0O

OcCs57BL/60 0 0000 000DOOOODOOODODOOODODOOODDODDDODOOODOOOO
O0O00DDODO0O000TOUOO0OO0OD0ODOODODDDODODODOOCD3: OOO10 p g/ml0 O Sederla
ne0 00 O000009%wellDDOODOOODOODOCD2800 01 p g/ml0 O Pharmingend O 0O
IL-20 10 ng/mld O Peprotechd O O O IL-40 10 ng/mld O Peprotechd O O O O O TO O (
2x10° cells 0.2 MDO00DO0D20000000000000IL-20 10 ng/mld O

oliL-4010ng/mID 000000 2mI00D00C00OO0DOO30000O000O0DODOOOO

D000000000001x10% cells/mMID0ODDO0O0O0O0D0DODOIL-4000000
DoOOcCp3e DOOO0OOOO9wellDODDOODOOOO20000000000000
ELISAD OO0 IL-4000000000ELISADO0O0DODOOOOPharmingenD0 0O O00OOO
OOoO00DDODOO0O00O0O0OoOoOoOHRPOODDOOOOOOOODODO Amersham Pharmaciall
ooobOOoOO0OHRPOODODOOOOOOOOOODODOOOODOOOOODOOOODDOOO

oooooODOOO0OO0OO0OTOOoOoOoooOoOoODODOOO0OOwenOOOooOOODD2000000
gbobooooooobobobobooooboboboboooboOobi1ocw FBSO ODOR
PvMite4do0 D DO DO OOOOOOOOOoODMSOODOOODOOoOOooO. 1w oOoOoOooooooOon
ooooooooooOobMsoo 0 0D OO0O0O0IIL-400 0 0 100%0 O O 0O cb280 O O O 1L-40
gbooboooooiIiL4coboow ooogoboboboboooobobobobao
nMOOoooooobooooogoogooad

gooooo
27

Ex Inh (%) Ex Inh (%) Pre | Inh (%)

1 88 48 92 99 85

3 98 60 99

16 82 63 96

35 94 64 93 ref 1

37 93 117 85 ref 2
gooooo

oooboooooboooooboooooao

O 0O0Balb/cO 00O Oovalbumin (CA)ODDODODODODODODODODOOODDDODOOOOOOCQA
lum)0 200 000000000000 OCOCOODODOOO00O0OO0120000A 00000
go72z0o0oo0obOoOooc0oOoobObocOoOoobooooooOoooooooooooao

O
O
O

gbobooooooo.swboboboooocAbObobobooooooobobobao
ugbooboooooboobooboboobobooobooboboboobooooobobobaa
ooooboooooobooooobooooooobooooobobooooboboooobooo
ooooOooOooooo0oooboboooooDootd1rmgkgb 00O O0OO0OO0OO0ODDOOOO
Oooeowt OO0OnO

ugboogood

ocoooooosoc,bnooooooooooooooooodd

O00Cs7BL/60 0 0O SO,00 (600 ppmIO 30 000000000480 00000000
ugbooooooboobobobooboooobobobobooboooboobobobaa
ooooboooooobooooobooooooobooooobobooooboooobooo
gboobooooooobgobobobooooboboboboboooDoswbobo
ugbooboooooboobooboboobobooobooboboboobooooobobobaa
ooooOD0ODOOO0OO00O0O00o01omg/kgb DO O0O0O0O0O0OO0OOOvOODDDODOOO
gbobooooobooobobobooobooboboboooobobao

OO0o0BeC3FI0 0O DO3wI D ODDO0O103 0010000300003 0000o0oD004
gooo.5ppmb000C600000OOSOO0D0O0O0O0O0DOOOOODOOOOODODOOOO
gooobooooooboooooooooooboooobobooooboboooobooo

10

20

30

40



g
O
O
g
u
O
g
a
O
g
g

(71) JP 4529685 B2 2010.8.25

0000000000000 00000O00O0O0O0O00D000oo0DooooDoDoooao
0000000000000 O0O0OoOoOoo.5%] 0000000000000 0000OO0
d0o0O0O00O0O0O0O0O0oO0oOoOoOoooao

ooooo

0000000000000 0000O0O00O0O0O0O0DO0DO0DO0DO0DOoOoOoDOoDOoOoDOoDOoOoOaO
STATED 0 00000000 Th20000000000000000000000000
0O0D00D0O0OCOPDOSTATEO 00D DD O0O0ODDODO0OODDODODOODDODOODOODOO
ooooooao

ooooOoooooao

00000 10
0000000000000 00000000000000000O00000000ST

ATeD 0D OO0OOO0O0ODODOOOO0ODOOSTATeD OO OOOODOOoOoOoobooOoocopDD DO OOO

goobooooooboocooooboooooboooooobooooao
gbooboooooboboboboooboobobobobooobOoboDbaonsSTATed O
oooboooooobooooobobicooboboooooooooooboooOooboobooOon
ooooboooooobooooobooooooobooooobooooobooboooobooo
gboboooooboobobomgMmobotboooosBbOOoOoRAMOSD OO DODODOODODO
oooooooooboooocecp3aogooooooooboboogTooooolIIL-2000
ooooooooooooooan

gooooooobood 20
gbooogd

Oo0000DD00000000022300000Artificial SequenceD 000000000
gooooogogoobodfgol, 2000000000000000D00C0C000DO0O0O0O0O0
03,400000000000000TATA-boxO OO OODOOOODODO

ooooao

0004529685000001 . app




(72)

JP 4529685 B2 2010.8.25

gbooooogooan

(51)Int.CI.
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo
oooo

(72000

(72000

(72000

(72000

(72000

(72000

(72000

gog

oo

409/12  (2006.01) 0000 409/12 0OOCO
413/12  (2006.01) 0000 413/12 0000
417/12  (2006.01) 0000 #17/12 0000
453/02  (2006.01) 0000 453/02 0000
487/08  (2006.01) 0000 487/08 0000
487/10  (2006.01) 0000 487/10 0000
15/203  (2006.01) 0000 15/203 0000
31/505  (2006.01) 0000 31/505 OOOO
31/506  (2006.01) 0000 31/506 OOOO
31/5377  (2006.01) 0000 31/5377 0000
31/541  (2006.01) 0000 31/541 0OOOCO
31/551  (2006.01) 0000 31/551 OOOO
31/553  (2006.01) 0000 31/553 OOOO
31/7034  (2006.01) 0000 31/703¢ 0O00OCO
11/00  (2006.01) 0000 1100 0000
11/06  (2006.01) 0000 11/06 0000
37/08  (2006.01) 0Dooo 37/08 0OOOO
43/00  (2006.01) 0000 43/00 0O0OO
ooooQ
00000000000000000000000000
ooooO

oobooooooobbooboooobooobooooon
gogog
gboboboboboboboboobobobooboaon
goaod
oobooooooobboobooooboobooooono
gooog
vbobobobobobobobobaobobooaon
ooood
goboboboboboboboboboboboboo
goan
oobooooooobobooboooobooobooooon

goaog

(6)0000 DOOOoOooooooobooobobooooooo

(58)000000(Int.Cl.O000)

CO7D 239/48
CO7D 401/12
CO7D 401/14
CO7D 403/12
CO7D 405/12
CO7D 409/12
Co7D 413/12
CO7D 417/12

goood
godod
gooog
gooog
agoood
goood
goood
goood
godod
goood
gooog
goood
gooog
goood
goood
goood
goood
goood



(73)

CO7D 453/02
CO7D 487/08
CO7D 487/10
CO7H 15/203
AG1K  31/505
AG1K  31/506
AGIK 31/5377
AGIK  31/541
AG1K 31/551
AG1K 31/553
AGIK 31/7034
A61P  11/00
AG1P  11/06
AG1P 37/08
AG1P  43/00
CAplus/REGISTRY(STN)

JP 4529685 B2 2010.8.25



	biblio-graphic-data
	claims
	description
	reference-file-article
	overflow

