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0000
EHE|R A R' NMR M/z | SM
1
2! T n7F D 1.1 - 2,12 (m, 12H), 5.16 (m, 1H), 6.78 | 439 | 5 i&
L NH (d, 1H), 7.06 (s, 1H), 7.36 (d, 1H), 7.4 - 61
7.64 (2d, 4H), 8.15 (d, 1H), 8.62 (s, 1H)
3 o NH/\/ 1.65 (m, 2H), 2.4 (m, 4H), 3.39 (m, | 425 | ¥ it
L 2H), 4.99 (d, 1H), 5.14 (d, 1H), 5.48 61
(m, 1H), 5.66 (m, 1H), 7.09 (d, [H),
7.36 (s, 1H), 7.58 (t. 1H), 7.68 (d, 2H),
7.94 (d, 2H), 8.46 (d, 1H), 9.95 (s, 1H)
4 ym T F NH 1.6 (m, 2H), 2.4 (m, 6H), 5.5 (m, 1H), | 399 | /7 ik
L 5.5 (m, 1H), 7.09 (d, tH), 7.2 (m, 1H), 61
7.36 (s, 1H), 7.68 (d, 2H), 7.95 (d, 2H),
8.45 (d, 1H), 9.95 (s, 1H)
5! vy aTF A 1.48, 1.64, 1.72, 1.88, 2.4 (5 m 10H), | 425 | & ik
L NH 3.57 (m, 1H), 5.48 (m, IH), 7.09 (d, 61
1H), 7.36 (s, 1H), 7.7 (d & s, 3H), 7.9
(m, 2H), 8.45 (d, 1H), 9.96 (s, 1H)
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(28) JP 4433797 B2 2010.3.17
oooao
X |R A R' NMR M/z | SM
i
6 o7 F F . 1.45 - 1.9, 2.4, 2.75 (m, 12H), 3.5 -3.8 | 469 | 7 ik
n NH (m, 3H), 5.48 (m, 1H), 7.07 (d, 1H), 61
] 7.36 (s, tH), 7.46 (m, 1H), 7.7 - 7.94
(2d, 4H), 8.45 (d, tH), 9.95 (s, 1H)
7 A= T 0.35 (m, 2H), 0.45 (m, 2H), 1.53 (m, | 439 | J5 i&
F L NH 2H), 1.73 (m, 2H), 2.10 (m, 5H), 2.77 62
(s. 3H), 5.55 (TcEH, 1H), 7.25 (d,
tH). 7.70 (d, 3H), 7.90 (d, 2H), 8.18 (s,
1H), 8.70 (d, 1H), 10.2 (s, 1H)
8 D= ol N | S 1.68 (m, 2H), 2.4 (m, 4H), 4.04 (s. 3H), | 476 | J7 ik
L N # 5.5 (m, 1H), 7.08 (d, 1H), 7.2 (m, IH), 61
7.37 (m, 2H), 7.7 (m, 3H), 7.9 (d, 2H),
8.4 (d, 1H), 8.45 (d, 1H), 9.9 (s, 1H)
9 A= NH/\/O\ 1.54 (m, 2H), 1.76 (m, 2H), 2.04 (m, | 457 |} ik
F L 2H), 2.19 (m, 2H), 2.78 (s, 3H), 2.89 (q, 62
2H), 3.19 (s, 3H), 3.32 (t, 2H), 5.56 (To
B, 1H), 7.25 (d, 1H), 7.58 (1, 1H),
7.73 (d, 2H), 7.88 (d, 2H), 8.20 (s, I H),
8.73 (d, 1H), 10.20 (s, 1H)
10 VA= NH "N | 157 (m. 2H), 17 (m, 2H), 2.45 (m, | 457 Hik
L 4H), 2.76 (q, 2H), 3.15 (s, 3H), 5.48 (m, 61
1H), 7.09 (d, 1H), 7.36 (m, 2H), 7.70
(d, 2H), 7.95 (d, 2H), 8.46 (d, 1H), 9.95
(s, IH)
11 YT F |y 0 1.65 (m, 10H), 2.50 (s, 3H), 2.75 (m, | 469 | 7 i
N /\L) 2H), 3.65 (m, 3H), 5.48 (m, 1H), 7.07 61
(d, TH). 7.46 (s, 1H), 7.70 (d, 2H), 7.94
(d, 2H), 8.45 (d, 1H), 9.95 (s, 1H)
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E
#l

NMR

M/z

SM

123

N7 o N

F L

1.54 (m, 2H), 1.72 (m, 2H), 2.00 (m,
2H), 2.19 (m, 2H), 2.79 (s, 3H), 4.38 (d,
2H), 5.54 (RFEH, 1H), 7.25 (d, 1H),
7.76 (1, 3H), 7.89 (d, 3H), 8.20 (s, 1H),
8.38 (t, 1H), 8.60 (brt, 1H), 8.72 (d,
2H}), 10.24 (s, 1H)

490

ik
62

133

7 M w I

F 1

NH//\\//“\O//

1.53 (m, 2H), 1.60 (FLEH, 2H), 1.75
(m, 2H), 2.03 (m, 2H), 2.18 (m, 2H),
2.78 (m, 5H), 3.17 (s, 3H), 3.28 (t, 2H),
5.55 (LLEMR, 1H), 7.26 (d, 1H), 7.47 (1,
1H), 7.72 (d, 2H), 7.89 (d, 2H), 8.20 (s,
1H), 8.73 (d, TH), 10.20 (s, 1H)

471

Ji ik
62

14

vIrmTF

s

W

1.08 (s, 9H), 1.65 (m, 2H), 2.37 (m,
4H), 2.76 (s, 3H), 5.42 (m, 1H), 7.22 (d,
1H), 7.33 (brs, 1H), 7.75 (d. 2H), 7.92
(d, 2H), 8.14 (s, 1H), 8.68 (d, 1H),

10.24 (brs, 1H)

441

i ik
61

15

oo

syl

W

0.88 (m, 2H), 1.07 (m, 11H), 2.74 (s,
3H), 3.79 (m, TH), 7.29 (brs, 1H), 7.32
(d, TH), 7.74 (d, 2H). 7.95 (d. 2H), 8.18

(s, 1H), 8.69 (d, 1H), 10.22 (brs, 1H)

427

)5 ik
52

16

rn7n

|2

NH

0.33 (m, 2H), 0.43 (m, 2H), 0.88 (m,
2H), 1.07 (m, 2H), 2.09 (m, 1H), 2.75
(s, 3H), 3.80 (m, 1H), 7.33 (d, 1H), 7.73
(m, 3H), 8.0 (d, 2H), 8.19 (s, 1H), 8.7
(d, TH), 10.29 (brs, |H)

416

7 ik
52
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gogoo
£ | R A R' NMR M/z | SM
il
17 vrnZn NH/\/O\/ 0.70 (m, 2H), 1.08 (m, 5H), 2.48 (s, | 443 | F ik
B 3H), 2.90 (m, 2H), 3.33 (m, 4H), 4.61 65
(m, TH), 7.22 (d, 1H), 7.45 (s, 1H), 7.73
(d, 2H), 8.01 (d, 2H), 8.52 (d, 1H), 9.99
(s, IH)
18 rnsn F . 0.83 (m, 2H), 1.05 (m, 2H), 2.70 (s, | 453 | K &
B N“/ﬁ/ 3H), 3.56 (m, 2H), 3.75 (m, 1H), 7.29 65
] (d, TH), 7.71 (d, 2H), 7.95 (d, 2H), 8.13
(s, 1H), 8.43 (t, 1H). 8.65 (d, 1H), 10.26
(bs, 1H)
19 ST F | O 103 (1 3H), 168 (m. 2H), 239 (m, {457 | %7 ik
sl 4H), 2.76 (s, 3H). 2.86 (t, 2H), 3.32 (m, 61
4H), 5,42 (m, 1H), 7.23 (d, 1H), 7.56
(bs, tH), 7.74 (d, 2H), 7.95 (d, 2H),
8.14 (s, 1H), 8.68 (d, 1H), 10.29 (bs,
1H)

' DCM:MeOH (fiff: 4 100:0 725 982 [WHEME W AT LB 7T v vz su v b T F 7 4
(:c}: t/) %%&o

1o Mg

solute 7 I H T LT,
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.70(d0 2H)O 7.88(d0 2H)O 8.21(sO 1H)O 8.68(d0 1H)O 10.19(brsO 1H)O m/z0 4870
0oooo
Doooooon

ugbooooobouoboboboboooooboboboobooooboboaobaoaon

0Oo0oooo
oooao
£ MR A R' NMR M/z | SM
el
20 vru s NH/\/O\/ 1.05 (1, 3H), 1.68 (m, 2H), 2.40 (m, | 487 | ¥ i&
F 1 4H), 2.83 (m, 2H), 3.32 (m, 4H), 3.45 63
(s, 3H), 4.88 (s, 2H), 5.43 (LB,
10
1H), 7.29 (d, 1H), 7.55 (m, 1H), 7.75
(d, 2H), 7.95 (d, 2H), 8.24 (s, 1H), 8,70
(d, 1H), 10.28 (s, 1H)
21 A= NH/\/O\/ 1.07 (t, 3H), 1.49 (m, 2H), 1.68 (m, | 501 | & ik
vF L 2H), 2.00 (m, 2H), 2.14 (m, 2H), 2.88 64
(m, 2H), 3.34 (m, 4H), 3.47 (s, 3H),
4.90 (s, 2H), 5.48 (LEH, 1H), 7.29
(d, TH), 7.58 (s. TH}, 7.74 (d, 2H), 7.89 20
(d, 2H), 8.25 (s, 1H), 8.72 (d, 1H),
10.20 (s, 1H)
Oooooon
000000
04-(1-0000000-2-00-2-000000000-5-00)-2-{4-[N-(00000O0
00-2-00000)1000000]J]00003Y 0000
OoDoooo@omDIO2-000-4-(1-0000000-2-00-2-000000000-5
-00)00O000 (00530 118mg0 0.75mmol)ON-(0 0000000 -2-00000 )-4- 30
000000000000 0D0 (0 0680413mgd 1.13mmoD0 000 OODOO0CODODOO
00)IOO00O0O0 (0)(35mgd 0.038mmoDNO 0 2,2°-00(0000000000)-1,1 -
00000 (47mgd 0.076mmo)D 00000000000 t00000 (258mg0 2.69mmol)
0O0D00000000080000000D00NON00D00NO0O000D0OOMeOH(D mi)O
O00O0000O0 Isoluted SCX-20 000000000 O MeOH(10x 3omDI OO0 0O 0O
0000010 0000000000 @ox3mDIOODOODODOOODOODODOOOOO
000 O0DCM/MeOH(1000 00 000097030 00000)000000000O0000ON
0O00000000O000C0D00O00000000000000000MeOH@mDOOO
0000000 IMOHCI(300p LOO.30mmo)0 0 0000000000000 OO0DOO
000000000000 (115mg0 30%)0 NMRO 1.52(d0 3H)O 1.75(m0 4H)O 2.70(m0 2H) 40
0 2.79(s0 3H)O 3.16(s0 3H)O 3.63(m0 5H)O 5.65(m0 1H)O 7.25(d0 1H)O 7.56(t0 1H)O
5
0
0
0
0

ooooao
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*£ I | R' R’ NMR M/z SM
i
23 A NH/\/O\ 0.15 (m, 2H), 0.35 (m, 2H), 1.10 (m, | 441 07k
CH, 1H), 2.45 (s, 3H), 2.95 (q, 2H), 3.20 | (M-H) | 54
(s, 3H), 3.30 (q, 2H), 4.55 (d, 2H), ¥ ik
7.20 (d, 1H), 7.40 (t, 1H), 7.65 (s, 66
1H), 7.70 (d, 2H), 7.90 (d, 2H), 8.45
(d, 1H), 9.75 (s, 1H)
24 A oL 0.27 (m, 2H), 0.40 (m, 2H), 1.15 (m, | 467 ¥ ik
CH, NH/Y 1H), 2.85 (s, 3H), 3.65 (m, 2H), 4.75 54
‘ (d, 2H), 7.40 (d, 1H), 7.80 (d, 2H), 7k
7.90 (d, 2H), 8.50 (s, 1H), 8.55 (t, 71
1H), 8.70 (d, 1H), 10.3 (s, 1H)
25 A D 0.15 (m, 2H), 0.33 (m, 2H), 1.1 (m, | 439 ¥ ik
CH, | nn 1H), 1.5 {m, 2H), 1.75 (m, 2H), 1.9 54
(m, 2H), 2.45 (s, 3H), 3.65 (m, 1H), ik
4.6 (d, 2H), 7.25 (d, IH), 7.75 (m, 70

4H), 7.9 (d, 2H), 8.5 (d, 1H), 9.9 (s,
1H)
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oooo
£ | R R’ NMR M/z SM
2l
26 A NH/W 0.10 (m, 2H), 0.25 (m, 2H), 0.40 (m, | 437 7 ik

CH, 4H), 0.82 (m, 1H), 1.15 (m, 1H), | (M-H) | 54
2.65 (t, 2H), 2.75 (s, 3H), 4.75 (d, 5k
2H), 7.40 (d, TH), 7.6 (t. 1H), 7.8 (d, 67
2H), 7.9 (d, 2H), 8.50 (s, 1H), 8.7 (d,
1H), 10.25 (s, 1H)
27 S F NH/\/O\ 171 (m, 2H), 2.34 (m, 4H), 2.76 (s, | 443 ik
L 3H), 2.86 (t, 2H), 3.16 (s, 3H), 3.29 51
(s, 2H), 5.41 (m, 1H), 7.21 (d, 1H), ¥ ik
7.52 (brs, 1H), 7.76 (d, 2H), 7.93 (d, 66
2H), 8.16 (s, 1H), 8.68 (d, 1H),
10.28 (brs, 1H)
28 LA RF V- g 0 1.52 (d, 3H), 2.76 (s, 3H), 2.84 (q. | 461 5k
T2 /\L) 2H), 3.14 (s, 3H), 3.16 (s, 3H), 3.28 53
b (t, 2H), 3.36 (m, 1H), 3.82 (m, 1H). ki
5. 65 (m, 1H), 7.23 (d, 1H), 7.55 (1, 68
1H), 7.74 (d, 2H), 7.88 (d, 2H), 8.21
(s, IH), 8.68 (d, TH), 10.19 (brs, 1H)
29 vrnTn NH/\/O\ 0.88 (m, 2H), 1.13 (m, 2H), 2.76 (2, | 429 75 ik
=% 3H), 2.85 (q, 2H). 3.16 (s, 3H), 3.29 52
(t, 2H), 3.75 (m, 1H), 7.33 (d, 1H), ik
7.50 (t, 1H), 7.72 (d, 2H), 7.97 (d, 66
2H), 8.16 (s, 1H), 8.69 (d, 1H),
10.26 (brs, 1H)
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% W | R' R’ NMR M/z SM
#i
30 A NH | EN 0.28 (m, 2H), 0.41 (m, 2H), 1.18 (m, | 476 77 ik
CH, N 1H), 2.78 (s, 3H), 4.38 (d, 2H), 4.78 54
(d, 2H), 7.42 (d, 1H), 7.77 (1, 1H), 5 ik
7.80 (d, 2H), 7.88 (d, 1H), 7.93 (d, 69
2H), 8.34 (t. 1H), 8.50 (s, 1H), 8.55
(t, 1H), 8.72 (d, 2H), 10.31 (s, 1H)
3 T T EFR NH/\/O\ 2.22 (m, 1H), 2.58 (m, 1H), 2.76 (s, | 459 5 E
T 7 a3 A 3H), 2.86 (q, 2H). 3.16 (s, 3H), 3.30 55
L (t, 2H), 3.54 (m, 1H), 3.85 (m, 1H), il
4.18 (m, 1H), 4.21 (m, 1H), 6.18 (m, 66
1H), 7.27 (d, 1H), 7.55 (1, 1H), 7.71
(d, 2H), 7.89 (d, 2H), 8.20 (s, 1H),
8.69 (d, 1H), 10. 15 (s, 1H)
32 FRTEF| O | 108 (4 3H), 2.29 (m, TH), 2.62 (m, | 473 ik
27 -3-A 1H), 2.80 (s, 3H), 2.89 (m, 2H), 3.35 55
v (m, 4H), 3.59 (m, 1H), 3.90 (m, 1H), 77 ik
4.20 (m, 1H), 4.27 (m, 1H), 6.24 (br 72
m, 1H), 7.31 (d, 1H), 7.58 (t, 1H),
7.75 (d, 2H), 7. 92 (d, 2H), 8.30 (s,
1H), 8.72 (d, 1H), 10.24 (s, 1H)
33 FhFER 1.08 (s, 9H), 2.27 (m, 1H), 2.59 (m, | 457 ¥ ik
27 3 NH% 1H), 2.79 (s, 3H), 3.54 (q, 1H), 3.84 55
A (t, TH), 4.19 (t, TH), 4.24 (d, 1H), 77 ik
6.19 (br m, 1H) 7.28 (d, 1H), 7.36 (s. 73
[H), 7.74 (d, 2H), 7. 88 (d, 2H), 8.27
(s, [H), 8.70 (d, 1H), 10. 20 (s, 1H)
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£ i | R R’ NMR M/z SM
%

34 A NH/\/O\ 0.11 (m, 1H), 0.40 (m, 2H), 0.60 (m, | 457 Ji ik
CH 1H), 1.45 (m, 1H), 1.62 (d, 3H), 2.85 57
Me (s, 3H), 2.88 (m, 2H), 3.19 (s, 3H). ¥ ik
3.32 (t, 3H), 4.77 (m, 1H), 7.27 (d, 66
IH), 7.58 (t, 1H), 7.73 (d, 2H), 7.85
(d, 2H), 8.25 (s, 1H), 8.70 (d, 1H),
10.03 (s, 1H).
35 1-#A b & - NH/\/O\/ 1.03 (t, 3H), 1.52 (d, 3H), 2.80 (s, | 475 5 ik
72 3H3, 2.87 (m, 2H), 3.16 (s, 3H), 3.30 53
s (m, 4H), 3.58 (m, 1H), 3.85 (t, 1H), ¥ ik
5.68 (m, 1H), 7.25 (d, 1H), 7.50 (m, 72
1H), 7.72 (d, 2H), 7.85 (d, 2H), 8.21
(s, [H), 8.70 (d, 1H), 10.19 (s, 1H)
36 A NH/\/O\/ 0.13 (m, 2H), 0.10 (m, 2H), 1.00 (m, | 457 ok
CH, 4H), 2.35 (s, 3H), 2.85 (q, 2H), 3.30 54
(m, 4H), 4.55 (d, 2H), 7.21 (d, 1H), ¥ ik
7.45 (t, 1H), 7.63 (s, 1H), 7.67 (d, 72
2H), 7.85 (d, 2H), 8.45 (d, 1H), 9.85
(s, TH)
37 A\ NH/\/O\/ 0.10 (m, 1H), 0.48 (m, 2H), 0.60 (m, | 471 J7 ik
CrH 1H), 1.05 (t, 3H), 1.44 (m, 1H), 1.61 57
Me (d, 3H), 2.48 (m, 5H), 3.33 (m, 4H), ¥ ik
4.74 (m, 1H), 7.24 (d, 1H), 7.53 (4, 72

TH), 7.71 (d, 2H), 7.84 (d, 2H), 8.22

(s, 1H), 8.68 (d, 1H), 10.11 (s, 1H)
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00000
£ i | R R’ NMR M/z SM
il
38 A\ /A 0.10 (m, 1H), 0.38 (m, 4H), 0.45 (m, | 439 ¥ ik
CH | NH 2H), 0.59 (m, 1H) 1.44 (m, 1H), 1.63 57
Me (d. 3H), 2.10 (m, 1H), 2.84 (s, 3H), ¥ ik
4.76 (m, TH), 7.26 (d, 1H), 7.72 (d, 74 10

3H), 7.87 (d, 2H), 8.23 (s, 1H), 8.69
(d, 1H), 10.12 (s, [H)

39 A NH/IO) 0.10 (m, 1H), 0.38 (m. 2H), 0.60 (m, | 483 ¥ ik

CH 1H), 1.50 (m, 2H), 1.63 (d, 3H), 1.77 57
Me (m, 3H), 2.75 (m. 2H), 2.83 (s, 3H). ¥ i
3.56 (m, 1H), 3.68 (m, 1H), 3.79 (m, 68
1H), 4.27 (m, 1H), 7.50 (d, 1H), 7.56 20

@, 1H), 7.71 (d, 2H), 7.82 (d, 2H),

8.23 (s, 1H), 8.68 (d, 1H), 10.10 (s,

1H)
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# | R R? R’ NMR M/z | SM
i
#1
40 A _\]H/\/O\ CH,OMe | 0.13 (m, 1H), 0.38 (m, 2H), | 487 | ¥ ik
(le 0.61 (m, TH), 1.43 (m, 1H), 58
Me 1.65 (d, 3H), 2.90 (g, 2H), 5 ik
3.19 (s, 3H) 3.32 (1, 2H), 66
3.44 (s, 3H), 4.69 (m, 1H),
493 (q, 2H), 7.30 (4, 1H),
7.58 (1, 1H), 7.73 (d, 2H),
7.86 (d, 2H), 8.23 (s, 1H),
8.69 (d, 1H), 10.13 (s, 1H).
41 A NH/\/O\/ CH,OMe | 0.13(m, 1H), 0.38 (m, 2H), | 301 | 557 i
(‘:H 0.61 (m, 1H), 1.05 (1, 3H). 58
Me 1.42 (m, 1H), 1.64 (d, 3H), 5
2.88 (q, 2H), 3.36 (m, 4H), 72

3.45 (s, 3H), 4.68 (m, 1H),
4.93 (g, 2H), 7.30 (d, 1H),
7.58 (t, 1H), 7.73 (d, 2H),
7.86 (d, 2H), 8.23 (s, 1H),
8.69 (d, 1H), 10.13 (s, 1H),
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00000
% R R’ R’ NMR M/z | SM
B
%l
42 |2 REv- N0 | B 1.04 (1, 3H), 1.35 (t, 3H), | 489 |} ik
FAC A 1.52 (d, 3H), 2.85 (q, 2H), 59
L 3.15 (m, 5H), 3.34 (m, 4H), Ik 10

3.59 (m, 1H), 3.83 (1, IH), 72
5.57 (s, TH), 7.27 (d, TH),
7.54 (t, 1H), 7.73 (d, 2H),
7.89 (d, 2H), 8.23 (s, 1H),

8.70 {d, 1H), 10.19 (s, 1H)

43 | 1A RFE | S0 Et 1.35 (t, 3H), 1.52 (q. 4H), | 501 | 5 &
T e 2 L) 1.75 (m, 2H), 1.86 (m, 1H) 59 20
h 2.74 (m, 2H), 3.13 (m, 5H), Yok
3.57 (m, 2H), 3.68 (m. 1H), 68
3.80 (m, 2H), 5.57 (s, 1H),
7.26 (d, TH), 7.57 (t, 1H),
7.73 (d, 2H), 7.88 (d, 2H),
8.23 (s, 1H), 8.70 (d, 1H),
10.16 (s, 1H)
4 | 1-A R NH/\/O\ Et 1.35 (t, 3H), 1.53 (d, 3H), | 475 | ¥ %
S 2o 2.89 (m, 2H), 3.16 (m, 8H), 59
s 3.29 (m, 2H), 3.55 (m, 1H), F ik
3.80 (m, 1H), 5.58 (s, 1H), 66
7.25 (d, 1H), 7.57 (t, 1H),
7.73 (d, 2H), 7.89 (d, 2H),
8.24 (s, 1H), 8.70 (d, 1H),
10.19 (s, 1H) 40
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ooooo
£ | R R’ R’ NMR M/z | SM
BE
&l
45 | 1-A b F - /,fo Et 0.35(m, 2H), 0.48 (m, 2H), | 457 | ¥ it
w7 2-4 | NH 1.37 (1, 3H), 1.54 (d, 3H), 59
A 2.10 (m, [H), 3.14 (m, 5H), ik
3.59 (m, 1H), 3.88 (m, 1H). 74
5.60 (s, 1H), 7.27 (d, 1H),
7.75 (m, 3H), 7.91 (d, 2H),
8.24 (s, TH), 8.73 (d. 1H),
10.21 (s, 1H)
46 1A RF NN n-Pr 1.0 (t, 3H), 1.5(d, 3H), 1.8 | 489 | 7 ik
T2 (FRNESR, 2H), 2.87 (q, 2H), 60
iy 3.05 (1, 2H), 3.11 (s, 3H), H ok
3.16 (s, 3H), 3.28 (1, 2H), 66
3.56 (q, 1H), 3.80 (t, 1H),
5.52 (s, 1H), 7.23 (d, 1H),
7.55 (t, 1H), 7.71 (d, 2H),
7.85 (d, 2H), 8.16 (s, 1H),
8.68 (d, 1H), 10.12 (s, 1H)
47 [ 1-A R F . NH/A\V/O\”// n-Pr I (t,3H), 1.03 (t, 3H), 1.51 | 503 |} ik
7 2o (d, 3H), 1.8 (FRE#,. 21D, 60
" 2.85 (g, 2H), 3.05 (t, 2H), % ik
332 (t +q, 4H), 3.56 (q. 72
TH), 3.8 (t. 1H), 5.51 (s,
1H), 7.23 (d, 1H), 7.51 (1,
1H), 7.71 (d, 2H), 7.87 (d,
2H), 8.13 (s, 1H), 8.67 {d,
1H), 10.11 (s, 1H)
Oooooo
Oooooog

04-(1-0000000000-2-000000000-5-00)-2-{4-[N-(2-000000
0D)YoOOOOOO0]0000Y¥ 0000

000000 @.5mDO000000000000E@m)ID4-@Q-0000000000 -
2-000000000-5-00)-2-{4-[N-(2-0000000)-N-(t-000)000000
0]0000YYO00O00@O7603.7g07.22mo)0 0000000000000 000O
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0000000000000 00000000000000000E0ACO 000000
0000000000000 000O0O00000EOAC0 00000000000 000
0000000000000 0O00Et0AC/MeOH(1000 00 098020 00000000 )I0
0000000000000 000000000000000000000000 (1.58g
0 48%)0 0 O O O O NMRO 0.00-0.02m0 2H)O 0.18-0.20(m0 2H)0 0.86-0.90(m0 1H)D 1.10
(td 3H)O 2.60(q0 2H)D 2.75(q0 2H)O 3.01(sO 3H)O 3.18(q0 2H)O 4.40(dd 2H)O 7.10(d
0 1H)O 7.35(t0 1H)D 7.52(s0 1H)O 7.57(d0 2H)O 7.77(d0 2H)O 8.30(d0 1H)D 9.70(sO
1H)O m/z0O 4570

Do0o0o00

Do0oo0Q
04-(1-0000-2-000000000-5-00)-2-[4-(N-0000000000)000
Djooooon

04-000-N-000-00000000000 (250mg0 1.34mmol)0 O O O O MeOHO O O
D0IMDOOO0O0O0O00O0O0@.34mDIO0O0DO00O0DON0D0NDON0DONONOONONO0ONONOoOoOn
00 (e8mgd 1.62nmmol)0 0000000000000 (.5m) 00000000000 100
0045000000000000000001-0000-5-(3-0000000000-2-
00-1-000)-2-000000000 (00500 230mgd0.86mmoN0 000000000
O
O
O
O
O
O

(150mg0 2.78mmoN0 0 000000000 O0D0OODOOCOOOCOOOCOOOCOOOO
DOO0O0OE0AC0 00 0000000000000 O0O0D0O0ONDO0OO0OO0OO0OO0OoOn
000D00MayS0,)0 00 000000000000000000DCW7NOOO0O000
000D0(@04)0000000000000000D000DO00O0DO0O0O0O0O0oOn
DO0O0OO0OO0OO0O0OOEtACD 00 0000000000000 D0O0O0O0O (260mgd 70%)0
0 0 O O NMRO 2.28(sO 3H)O 2.37(d0 3H)O 5.96(s0 2H)D 6.93(d0 2H)O 7.15-7.28(m0
5H)O 7.54(d0 2H)O 7.75-7.81(m0 3H)O 8.40(d0 1H)O 9.86(sO 1H)O m/z0 4350
Do0o0o00
Dooo0aQ
04-(1-0000000000-2-(2-000000-1-000)000000 -5-00)-2-{4
-[N-(2-0000000)I000000]00003 0000
000000 (146p 101.34mmoN0 00000 09%0 0000000 @oml)d O 4-(1-0
000000000-2-(2-000000-1-000)000000-5-00)-2-{4-[N-(2-0
000000)N-(-000)I000000]00003 0000 0800 120mgd 0.22
mmol)J 000000 COO0OO0OOODODOOOOOODOOODOOOOOOOOOOOOO
0000000000 pHOOOOOOOEOACO D OO DO OEtACD 00000000 OD0
0000000000000 000000000000O00 (30mgd 41%)0 0000 O NMR
0 0.15(¢q0 2H)O 0.32(qd 2H)O 1.01(t0 1H)O 1.99(sO 3H)O 2.18(sO 3H)O 2.87(q0 2H)O
3.18(s0 3H)O 4.65(d0 2H)D 6.30(s0 1H)O 7.29(d0 1H)O 7.50(t0 1H)DO 7.71(dd 2H)O 7.
82(s0 1H)O 7.90(d0 2H)O 8.47(d0 1H)O 9.87(s0 1H)O m/z0 4570
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ugboooaoboado
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ooooQ

FHig | ko NMR m/z SM

1 5- A FJb-4-(N-2 7 12 | 1.63 (m, 4H), 2.21 (m, 5H), 3.56 | 153 5-A FL4-T 3
TFALT Iy A Y | (s, 2H), 4.42 (m, 1H), 8.14 (s, AV EY Y —
XY — TH) VIR R

2 5- A F)b-4-(N-3 7 12 | 1.60 (m, 7TH), 2.01 (m, 2H), 2.32 | 195 Hik 1
TFN-FTE T I | (s, 3H), 491 (m, 1H), 8.62 (s,
Ry 4/ —L 1H)

3 1-3 7 2 7 FL-2-4 [ 1.72 (m, 2H), 2.28 (m, 2H), 2.38 Fik 2
F-5-THF A I | (s, 3H), 2.48 (s, 3H), 2.58 (m,
B = 2H), 5.20 (m, 1H), 7.79 (s, 1H)

4 5- A F N-4-(N-# b F | 1.0l (d, 3H), 2.06 (s, 3H), 3.05 | 171 5- A F 4.7 3
A YT 7| (m, 2H), 3.19 (m, 6H), 2.92 (m, JA D FH
INA Y F A [H), 8.26 (s, 1H) L MEERM

5 5-A F-4-(N-A b ¥ | 0.90 (d, 3H), 1.70 (s, 3H), 2.36 i 4
A EEILN-7 | (s, 3H), 3.05 (m, 2H), 3.19 (s,
T RT3 F)A Y% | 3H), 4.82 (m, 1H), 8.50 (m, 1H)
Sl

6 1-4 b % o Y71 | 136 (d, 3H), 2.36 (s, 3H), 2.38 | 197 Fik 5
B 2- A F-5-T & | (s, 3H), 3.14 (s, 3H), 3.52 (dd,
FoAf I H S~ 1H), 3.82 (m, 1H), 4.96 (m, 1H),

7.85 (s, IH)

7 5- A FL-4-(N-372 12 | 0.90 (m, 2H), 1.05 (m, 2H), 1.50 | 165 5-AF 4.7 3
Ja e BRI Y [ (m, TH), 1.98 (s, 3H), 7.20 (brs, | [M-H] | / o0 v &4/ —
TRy V&Y — | 1H), 8.50 (s, TH) N BRI

8 5-A F )L -4-(N- 7 = | 0.10 (m, 2H), 0.53 (m, 2H), 1.00 | 153 ik T
oL AF L T3 | (m, TH), 2.30 (s, 3H), 2.82 (d,
VAV F L 2H), 8.02 (s, 1H)
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(42) JP 4433797 B2 2010.3.17
00000

FiE | kEw NMR m/z SM

9 5-A FIb-4-(N-3 7 2 | 0.15 (m, 2H), 0.48 (m, 2H), 0.90 | 195 HiE 8
T A FIL-N-7 | (m, TH), 1.90 (s, 3H), 2.40 (s,
T b7 R)A Y F | 3H), 3.45 (d, 2H), 8.20 (s, 1H)
Vi

10 -7 7 A 035 (m, 2H), 050 (m, 2H), | 179 FHik 9
FI-2- A FL-5-TF | 1.10-1.30 (br m, 2H), 2.45 (s,
FoA I H = 6H), 4.21 (d, 2H), 7.75 (s, 1H)

11 5- A F)b-4-(N-3 7 = | 0.26 (m, 2H), 0.46 (m, 2H). 2.16 | 139 5-AF I -4-7 3
a7 /) 4 | (s, 3H), 2.22 (m, 1H), 4.81 (m, A xS —
VE S = 1H), 8.16 (s, 1H) N MR

12 5-A F-4-(N-T 7 1 | 72 d 0% EH 181 ik 11
T EILN-TE T
TR Y ESY—

13 -7 72 | H2L0rER 165 Fik 12
AFNS5-TEFALA
I A=

14 5-AF A4 N-v 7 | Hlieb DaEFEH 167 5-AF 4.7 3
AN F LTI ) A JA Y FA S —
VY — L L M EEH

15 5- A F b w4-(N-2 7 2 | 1.13 (m, 2H), 1.45 (m, 2H), 1.71 | 209 i 14
AN FLN-T X R T | (m, 4H), 2.31 (s, 3H), 3.27 (s,
IR V&S — | 3H), 4.73 (m, 1H), 8.61 (s, IH)

16 1-3 7 @22 F L2 | (CDCL) 1.68 (m, 2H), 2.00 (m, | 193 Ji 15
AFN-5-T EF A | 6H), 2.43 (s, 3H), 2.51 (s, 3H),
I H - 521 (HEH, 1H), 7.73 (s, 1H)

17 5- A F L -4-[N-(7 b | (CDCly) 1.80 (m, 1H), 2.15 (m, | 169 5- X FN-4-TF 3
F b R 734 1) | 1H), 2.31 (s, 3H), 2.59 (brs, 1H), A xS —
TS )A 7 F Y — | 3.66 (g, 1H), 3.79 (m, 3H), 3.98 L R
b {m, 1H), 8.02 (s, IH)

gboooog
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JP 4433797 B2 2010.3.17

Tk

&%

NMR

m/z

SM

18

5- A F LA [N(F
Sk Fe 73 A
AYN-F 2 T I F]
AV FH S —

(CDCly) 1.58 (brs, 1H), 1.82 (s,
3H), 2.18 (m, 1H), 2.29 (s, 3H),
3.64 (m, 3H), 3.85 (m, 1H), 5.16

(brs, 1H), 8.11 (s, 1H)

211

Bk 17

19

(7 hT7 bk Fe7n
3o A Y2 A F L5
TRFILA I —

i

(CDCL3) 2.18 (m, 2H), 2.46 (s,
3H), 2.59 (s, 3H), 3.81 (q, 1H),
4.00 (m, 2H), 4.32 (m, 1H), 6.05

(m, 1H), 7.72 (s, 1H)

213

HiE 18

20

5- A F JL-4-(N-3 7
T A F N
BEF T IR A
VA =

0.02 (4, 2H). 039 (d, 2H),
0.83-0.78 (m. 1H), 0.92 (1. 3H),
1.99 (q, 2H), 2.38 (s, 3H), 3.33

(d, 2H), 8.62 (s, IH)

Fik 8

21

-7 7oA
Fa2-mF 5T E

FA 2 E S

0.03-0.01 (m, 2H), 0.19-0.16 (m,
2H), 2.10 (s, 3H), 2.41 (q, 2H),

3.89 (d, 2H), 7.60 (s, 1H)

193

FiE 20

22

5-A F /-4 [N-(1-> ¥
77 oL EF o)
TN RS

i

0.14 (m, 2H), 0.36 {m, 2H), 0.78
(m, TH). 1.10 (d, 3H), 2.28 (s,
3H), 2.47 (m, 1H), 3.94 (d, 1H),

8.23 (s, TH).

167

5-A F-4-F 3
J A FA Y —
A BRI

23

5- A F /LA [N(1-3 7
=S A = S S M i &
AYN-T & R7 3 K]
AV FH =

0.27 (br s, 2H}, 0.47 (br s, 3H),
1.05 (brs, 3H), 1.72 (s, 3H), 2.39
(s, 3H), 3.92 (m, 1H), 8.61 (s,

1H)

209

HiE 22

24

1-(1-3+ 7 a7l
TF V)2 A F L -5
TEFALILE

b

[400MHz, 373°K]
0.12 (m, TH), 0.39 (m, 2H), 0.64
(m, 1H), 1.52 (d, 3H), 1.59 (m,
1H), 2.42 (s, 3H), 2.58 (s, 3H),
4.32 (m, 1H), 7.78 (s, 1H)

193

ik 23
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(44) JP 4433797 B2 2010.3.17
ooooQ
P AR (A NMR m/z SM
25 5= A F N -4-[N-(1-3 | 0.30 (s, 2H), 0.50 (m, 3H), 1.09 | 237 ik 22
7|7 r T Fo| (m, 3H), 2.39 (s. 3H), 3.20 (s, | (M-HY
A )=N- A R F 27k | 3H), 3.67 (m, 2H), 3.91 (m, 1H),
FTIR]A YA | 861 (s, TH)
— 10
26 1-(1-3 27 a7 24 | 0.17 (m, 1H), 0.30 (m, 2H). 0.59 | 223 HiE 25
LFN2-( A B F | (m, TH), 1.52 (d, 3H), 1.71 (m,
AFY-5-T 2 F A | 1H), 2.44 (s, 3H), 3.244 (s, 3H),
T 4.50 (m, 2H), 7.96 (s, IH)
27 5-AF -4 [N-2 7 2 | (CDCly) 1.76 (m, 4H), 2.31 (m, | 153 5-AF a7 3
TFNA T I )4 Y | 4H), 2.56 (m, 1H), 3.62 (m, 1H), SA Y FH S —
% — 7.96 (s, 1H) N SRR 20
28 5-A F -4 [N-> 7 1 | 1.36 (m, 2H), 1.48 (m, 2H), 1.64 | 167 Bk 27
T F-N-A &7 | (m, 2H), 1.76 (m, 2H), 2.25 (s,
T N7 2 R4 Y F Y | 3H), 3.45 (m, 1H), 4.05 (br d,
=L 1H), 8.23 (s, 1H)
29 1-3 7 v 7 F 2.4 | 1.87 (m, 2H), 2.40 (m, 2H), 2.50 | NA Fik 28
RN A F-5-T % | (s, 3H), 271 (m, 2H), 3.36 (s.
FA IH S — ) 3H), 4.60 (s, 2H), 5.28 (JLER, %
1H), 7.74 (s, TH)
30 5-AF-4-[N-># 2 [ (CDCly) 1.5-1.8 (m, 4H), 2.12 | 225 5-A FL-4-F 3
Sy Fe T 2214 | (m, 2H), 2.34 (s, 3H), 3.33 (s, JA R —
xS = 3H), 3.68 (s, 2H), 5.10 (m, 1H), =1 5r
8.10 (s, 1H)
31 5- A F-4-[N- 7 2 | 1.0-1.3 (br m, 2H), 1.46 (m, 4H), | 239 FHik 30
AL FL-N-A R F 2| 177 (m, 2H), 2.32 (s, 3H), 3.18 *
TE T I KlA Y F | (s, 3H), 3.62 (s, 2H), 4.75 (m,
# = TH), 8.63 (s, 1H)

gboooaog



(45) JP 4433797 B2 2010.3.17
ooooQ
FHik | LAY NMR m/z SM
32 1-3 7 o~ F 24| 1.68 (m, 2H), 2.05 (m, 6H), 2.49 | 223 HiE 31
A RFR T AF ST | (s, 3H), 3.36 (s, 3H), 4.60 (s,
TFAAIHE S~ | 2H), 5.09 (m, TH), 7.79 (s, 1H)
33 5-AF I A(N-A FF | 0.90 (m, 6H). 1.85 (q, 2H), 2.32 | 227 HiE 4
YA Y7 I EN-7 | (s, 3H). 3.10 (m, 5H), 4.85 (m, 10
M EA T 2 R)A | 1H), 8.50 (m, 1H)
&S —
34 -4 k¥ 0 7 m | 1.20(t, 3H), 1.35 (d, 3H), 2.40 (s, | 211 JiE 33
B L-2-m F L 5.7 2 | 3H), 2.70 (g, 2H), 3.15 (s, 3H),
FAIHS = 3.55 (m, 1H), 3.82 (m, 1H), 4.85
(s, 1H), 7.91 (s, 1H)
35 5- A F N -4-(N-A b X | 0.86 (1, 3H), 1.0 (d, 3H), 1.60 (X | NA Hik o4 20
A Y T BN | AR, 2H), 1.96 (1, 2H), 2.38 (s,
FU LT I F)A Y% | 3H), 3.16 (d, 2H), 3.28 (s, 3H),
S — 8.12 (s, 1H)
36 1-A b &% 4 7 = {094 (1, 3H), 1.38 (d, 3H), 1.7 (5 | 225 Kik 35
E2- m B -5-7 | B, 2H), 2.40 (s, 3H), 2.68 (t,
TFAA I FY | 2H), 3.14 (s, 3H), 3.56 (q, 1H), %
3.82 (t, 1H), 4.84 (s, 1H), 7.9 (s,
1H)
Ooooooo
oooog

O5-@-0000000000-2-0000)-1-000000-2-000000000

01-000000-2-000-4-0000000000(00002.52g0 14.1mmol)0 DMF.D
MA(7SML)D 0000000 C0OO0DC0OO0DC0OO0C0OO0O0O0S00000000000000000
000000000000 000000000000000000000000000DM 40
FOMMOOOODODOODODOODODOODOODOOD4000000000000000000 (1.55g

0 47%)0 0 0 0 00 NMRO 1.72(m0 2H)O 2.28(m0 2H)O 2.39(s0 3H)O 2.64(mO0 2H)O 2.95(

mO 6H)0 5.22(m0 1H)O 5.50(d0 1H)O 7.39(s0 1H)O 7.51(d0 1H)O

oooooQ
Doooooon

uybdoobooooobouobobobooooobuoboboboobooobouobobada
oooooao
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goooad

K | fbE NMR m/z | SM

38 543-AF AT I /77| 0.65 (m, 2H), 1.00 (m. 2H), 2.36 (s, 77k
2-T-1-A A )-1-2 7 1 | 3H), 2.95 (m, 6H), 3.26 (m, 1H), 5.42 13
T EA2-AF A4 I F [ 1H), 7.30 (s, 1H), 7.50 (d, 1H)

e

39 5-3-VAFAT I a7 11.39 (d, 3H), 2.36 (s, 3H), 2,95 (m, [ 252 | K i&
2-T 1A A N)-1-A B F | 6H), 3.15 (s, 3H), 3.55 (m, 1H), 3.87 6
A YT R EN2- A F | (m, 1H), 5.12 (m, 1H), 5.55 (d, 1H),

A2IF—n 7.45 (m, 2H)

40 5-3-VRAF AT ) F a7 | (CDCL) 1.67 (m, 21D, 2.03 (m, 6H), | 248 | & &
2-m A A )-1-2 7 1 | 2,49 (s, 3H), 3.00 (m, 6H), 5.35 (7 16
MU F 2 AF A 2| 1H), 5.51 (d, 1H), 7.48 (s, 1H),

Sl 7.61 (d, 1H)

41 53-VAFAT I 77 |0.35 (m, 2H), 0.48 (m, 2H), 1.20 (m, [ 234 | 5 &
2-T A A )-1-2 2 3 | 1H), 2.42 (s, 3H), 3.00 (brs, 6H), 4.30 10
7 e A F 2. A F | (d, 2H), 5.55 (d, 1H), 7.50 (s, 1H),

A IES = 7.65 (d, 1H)

42 53-YAFNT I /7 e [ (CDCL) 2.22 (m, 1H), 2.48 (m, 1H), [ 250 | 7 ik
2-T -1-F A )-1-(F - | 2,55 (s, 3H), 3.00 (brs, 6H), 3.79 (q, 19
7k Fu 731 4)-2-4 | 1H), 4.00 {m, 1H), 4.07 (m, 1H), 4.30
FAIHE S =0 {m, 1H), 5.52 (d, 1H), 6.14 (m, 1H),

7.48 (s, 1H), 7.53 (d, 1H)

43 5-3-Y AF AT 1/ 7\ |0.03-0.01 (m, 2H), 0.18-:0.09 (m, 2H), F ok
F-2-x - 1-F A ) -1 | 0.89-0.82 (m, 1H), 0.98 (t, 3H), 2.40
yoZaErAFa-2-o (g, 2H), 2.72 (s, 6H), 4.0 (d, 2H), 5.35 21
FooA LH Sl (d, 1H), 7.24 (d, 1H), 7.50 (s, 1H)
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(47) JP 4433797 B2 2010.3.17
Ooo00oao

ik | {bE&W NMR m/z | SM

44 5-(3-Y AF AT I /7w | [400MHz, 373°K] ¥ i
7 -2- = ¥ -1- F 4 {0.15 {m, 1H), 0.35 (m, 2H), 0.63 {m,

A)-1-(1-¥ Z v 7o e | 1H), 1.53 (d, 3H), 1.62 (m, 1H), 2.45 24
TFY2-AFA 2 Y | (s, 3H), 2.96 (m, 6H), 4.49 (AE#,
— L 1H), 5.53 (d, 1H), 7.43 (s, 1H), 7.51

(d, 1H)

45 5-(3-AF T 1 /72 |0.16 (m, 1H), 0.26 (m, 2H), 0.57 (m, ¥ %
7 -2~ = v -1- % A [ 1H), 1.58 (d, 31D, 1.77 (m, 1H), 2.97
A)-1-(1-2 7 v 7 L | (m, 6H), 3.24 (s, 3H), 4.02 (br s, 1H), 26
TF )2 (A F AT 1445 (g, 2H), 561 (d, 1H), 755 (d
YA I = 1H), 7.62 (s, 1H)

46 5-B3-vAFAT I/ 7| L7 (m, 2H), 2.27 (m, 2H), 2.68 (m, ¥ i
T-2-x - 1-A A A)-1-3 | 2H), 2.88 (br s, 3H), 3.07 (br s, 3H),

s S F -2 A bF LA | 3.28 (s, 3H), 4.48 (s, 2H), 5.19 (AE 29
FrA I —n #, 1H), 5.54 (d, 1H), 7.45 (s, 1H),
7.58 (d, 1H)

47 5-(3-VAF AT I T | 1.56 (m, 2H), 1.87 (m, 4H), 2.14 (m, ¥ ik
T2 1A A ) -1-3 | 2H), 2.96 (m, 6H), 3.23 (s, 3H), 4.48
To el F 2= kv | (s, 2H), 5.00 (m, 1H), 5.58 (d, 1H) 32
AFNA S — L 7.55 (m, 2H)

48 5-(B3-VAF T 2/ T 1.20 (¢, 3H), 1.40 d, 3H), 2.70 (q, ¥ ik
J2-m-1-F A ) -1- A | 2H), 2.95 (br s, 6H), 3.15 (s, 3H),

b o Y/ Ea-2-x |3.60 (m, 1H), 3.86 (m, 1H), 4.92 (s, 34
FouA I H S = 1H), 5.55 (d, 1H), 7.50 {m, 2H)

49 5-(3-¥ AF AT I /7 | 093 (t, 3H), 1.40 (d, 3H), 1.69 (RE ik
T2-x-1-F A N)-1-24 | 8, 2H), 2.64 (t, 2H), 2.94 (s, 6H),

P VT A-2-7 ] 3.14 (s, 3H), 3.6 (q, 1H), 3.91 (&, 1H), 36
TENAA I H Y — 491 (s, 1H), 5,57 (d, 1H), 7.51 {d
1H), 7.54 (s, 1H)

50! |1t PAb-(3-Y R F | 221 (s, 3H), 2.8:3.1 (br s, 6H), 5.61 ¥ 1
T/ T7aT2-m -4 | (d, 1H), 5.68 (s, 2H), 6.95-7.00 (m,

ANY)-2-AF A 2 H Y — | 2H), 7.15-7.3 (m, 3H), 7.50 (d, 1H), 77
R 7.65 (s, 1H)

' BRTCRAME SHEAMBAL, DCM/IM A ¥ / — AT e =798 : 2)CHE T 5
UM O ST =Tk RERL

ooboooad
goaano

O
O

02-000-4-(1-000000-2-000000000-5-00)00000
05-(3-0000000000-2-00-1-000)-1-000000-2-000000000
(0 0370 466mgl 2mmol)0 0 0 0 0 0 O O O (476mgl Smmol)0 1-0 0 0 O O (10ml)0 O O
00000O000000000@32g08mo)J0000000000000000000
0000000000000 00000000000000000000DCM/O %I 00
00000000 (@oo0 009700 000000000) 0000000000000
000000000000 000000000000000000 (30190 66%)0 NMRO 1.
73(m0 2H)O 2.45(m0 7H)0 5.36(mO0 1H)O 6.58(sO 2H)D 6.72(d0 1H)O 7.24(s0 1H)O 8.16

(d0 1H)0

m/z0 2300
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oooooo
ooooo

FHE | kEw NMR m/z | SM

52 2-7 % J-4-(1- 7 =7 [ 0.65(m, 2H), 1.08 (m. 2H), 2.39 (s. 3H), | 216 | 5 i
BV 2- A F b 2 F Y — | 3.42 (m, 1H), 6.43 (s, 2H), 6.82 (d, 1H), 38
NS N TS 7.24 (s, TH), 8.18 (d, 1H)

53 227 I 4(1- A R S | 143 (d, 3H), 2.40 (s, 3H), 3.15 (s, 3H), 5 ik
V7 E 2. A F e A 2| 3.58 (m, 1H), 3.91 (m, 1H), 5.36 (m, {H), 39
B =S5 AYE Y T Y| 6.49 (s, 2H), 6.74 (d, 1H), 7.33 (s, 1H),

v 8.15(d, 1H)

54 2-7 3/ -4-(1-3 2 = 7 | 0.35 (m, 2H), 0.53 (m, 2H), 1.25 (m, 1H), | 230 | ¥ ik
L A FL-2- A F LA 3| 2.50 (s, 3H), 4.45 (d, 2H), 5.00 (brs, 2H), 41
FS—S-A A E Y 2| 6.85(d, 1H), 7.50 (s, TH), 8.25 (d, 1H)

o

55 2-7 3 /-4-[1-(F7 F F & F | 211 (m, 1H), 2.4-2.6 (m, 4H), 3.68 (q, | 246 | ¥ it
O 734 V)-2-A F LA | TH), 3.96 (d, 2H), 4.17 (m, 1H), 6.14 (m, 42
TH V5 ATE Y 2| TH), 6.58 (brs, 2H), 6.79 (d, 1H), 7.35 (s,

P 1H), 8.15 (d, 1H)

56 2-7 2 7 -4-(1-3 2 v | 0.03- 0,00 (m, 2H), 0.15- 0.09 (m, 2H), | 244 | F7 ik
LA F 2. F A4 2| 0.89-0.80 (m, 1H), 1.0 (1, 3H), 2.49 (q, 43
B —bS- A AT T Y| 2H), 4.30 (d, 2H), 6.26 (s, 2H), 6.60 (d,

» H), 7.23 (s, 1H), 7.90 (d, 1H)

57 2-7 2/ -4-[1-(1-3 7 11 7| 0,10 (m, 1H), 0.34 (m, 1H), 0.45 (m, 1H), HiE
oA T F Y2 A F LA | 065 (m, TH), 1.50 (br s, 1H), 1.57 (d, 44
TEY =5 L E Y 2 | 3H), 2.5 (s, 3H), 4.77 (br s, 1H), 6.47 (s,

P 2H), 6.77 (d. [H), 7.34 (s, 1H), 8.13 (d,
1H)
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Ooo00oao
HiE | fkEW NMR m/z | SM
58 2-7 %/ -4-[1-(1- 27 7 7 [ 0.10 (m, 1H), 0.29 (m, 1H), 0.37 (m, [ 274 | ¥
g e L F)2-(A k¥ 2| TH), 0.58 (m, 1H), 1.57 (m, 1H), 45
AFNA 2 H S 5.4 | 1.63 (d, 3H), 3.25 (s, 3H), 4.39 (brs,
AMEY D 1H), 4.52 (dd, 2H), 6.55 (s, 2H),
6.82 (d, 1H), 7.41 (s, 1H), 8.17 (d, 10
1H)
59 2-7 3/ -4(1- A x4 1 1.25 (t, 3H), 1.45 (d, 3H), 2.75 (q, 262 | K ik
Y7 A2-2F A 2 [ 2H), 3.15 (s, 3H), 3.60 (m, 1H), 3.92 48
S =5 AYEY 22| (m, 1H), 5.25 (s, 1H), 6.50 (s, 2H),
v 6.78 (d, 1H), 7.37 (s, 1H). 8.16 (d,
1H)
60 | 2-7 3 Jde(1- £ N S | 0.96 (t, 3H), 1.46 (d, 3H), 1.74 (K& | 276 | ¥ it 20
VA a2 u A A | #,2H), 2.69 (t, 2H), 3.16 (s, 3H), 49
TE Y S5 AN Y 2 3.6 (q, TH), 3.94 (1, 1H), 5.2 (s, 1H),
o 6.5 (s, 2H), 6.77 (d, 1H), 7.36 (s,
1H), 8.14 (d, 1H)
oooooao
Oooogoao
02-0000-4-(1-000000-2-000000000-5-00)00000 30
os5-GB-0o0oo0booooo-2-00-1-000)-1-000000-2-00000000003
(0O0370466mg0 OmmoDD D0 0ODODODO0O0ODDOO0OO@434g02.2mmo)0 00O OO0
00000 (@@38mgd 4. 4mmoDO 0D ODMA(OMDOOODODODODODOD160000O0D0O0O
0o0oooooDooDooDooDooooodGombhiO0DOoO0oOODdnEtoAc(d x 50mb)O
0ooooooooooDooo@xsombhoooooDo@xsomDhoOOODOODOODODOO
gfddooooooooooooooooooboooboooboobooboooooon
000000000000 D00(205mgl 35%)0 O 0 O O O NMRO 1.63(mO 2H)O 2.35(mO 4H
YO 2.53(s0 3H)O 5.51(m0 1H)O 6.96(d0 2H)O 7.28(m0 4H)O 7.70(d0 2H)O 8.39(d0 1H)
0 9/45(s0O 1H)O m/z0O 3060
ooOoooao 40

ugbooooagoano

ooooboooooooooooboooobooooobooooooboooooaon

oooooao



(50) JP 4433797 B2 2010.3.17

ooooQ

K | bED NMR m/z | SM

62 2-7 = U/ -4(1-3 7 v ~2 | (CDCl3) 1.59 (m, 2H), 1.85 (m, 2H), 2.01 | 320 | K i&
VN2 AF A Y| (m, 4H), 2.57 (s, 3H). 5.68 (TLER, 1H), 40
— 5 NED T 6.90 (d, TH), 7.08 (t, 1H), 7.26 (s, 1H),
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