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Mo TR 72, Re=LREFIFRI(SD).

'H NMR

Rt
@)

LCiE

LC-MS
ML | MP
PR | °C
[M+H]"

{3
11 N/:{\ QNH

"H NMR (400 MHz,
DMSO-ds) & ppm 1.17 -
1.59 (m, 3 H) 1.83 -
2.35(m,5H)3.17 (s, 3
H) 4.06 - 4.22 (m, 2 H)
6.28 (s, 1 H) 7.05 (m, 1
H) 7.20 (d, J=7.92 Hz,
1 H) 7.50 (m, 1 H) 8.04
(m, 1H)8.14 (d,
J=3.96 Hz, 1 H) 8.16
(s, 1H)8.25 (s, 1H)
11.02 - 13.04 (m, 1H)

1.86

B 453.0

NN OMN "
F = »/NHZ
12 \@Q{ P
H

"H NMR (400 MHz,
DMSO-dg) 8 ppm 1.21 -
1.42 (m, 2 H) 1.53 (m,
2 H) 1.83 - 1.96 (m, 2
H) 2.06 - 2.24 (m, 2 H)
4.00 - 4.17 (m, 2 H)
5.75 (s, 2 H) 6.99 -
7.09 (m, 2 H) 7.54 (m,
1H)7.61(m, 1H)7.99
-8.04 (m, 1H)8.11 (s,
1 H)8.14 (d, J=3.96
Hz, 1 H) 12.16 (brs, 1
H)

1.88

B 4731

R [ \j
F
N™ NN
" Q)J'\/NINVOWN \N/FKNH
F HN i H R :

1.80

D 505.5
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"H NMR

Rt
(1)

LCik

LC-MS
FNS
Pkt

[M+H]"

MP
°C

14

"H NMR (300 MHz,
ruaaz)vs -d) © ppm
1.21-1.42 (m, 4 H)
1.62 - 1.76 (m, 1 H)
1.99 - 2.26 (m, 3 H)
2.86 (m, 1H)4.01 -
4.34 (m, 2 H) 4.86 (m,
1 H) 6.44 (m, 1 H) 6.72
-6.85(m, 1H)8.03 -
8.05 (m, 1 H) 8.03 -
8.11 (m, 1 H)8.13 -
8.20 (m, 1 H) 8.89 (m,
1H)

279

464.9

2156

15

IZ o

'H NMR (300 MHz,
A% )—)v-d,) & ppm
1.10 - 1.51 (m, 5 H)
1.64 - 1.74 (m, 1 H)
1.94 -2.02 (m, 1 H)
2.16 (s, 1 H) 2.46 -
252 (m, 1H)3.79(s, 3
H)3.95-4.14 (m, 1 H)
4.37 (m, 1 H) 5.99 (m,
1H)6.75-6.86 (m, 1
H) 7.90 (m, 1 H) 7.97
(m, 1 H) 8.03 - 8.09 (m,
2 H)

225

469.2

139.6
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"H NMR

Rt
1)

LC-MS
7z MP

Rﬁ oC

[M+H]"

LCik

16 E

"H NMR (360 MHz,
DMSO-ds) & ppm 1.01 -
1.05 (m, 1 H) 1.14 -
1.38 (m, 2 H) 1.40 -
1.60 (m, 2 H) 1.86 (m,
1H)1.94-2.10(m, 2
H)2.20 - 2.32 (m, 1 H)
3.89-4.02 (m, 1H)
4.14 -4.25 (m, 1 H)
6.40 (m, 1H) 7.02 -
7.10 (m, 1 H) 7.54 (m,
1H)7.88(m, 1H)7.94
(m, 1 H) 8.02 (m, 1H)
8.14-8.16 (m, 1 H)
12.19 (br's, 1 H)

1.26

B 473.4

18 F.

"H NMR (300 MHz,
A% )—)V -d,) & ppm
1.23-1.55 (m, 3 H)
159-1.82(m, 1H)
1.89-2.64 (m, 4 H)
3.96-4.19 (m, 1H)
4.26-4.39 (m, 1H)
6.47 (m, 1H) 6.76 -
6.86 (m, 1 H)7.89 -
8.00 (m, 2 H) 8.04 -
8.11(m,2H)8.31¢(s, 1
H)

1.98

C 440.1 166.5

19 N/\=§7

"H NMR (300 MHz,
AKX )—)V -d,) & ppm
1.36 - 1.81 (m, 4 H)
1.93-2.62 (m, 4 H)
4.30 (m, 2 H) 6.80 (m,
1H)7.96 (s, 1H) 7.91-
8.01 (m, 1H)8.08 (s, 1
H)8.03-8.12 (m, 1 H)
8.16 (brs, 1 H)

2.25

C 457.9 2156
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"H NMR

Rt
Gy

LCi%E

LC-MS
. IV
i

[M+H]"

MP
°C

20

"H NMR (300 MHz,
A )—)V -ds) & ppm
1.24-1.73 (m, 4 H)
1.90 - 2.52 (m, 4 H)
3.97-4.21(m, 1H)
4.23-4.45(m, 1 H)
6.66 - 6.93 (m, 1 H)
7.04 (s, 1 H) 7.99 (d,
J=4.1 Hz, 1 H) 8.04 (m,
1H) 8.08 (s, 1 H) 8.21
(s,1H)

2.10

483.9

36

)
N7y E F N
lir ,OJiL\
QYKN A A
E HN

H NMR (400 MHz,
DMSO-d¢) & ppm 1.26 -
1.41 (m, 2 H) 1.46 -
1.61 (m, 2 H) 1.82 -
1.94 (m, 2 H) 1.98 -
2.06 (m, 1 H)2.15 -
2.18 (m, 1 H) 2.21 (d,
J=2.9 Hz, 3 H), 2.32 (d,
J=2.9 Hz, 3 H) 4.02 (m,
1 H)4.16 (m, 1 H) 7.02
(m, 1H)7.32 (m, 1H)
7.92 (m, 1H) 8.04 (d,
J=9.9 Hz, 1 H) 8.11 (s,
1H) 12.11 (brs, 1 H)

1.21

520.2
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Vi

"HNMR

Rt
iy

LCiE

LC-MS
X7z
A

[M+H]"

MP
°C

F
O
37 . N s E N)\a
HN

H NMR (400 MHz,
DMSO-ds) 5 ppm -0.01
-0.01 (m, 1H) 1.25 -
1.42 (m, 2 H) 1.47 -
1.60 (m, 2 H) 1.67 -
1.77 (m, 4 H) 1.83 -
1.98 (m, 2 H) 2.03 -
2.1 (m, 1 H)2.23 -
2.31 (m, 3 H) 2.32 (d,
J=2.9 Hz, 3 H) 2.50 -
2.53 (m, 2 H) 4.05 -
4.20 (m, 2 H) 6.41 (m,
1H)6.85 (m, 1 H) 6.91
(m, 1H)8.04 (s, 1 H)
8.02 - 8.06 (m, 1 H)
11.78 (brs, 1 H)

234

542.2

:
sdebsl
38 . HN[ NTON NN Cl

H NMR (400 MHz,
DMSO-ds) & ppm 1.24 -
1.37 (m, 2 H) 1.46 -
1.59 (m, 2 H) 1.82 -
2.07 (m, 5 H) 2.18 (m,
J=11.7 Hz, 1H) 2.32
(d, J=2.9 Hz, 3 H) 2.61
(m, 2 H) 2.69 (t, J=7.7
Hz, 2 H) 4.01 - 4.1 (m,
1H) 4.1 -4.21 (m, 1
H) 7.03 (m, 1 H) 7.19
(m, 1 H)7.30 (m, 1 H)
8.05 (d, J=9.9 Hz, 1 H)
8.11(s, 1 H) 12.11 (br
s, 1H)

2.25

528.2
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'H NMR

Rt
(1)

LCiE

MP
°C

39

"H NMR (400 MHz,
DMSO-d;) 3 ppm 1.29 -
1.43 (m, 2 H) 1.50 -
1.65 (m, 2 H) 1.86 -
1.97 (m, 1H) 2.00 -
212 {m, 2 H) 2.28 (m, 1
H)2.33 (d, J=2.9 Hz, 3
H)4.14 -4.29 (m, 2 H)
7.03(m, 1H) 7.36 (brs,
1H)7.57 (m, 1H)7.68
(d, J=5.9 Hz, 1 H) 8.06
(m, 1H) 8.13 (d, J=2.9
Hz, 1 H) 8.24 (m, 1 H)
12.13 (brs, 1 H)

1.25

5442

40

i F
O L
P N,
N
i ] A NN e
HN

"H NMR (400 MHz,
DMSO-d,) & ppm 1.20 -
1.29 (m, 1H) 1.35 -
1.42 (m, 1H) 1.42 -
1.53 (m, 1H) 1.54 —
1.65 (m, 1H) 1.88 —
1.96 (m, 1H) 2.05 —
2.14 (m, 2H) 2.30 -
2.36 (m, 1H) 2.38 (d,
J=2.9 Hz, 3H) 3.83 -
3.92 (m, 1H) 4.19 -
4.28 (m, 1H) 7.06 - 7.12
(m, 1H) 7.38 (m, 1H)
7.64 (m, 1H) 7.71 (s,
1H) 7.91 (s, 1H) 8.11
(m, 1H) 8.18 (s , 1H)
12.2 (br s, 1H)

3.37

488.1

201.8
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"H NMR

Rt
)

LC-MS
LOik .‘Jﬂ'\;‘: MP
m °C

[M+H]"

: )XF
N
41 ij NQ
T

"H NMR (400 MHz,
DMSO-ds) & ppm 0.55
-0.62(m, 2H) 0.81 -

0.87 (m, 2H) 1.16 -

1.54 (m, 4H) 1.69 —

1.77 (m, 1H) 1.78 -

1.87 (m, 1H) 1.90 —

2.04 (m, 2H) 2.20 -
2.26 (m, 1H) 2.30 (d,
J=2.9 Hz, 3H)3.76 -

3.88 (m, 1H) 4.06 —

4.18 (m, 1H) 6.97 -

7.07 (m, 1H) 7.25 -
7.32 (m, 1H) 7.49 (m,
1H) 7.98 (s, 1H) 8.01 —
8.07 (m, 1H) 8.10 (s,

1H) 12.12 (br s, 1H)

3.70

B 5282 | 2227

42 ij‘ v H’Q)f

"H NMR (400 MHz,
DMSO-ds) & ppm 0.50
~0.60 (m, 2H) 0.84 —

0.91 (m, 2H) 1.26 -

1.65 (m, 5H) 1.83 —

1.98 (m, 2H) 2.02 -

2.09 (m, 1H) 2.17 -
2.25 (m, 1H) 2.32 (d,
J=2.9 Hz, 3H)4.09 -

4.22 (m, 2H) 6.97 -
7.10 (m, 2H) 7.32 (d,
1H) 7.67 (s, 1H) 8.05

(m, 1H) 8.11 (d, 1H)

12.1 (m, 1H)

343

B 528.2
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"H NMR

Rt
)

LC-MS
MFe | MP
® | eC

[M+H]*

LCik

43 | "
y

"H NMR (400 MHz,
DMSO-ds, ) & ppm 1.23
- 1.40 (m, 2H) 1.44 —
1.58 (m, 2H) 1.84 —
1.91 (m, 1H) 2.00 (m,
1H) 2.07 (m, 1H) 2.32
(d, J=2.9 Hz, 3 H) 2.31
-2.38 (m, 1H) 3.95 -
4.04 (m, 1H) 4.09 -
4.18 (m, 1H) 6.95 -
7.03 (m, 2H) 7.36 (br s,
1H) 8.05 (m, 1H) 8.08
(d, 1H) 8.19 (s, 1H)
11.07 (brs, 1H) 11.93
(brs, 1H)

2.76

B 495.1

'H NMR (400 MHz,
DMSO-ds) & ppm 1.28 -
1.42 (m, 2H) 1.49 — 1.61
(m, 2H) 1.83 — 1.89 (m,
1H) 1.93 (d, J = 11.7 Hz,
1H) 1.97 (s, 3H) 2.05 (m,
1H) 2.19 (m, 1H) 2.32
(d, J=2.9 Hz, 3 H) 4.08 —
4.21 (m, 2H) 7.00 - 7.07
(m, 2H) 7.35 (m, 1H)
7.78 (s, 1H) 8.05 (m, 1H)
8.12(d, J=2.5Hz, 1H)

12.14 (m, 1H)

3.18

B 502.1 1854
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gooao

LC-MS
L& - ; Rt AR | MP
s L33 HNMR o LCi% ik oc
[M+H]"

"H NMR (400 MHz,
DMSO-d) & ppm 1.26 -
1.35 (m, 1H) 1.35 - 1.46
(m, 1H) 1.48 — 1.63 (m,
2H) 1.81 — 1.91 (m, 2H)

g NﬁF«O:Of\” 2.03 (m, 1H) 2.15 (m,
%XN § N \NJ(G 1H) 2.32 (d, J=2.9 Hz, 3
Py H) 3.83 (s, 3H) 4.00 —
4.10 (m, 1H) 4.10 - 4.20
(m, 1H) 7.01 - 7.07 (m,

1H) 7.35 (m, 1H) 7.42
(m, 1H) 7.65 (s, 1H) 8.05
(m, 1H) 8.11 (d, J = 2.1
Hz, 1H) 12.14 (br s, 1H)

45 3.18 B 518.1 246.6

"H NMR (400 MHz,
DMSO-ds) & ppm -0.01 -
0.01 (m, 1 H) 1.14 - 1.39
(m, 3 H) 1.46 - 1.59 (m,
1 H) 1.82 - 1.90 (m, 1 H)
1.94-2.08 (m, 2 H) 2.13

46 =N 1.00 A 468.3

N H) 3.84 - 4.04 (m, 1 H)

¢ 4.12-4.19 (m, 1 H) 6.27

(s, 1H)7.01-7.08 (m, 1
H) 7.19 (m, 1 H) 7.29
(m, 1H)7.95 (s, 1 H)
8.06 (m, 1 H)8.12 (s, 1

H) 8.25 (s, 1 H) 12.15 (s,

1 H)

F
— N |(s, 3H)2.27 -2.30 (m, 1
R N NH \>
\ ,/ = H)2.32(d, J=2.9Hz, 3
|

gbooooao
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"H NMR

Rt
)]

7= | MP
i °C

[M+H]*

LCik

F o
f\;\F HN/N

47 N N'[::L s J
PN H NN

"H NMR (400 MHz,
DMSO-d;) & ppm 1.29 -
1.62(m, 4 H)1.84 -1.92
(m, 1H)1.94-2.11 (m,
2H)2.30-2.34 (m, 1H)
2.31(d, J=2.9Hz, 3H)
4.09-4.22(m, 1H)4.23

-4.44 (m, 1H)6.95 -
7.10 (m, 1H) 7.31 (m, 1
H) 7.51 (m, 1 H) 8.01
(m, 1H)7.93-8.10 (m,
1H)8.12(s, 1H) 8.16
(brs, 1H)12.17 (brs, 1

H)

1.80

C 4943

o |9 s O
aSiged

"H NMR (400 MHz,
DMSO-dg) & ppm 1.07 -
1.63 (m, 4 H) 1.93 (m,
3H)2.14 (s, 3H)2.17 -
2.26 (m, 1 H) 3.86 -
4.04 (m, 1H)4.12 -
4.30 (m, 1 H) 6.22 (br
5,1H)6.96-7.14 (m,
1H)7.54-7.69 (m, 1
H) 7.75 (brs, 1 H) 8.06
(m, 1H)8.18 (s, 1 H)

12.18 (brs, 1H)

1.41

B 532.1
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feat
2]

'HNMR

Rt
&y

LCik

LC-MS
M

B

[M+H]"

MP

°C

64

"H NMR (400 MHz,
DMSO-de) & ppm 1.10 -
1.45 (m, 3 H) 1.50 - 1.59
(m, 1H)1.81-1.92(m,
1 H) 1.93-2.07 (m, 2 H)
2.16 (s, 3H) 229 -2.37
(m, 1 H)2.33(d, J=2.9
Hz, 3H) 3.84 - 4.03 (m,
1H)4.07 -4.31 (m, 1H)
6.33 (s, 1 H) 7.00 (m, 1
H)7.12-7.33 (m, 1 H)
8.09 (s, 1H)8.29 (s, 1
H) 8.78 (s, 1 H) 9.66 (s,

1H)12.19 (brs, 1 H)

0.72

4343

65

¥ sty

'H NMR (400 MHz,
DMSO-ds) & ppm 1.15 -
1.43 (m, 3H) 1.43- 157
(m, 1 H) 1.81-1.88 (m,
1 H) 1.90 - 2.01 (m, 2 H)
217 (s, 3H) 2.27 (m, 1
H)2.33(d, J=2.9 Hz, 3
H) 3.84 - 4.00 (m, 1 H)
4.08-4.22 (m, 1H)6.39

(m,1 H)7.00 (m, 1 H)
7.36 (m, 1 H) 8.08 (d,
J=5.0 Hz,1 H) 8.14 (s, 1
H) 8.80 (s, 1 H) 9.66 (s,
1H)

1.64

434.2
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Ooo0o0ogano
mE
Fga—g | B BEH HE [BoAT PIRH
o | &
©
. A 95% H O+ | .,
Waters: | o ters: BEH | 5% CHsCN i | S B C WAL
Acquity® M5 5% A N\,
A CI8(1.7um, | @10mM |~ 23700 > | e 2
UPLC® -DAD 0.7 5CH7=D
B0 50D 2.1x50mm) | CH;COONH;4 i 55
B: CH;CN b
0.49 $3zh7=0
84.2% A. 2.18
o A: 95% AN
Waters: Acquity | v BEH | crscoONH, | 2 C103% A | (a3
UPLC®-DAD ~. 1.94 53ch
B o CI8(IL7um, | 7TmM/5% | > 07" 6.2
B Quattro 2.1x100mm) CHLCN. B- ZORKE, 0.73 40
Micro™ ’ CH C,N AT 84.2% AB
3 R, 0.73 5
ICH-OER,
2.10 43T 100%
3 0, +
Waters: Waters : HSS 4 D36 EE0 A M5 5% A
ol ‘ 5% CHiCN 0.7
Acquity® T3 . 090 BT
C 1t o10mM | PR 35
UPLC*-DAD|  (18um, | oo Do | 0% AN, 5
BXUSQD | 2.1x100 mm) ’ 1 0557T5%
B: CH3CN
AN
210 4T
Waters: A:95% H20 | 100% A I
Acquity® Wate,rrz‘ HSS | S cmonN | 5% A A 0.8
D UPLC® - (18umm FO 10mM | 0.90 53T 0% | -mmmmev 35
DAD B&U |, o%m}n ) CH3COONH;4 A A, 55
SQD ' B: CH3CN | 0.5%7T 5%
AN

“SQD” TrZ)VMERBEES. “RT” Bill. “BEH” ZELF)INOFH /2 UMNCTUYE,
“HSS” B VA, “DAD” ¥ 1A —R7LARIE. mL/A3TETHR, I AEET)(C);
ETHERI(S).
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goooao
Z 2. (D) DL O LW E RIS,
wam® | 77V pox Mpek
B A/Taiwan/1/86 CCso uM
ICso uM
10 0.02 2.88
11 0.008 597
12 0.006 >1
13 0.02 11.55
14 0.008 3.15
15 0.075 3.19
16 0.008 2.17
17 0.009 5.57
18 0.008 8.34
19 0.14 >25
29 0.008 3.05
35 0.03 0.89
36 0.002 >25
37 0.011 >25
38 0.001 >25
39 0.003 >25
40 0.024 >25
41 0.039 >25
42 0.041 >25
43 0.0006 >25
44 0.01 >25
45 0.036 >25
46 0.002 >25
47 0.0007 11
54 0.061 >25
64 0.008 >25
65 0.007 >25
71 0.013 2.2
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