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6.0Hz, 1H), 7.633 (t, J=8.0-7.6Hz, 3H), 7.262 (t, J=8.4-7.6 Hz,

H NMR (CDsOD, 400 MHz): d 7.831 (d, J

1
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3H), 7.064 (d, J=6.8 Hz, 1H), 6.995 ((t, J=7.6-7.2 Hz,1H), 6.133 (t, J=6.4-2.0 Hz, 2H), 2.439 (s,3H);
MS (m/e): 384.2 (M+1).

[0046] Ao 2 WA 283: &FE 2 WA 2839 A
[0047] 313 2 Wx] 2832 ZhZ AAlo 1o 7led A FARE Aoz FA AT
[0048] s BA/ T 'H NMR (400 MHz, d ppm) / NS
2 N2-(3-ol el d 7 )-N4-(2-H & -1H-¢1 &5 (CDs0D):7.848 (d, J=6.8 Hz, 1H),
) I gnd-2, 4-tjo}ql 7.730 (s, 1H), 7.704 (d, J=8.0 Hz,
Ho H), 7.507 (s, 1H), 7.275 (d, J=8.0
1y @Tj Hz, 11), 7.200 (t, J=8.0 Hz, 1H),
14 7.093-7.036 (m, 2H), 6.639 (m,2H),
_ﬁﬁjI::f 2.425 (s,3H); MS (m/e): 340.4 (M+1)
N
3 N2-(3-B2 2 Hd)-N4-(2-w| & -1H-Q1 =-5 (CDsOD):7.879 (s, 1H), 7.784 (d,
) ¥ e nE-2, 4-tf ol J=6.0 Hz, 1H), 7.437 (br, 1H),
5 B 7.373 (s, 1H), 7.255 (d, J=8.8 Hz,
s D), 7.079 (br, 20), 6.968 (d,
& J=8.4 Hz, 1H), 6.133 (s, 1H),
‘ﬁiI::T 6.041 (d, J=6.4 Hz, 1H), 2.400 (s,
i 3H); MS(m/e): 394.3 (D)
4 N2-(3-ZF 9 &3 d)-N4-(2-H D -1H-¢1 5-5- (CD40D):7.923( s, 1), 7.759( d,
)y 2 e-2, 4-t]o}wl J=6.0 Hz, 1H), 7.641(d, J=8.0 Hz,
. Ho H), 7.397( s, 1), 7.247 (d,
Ty ][%j J=8.4 Hz, M), 7.179-7.053 (nm,
I 1H), 6.963(d, J=8.4 Hz, 1H),
_<fi[:j’ 6.575(t, J=8.0 Hz, 1H), 6.125(s,
N 1H), 6.044(d, J=6.0 Hz, 1H), 2.395
(s, 3H); MS(m/e): 334.2 (M+1)
5 N2-(3-E 2 &2 3HYd)-N4-(2-H e -1H-2 E-5- (CDs0D):7.838 (d, J=6.8 Hz, 1H),
)y 2 e-2, 4-t]o}wl 7.746 (s, 1H), 7.526 (br, 2H),
: i 7.298 (d, J=8.4 Hz, 1H), 7.212 (t,
D) ]{fj J=8.0 Hz, 1), 7.102 (d, J=8.4 Hz,
T 1H), 7.001 (d, J=8.0 Hz, 1H),
_ﬁfj[:j/ 6.217 (d, J=6.0 Hz, 1H), 6.133 (s,
i 1H), 2.436 (s, 3H); MS(m/e): 350.2
M+1)
6 Nd-(2-w| & -11-N &-5-Y)-N2-(3-(Ed| ZF = e) 7 |(CD,LOD):8.045 (d, J=7.2Hz, 1H),
)y -2 4~ opwl 7.788 (d, J=6.0Hz, 2H), 7.529 (s,
Fc Hon 1H), 7.366 (d, J=6.8 Hz, 1H), 7.276
IoRP (d, J=8.4 Hz, 1H), 7.228 (d, J=7.2
T Hz, 1H), 7.083 (d, J=1.2 Hz,
-(ﬁ{ijr 1H),6.190((d, J=6.4
b Hz,11),6.115(s, 1), 2.440(s,3H).
MS(m/e): 384.2(M+1)
7 N4-(2-H & -1H-91 &-5-9)-N2-(3- (e <=2 d ) <) ¥ 2] | (CD;OD) :11.471(s, 1H), 9.461 (s,
wlR2, 4-topl 1H), 9.364(s, 1H), 8.441 (s, 1H),
0 ’ 8.236 (s, 1H), 7.988 (d, J=5.6 Hz,
/gTi:TN M 1H), 7.396 (M, , 5H), 7.303 (d,
N J=8.4 Hz,1H), 6.255(d, J=5.6 Hz,
44%j[:;rNH 1H), 3.111 (s, 3H), 2.456 (s,
y 3H) MS(m/e): 393.2 (M+1)
8 N2-(3-H] A 7 d)-N4-(2-H & -1H-¢1 &5 (CD0D):8.050(s, 1H), 7.943( d, J=6.0
D) -2, 4-r]op Hz, 1H), 7.440-7.362(m, 3H), 7.293
o N w (s, 1), 7.223(t, J=8.0 Hz, 2H),
O 7.122 (d, J=7.6 Hz, 1H), 7.0211
I (d, J=6.8 Hz, 1H), 6.808(s, 1H),
Aﬂfj[::r 6.680 (d, J=6.4 Hz, 1H), 6.222(s,
N 1H), 6.068(d, J=5.6 Hz, 1H),
3.790(s,3H), 2.472(s,3H); MS(m/e):
345.9 (M+1)
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(4- 2 IEI 1H- J% 5-dolu| o) 2 n] el-2-
X

(CDs0D):8.019(s, 1H), 7.889( d,

J=5.6 Hz, 1H), 7.554(s, 1H),

d, J=8.0 Hz, 1H), 7.328( d,

Hz, 1H), 7.278( t, J=8.0 Hz,

7.101C d, J=8.0 Hz, 1H), 7.

J=7.2 Hz, 1H), 6.180(d, J=

1H), 6.141 (s, 1H), 4.166(
Hz, 1H), 3.586(s, 2H),

2.973-2.943(m, 2H), 2.462(s,

7.399(
J=8.4
1),
002( d,
6.0 Hz,
q, J=7.2

3H),

2.316(br, 1H), 2.089(m, 2H),

1.939-1.885(m, 2H), 1.741-1.

2H), 1.272(t,J=7.2Hz, 2H);
485.4 (M+1)

653 (m,
MS(m/e)

10

N2 N4 2 (2~ & - 1H-Q1 5 -5-1) 9] 2] o] ¥l -2, 4-t o} ]

(CDsOD):7.675( d, J=6.4 Hz,

1),

7.625(s, 1H), 7.577(br, 1H),

7.266-7.219 (m, 2H), 7.068-

(m, 1H), 6.116 (d, J=6.0 Hz,

6.072 (s, 1H), 6.014 (s, 1
2.435 (s, 3H) , 2.425 (s, 3
MS(m/e): 369.3 (M+1)

7.051
1),
1,
H);

11

N2-(1H-Q1F&-5-% ) -Nd- (2~ - 1H-<1 &5~
D) ¥ ErE-2, 4-tobwl

L
P

(CDs0D):12.385(s, 1H), 10.928(s,

1H), 9.120(s, 1H), 9.003(s,

8.259(s, 1H), 7.920( d, J=6.

1H), 7.758(s, 1H), 7.667(s,
7.541 (d, J=8.8 Hz, 2H), 7.

J=8.8 Hz, 1), 7.242 (d, J=

1), 7.151(d, J=8.8 Hz,1H),

(d, J=6.0 Hz, 1H), 6.017 (s,
2.389 (s, 3H). MS(m/e): 356.

1),

0 Hz,
1),

399 (d,

8.8 Hz,

6.142
1),

3 (M+1)

12

Z[d] o)W thE-5-%)-Nd-(2- ¥ & -11-91 5 -5-
D) I v -2, 4-t]opl

(CD0D) :10.853(s, 1H), 9.033(s,1H),

8.956(s,1H), 8.077(br, 2H)
d, J=6.0 Hz, 1H), 7.736(s,
7.533( d, J=8.0 Hz, 1H), 7.
J=8.8 Hz, 1H), 7.214-7.144(
6.131(d, J=6.0 Hz, 1H), 6.0
1H), 2.372(s,3H); MS(m/e):
(M+1)

, 7.925(
1),
444( d,
m, 2H),
20 (s,
356.3

13

N2-(2-w| & A H D )-N4-(2-m & -1H-¢1 E-5-
o) g -2, 4-t]o}wl

S
a’eh

=

=

(CD40D) :8.496(s, 1H), 8.002(

Hz, 2H), 7.446( s, 1H), 7.
J=8.8 Uz, J=2.4 Uz, 1),

6.981-6.957 (m, 2H), 6.913-

d, J=6.0
047 (dd,

6.771

(m, 1H), 6.889 (s, 1H), 6.243 (s,
1H), 6.083(d, J=6.0Hz, 1H),
3.910(s, 3H), 2.490 (s, 3H).

MS(m/e): 346.2 (M+1)

14

N2-(2-2 2 29d)-N4-(2-v D-1H-Q1 &-5-
) e-2,4-t] ol

cl
ap
N 2
g
= iy
H

=

(CDs0D):8.385( d, J=6.0 Hz,

1),

7.914( s, 1H), 7.849(s, 1H), 7.325

(d, J=7.6 Hz, 1H), 7.237 (
Hz, 1H),7.182(t, J=7.6 Hz,
6.945-6.870(m, 2H), 6.119(
6.070(d, J=6.0 Hz, 1H), 2.
3H);MS(m/e): 350.1 (M+1)

d, J=8.4
1),

s, 1H),

397 (s,

15

N2-(2-B 21 Hd)-Nd-(2-mgd-1H-¢1 &-5
o) o g d-2,4-t]o}ql

(CDs0D):10.860(s, 1H), 9.204(s, 1H),

8.140 (d, J=8.4 Hz, 1H),

7.916 (d,
J=5.6 Hz, 2H), 7.651 (d, J=

7.6 Hz,

2H), 7.334 (t, J=7.6 Hz, 1H), 7.184
(d, J=8.8 Hz, 1H), 7.038 (br, 2H),

6.192 (d, J=6.0 Hz, 1H), 6.

1), 2.369 (s, 3H); MS(m/e):

(D

012 (s,
394.3
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16 N2-(4-Z 29 3| d)-N4-(2-t & -1H-91 E-5- (CD40D):10.889(s, 1H), 9.256 (s,
) I gnd-2,4-t]o}l 1H), 9.245 (s, 1H), 7.966 (d, J=5.6
o4 Hz, 1H), 7.752 (m, J=8.4-3.6Hz,
i::f ]1%3 2H), 7.236(d, J=5.4 Hz 1H),7.133(m,
F ks J=8.4-3.6 Hz, 3H), 6.086 (d, J=5.6
_{f][:]’ Hz, 1H), 6.050(s,1H),2.402 (s,
i 3H):MS(m/e):334.2 (M+1)
17 He 2-(4-(4-(2-HE-10-9 E-5-Do}lm] =) ] g m e-2- | (CD40D):10.907(s, 1H), 9.132(s, 1H),
Aol ) d) opAl o] E 9.015(s, 1H), 7.914(s, 1H),
- Non 7.713(d, J=6Hz, 1H), 7.498(d,
2N J=6.8Hz, 1), 7.217(d, J=7.2Hz,
2 T 1H), 7.127(m, 4H), 6.149(d, J=6Hz,
4<f][::F 1H), 6.067(s, 1H), 2.384(s, 3H),
B 2.272(s, 3H), 1.283(s, 2H).
MS(m/e): 387.2 (M+1)
18 N4-(2-m g -11-¢1 5-5- )-N2- (4~ (CD;0D):10.855(s, 1H), 9.098(s, 1H),
A=Al ) 3 g v d-2,4-t] o}l 9.065(s, 1H), 7.909(d, J=5.6Hz,
0oy 1H), 7.786(d, J=8Hz, 2H), 7.365(t,
Q1 ][%j J=7.6Hz, 2H), 7.346(s, 1H),
o T 7.201(d, J=8.8Hz, 1H), 7.086(m,
Aﬁij[:jf 2H), 6.962(d, 8Hz, 2H), 6.895(d,
k J=8Hz, 2H), 6.137(d, J=5.6Hz, 1H),
6.021(s, 1H), 2.331(s, 3H).
MS(m/e): 407.5 (M+1)
19 N2-(4-H| EA) 3 ) -N4- (2-7| & -1H- ¢l Z-5- (CD50D):11.097(s, 1H), 9.479(s, 1H),
) ¥ e n -2, 4-tf ol 9.243(s, 1H), 8.090(d, J=6lz, 1H),
B 7.923(s, 1H), 7.822(m, 2H),
ueh» 7.420(d, 8.8Hz, 1H), 7.307(s, 1H),
0 i 7.025(d, J=8.8Hz, 2H), 6.340(m,
Aﬂfjii:r 1H), 6.265(s, 1H), 3.941(s, 3H),
N 2.591(s, 3H); MS(m/e): 345.4 (M+1)
20 N4-(2-H & -1H-2 E-5-Y )-N2-(4-(2-E2Z o] =A]) [(CDyOD):10.899(s, 1H), 9.074(s, 1H),
Ad) ¥ nE-2, 4-rofrl 8.823(s, 1H), 7.869(d, J=6Hz, 1H),
0 ' 7.713(s, 1H), 7.621(d, J=8.8Hz,
l\’N\L.,[:ir s 2H),  7.200(d,  J=8.4Hz, 1),
o M. 7.080(s, 1H), 6.784(m,  2H),
A%fj[::FNH 6.101(d, J=5.6Hz, 1H), 6.025(s,
) 1H), 4.034(t, J=5.6Hz,  2H),
3.585(t, J=4.8Hz, 4H), 2.679(t,
J=5.6Hz, 2H), 2.475(t, J=6.4Hz,
4H), 2.375(s, 3H);MS: 444.5 (M+1)
21 N2-(3,4-t] & F 2 3d)-N4-(2-H & -1H-21 =-5-4) 3] &] | (CD,0D) : 11.234(s, 1H), 9.886 (s,
V-2, 4-T] ol 1H), 9.754 (s, 1H), 7.966 (d, J=5.6
. Hz, 2H), 7.752 (s, 1H), 7.393(m,
W J=8.4-3.6 Hz, 3H),7.133(d, J=5.6
F ks Hz, 1H), 6.251 (d, J=4.5 Hz, 1H),
_ﬁfj[:j” 6.1.9(s,1H), 2.402 (s,
N 3H) s MS(m/e):352.2 (M+1)
22 N2-(3,5-t) e #d )-N4-(2-H & -11-21 E-5- (CD50D):10.863(s, 1H), 9.051(s, 1H),
e rE-2, 4-tefrl 8.841(s, 1), 7.905(d, J=6Hz, 1H),
i 7.633(s, 1), 7.361(s, 1H), 7.207(m
\Z;jf’ﬁfgj 2H), 6.507(s, 1), 6.118(d.
L J=5.6Hz, 1H), 6.032(s, 2H),
44i:[::r 2.370(s, 3H), 2.171(s, 6H);
i MS(m/e): 343.4 (M+1).
23 2-(4-(2-W & -11-Q E-5-Yo}n] 1) I 2] 1] §l-2- Y o} 1] (CDs0D):7.939(d, J=8.0Hz,1H), 6.923

ol gk

H
HO/\/NWTN‘
M.

MH
4
H

(d, J=6.8Hz, 2H), 6.437 (s, 1H),
6.328 (d, J=7.6 Hz, 2H), 6.218 (s,
1H),6.231(d, J=5.6 Hz,1H),5.726(d,
J=7.2 Hz,1H), 3.735(t,
.2-6.4Hz,3H),3.225(t,
.8-5.6Hz,3H),2.247 (s, 3H);
m/e): 384.1(M+1)

T

=
w2
—~ O
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24

N4-(2-H & -1H-Q1E-5-)-N2- (- 2 &g ol &) ] 2] 1|

W2, 4-T]o}rl

K‘Nﬂvm\r:j

Q M.

NH
R

(CDsOD):7.796 (d, J=6.0Hz, 1H),

7.497 (s, 1H), 7.246 (d, J=8.8 Hz,
1H), 7.076 (d, J=2.8 Hz,
1H),6.148(s,1H),5.625(d, J=4.8
Hz,1H), 3.760(m, J=3.2-2.8 Hz,
4H),3.165(t, J=3.2-2.4,2H),
2.619(t, J=2.0-0.8Hz,2H), 2.447(m,
J=2.0-1.2Hz,41),2.317(s,3H).
MS(m/e): 353.2(M+1)

25

N-AFo] 2 2 3 2 A (3- (4= (2~ &~ 1H- 91 E-5-<]

) €] o] §l-2-2d opv] ) ) o E o =

vy e -

(DMSO-dg, ): 7.920 (d, J=5.6 Hz,

1), 7.700 (m, 2H), 7.546 (s, 1H),
7.220 (d, J=8.0 Hz, 1H), 7.120 (m,
2H), 6.778 (d, J=8.0 Hz, 1H), 6.200
(d, J=6.0 Hz, 1H), 6.066 (s, 1H),
3.027 (s, 2H ), 2.593 (m, 1H),
2.380 (s, 3H), 0.608 (m,2H), 0.404
(m, 2H ).MS (m/e): 413.5 (Mt1).

26

N2-(3-2-(t | o}r] ) &
El-1H-¢1 5-5-) 9 ]

A O I T
4

hYA
JA-tlebnl

-

=3d)¥d)-N4-(2-
-2

(CDs0D):8.237 (s, 1H), 8.042 (d,

J=6.8 Hz 1H), 7.867 (d, J=6.0 Hz,
1H), 7.477 (s, 1H), 7.465 (br, 2H),
7.253 (d, J=8.8 Hz, 1H), 7.028(d,
J=8.0 Hz 1), 6.141(d, J=5.6 Hz
1H), 6.088 (s, 1H), 3.230 (t, J=7.6
Hz , 2H), 2.666 (t, J=7.2 Hz , 2H),
2.409 (s, 3H) ,2.165 (s, 6H);MS:
451.4 (M+1).

27

N4-(2-H & -1H-¢1 &-5-2)-N2-(3-(1-(H e <2 d) 3 7 g

H-4-21 5 A ) o) ] 1] ©l-2 4-t] o}l
H
M

MS\NO\ Nﬁl
[ | L, &
0 N’LN M

H H

(DMSO-d6): 10.976 (s, 1 H), 9.240
(s, 1TH), 9.036 (s, 1H),
7.054-8.014 (m, 7H), 6.401-6.564
(m, 1H), 6.114-6.278 (m, 1H),
6.012-6.073 (m, 1H), 4.224-4.383
(m, 1H), 3.110-3.209 (m, 2H),
2.770-2.886 (m, 2H), 2.370 (s,3H),
1.806-1.970 (m, 2H), 1.578-1.712
(m, 1H); MS (m/e): 493.5 (M+1)

28

N-(3-(4-(2-m d-1H-¢) Z-5-Y o} =) 3] 2] 1] W -2- ] o} w|

) d) wl gk Eotn =

H
P I N T
g 1 s
O'S‘N N"L'N M
H H H

(CDs0D):7.856 (d, J=6.0 Hz, 1H),

7.652 (s, 1H), 7.543 (s, 1H), 7.432
(dd, J=8.4 Hz, 1), 7.271 (d, J=8.4
Hz, 1H), 7.196 (t, J=8.0 Hz, 1),
6.882 (dd, J=8.0Hz, 2H), 6.130 (d,
J=6.0 Hz, 2H), 2.440 (s, 3H), 2.172
(s, 3H);

MS (m/e): 409.3 (M+1)

29

Nd-(2-H Bl-1H-21 B-5-91)-N2-(3-(2- 2 F 2] o]

Ad)H v E-2, 4-H ol
O(/\II\I\/\O/@NH

B
L -

M
H

(DMSO-ds): d10.825 (s, 1H), 9.023

(s,1H), 8.986 (s, 1H), 7.927 (d,
J=5.6Hz, 1), 7.703 (s,1H), 7.429
(s, 1), 7.351 (d, J=2.4Hz, 1H),
7.208 (d, J=8.8Hz, 1H), 7.076 (m,
J=8lz, 2H), 6.469 (dd, J=8, 2.4lHz,
1), 6.118 (d, J=2Hz, 1H), 6.057
(s, 1), 3.933 (t, J=5.6Hz, 2H),
3.551 (t, J=4.8Hz, 4H), 2.591 (t,
J=5.6Hz, 2H), 2.401(t, J=4.8Hz,
4H), 2.379 (s, 3H); MS (m/e): 444.5
(M+1).

30

N2=(3-(3-(E] vl e ohv] ) .2 2 A ) ] ) -Nd- (2-
o g-1H-91%-5-91) 9] €] 1] -2, 4-T] o} )

/A\/«\/OW::j/HHK:j
2o

(CDs0D):10.836(s, 1H), 9.021(s, 1H),

8.983(s, 1H), 7.926(d, J=6Hz, 1H),
7.691(s,1H), 7.419(s,1H), 7.345(d,
J=8.4Hz, 1H), 7.212(d, J=8.4Hz,
1), 7.079(m, 2H), 6.444(dd, J=8,
2.4Hz, 1H), 6.118(d, J=6Hz, 1H),
6.062(s, 1H), 3.835(t, J=6Hz, 2H),
2.317(s, 3H), 2.318(t, J=7.2Hz,
20), 2.154(s, 6H), 1.767(t,
J=7.2Hz, 2H); MS(m/e): 416.5 (M+1).
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31

_
oD Nl
T
s ¥

H

2-(3-(4-(2-v&d-1H-
) = AD ol e

= =
TN F

Q1E-5-¢Johv] 1) 7] 2] v ¥l o} v]

(CDs0D):10.902(s, 1H), 9.087(s, 1H),

8.986(s, 1H), 7.917(d, J=4Hz, 1H),
7.683(s, 1H), 7.405(m, 2H),
7.227(m, 1H), 7.104(m, 1H),
6.458(d, J=8Hz, 1H), 6.141(s, 1H),
6.050(m, 2H), 5.594(m, 1H),
3.873(t, J=5.6Hz, 2H), 3.653(t,
J=6Hz, 2H), 2.376(s, 3H); MS(m/e):
375.4 (M+1)

32

2-(2-(4-(2-¥d-1H-

) = AD ol e

OH[i:rH:E

R Y

3

Q& -5-9lo}v] 1) 7] 2] o] -2-2l o}v]

(CDs0D):10.851 (s, 1H), 9.117 (s,

1H), 8.431 (d, J=8.0 Hz 1H), 7.938
(d, J=6.0 Hz, 1H), 7.869 (s, 1H),
7.689 (br, 1H), 7.228 (d, J=8.8
Hz, 1H), 6.983~7.053 (m, 2H),
6.836~6.923 (m, 2H), 6.147 (d,
J=6.0 Hz 1H), 6.079 (s, 1H), 5.137
(t, J=5.6 Hz 1H), 4.061 (q, J=11.2
Hz , 1.2 Hz 2H), 3.767 (q, J=9.6 Hz
;5.6 Hz 2H), 2.389 (s, 3H);
MS(m/e): 376.3 (M+1)

33

NA-(2-F - 191 55
ADsi ) sl 2 ule-2 4

)

d)-N2-(2-(2-(REZT =5
o

s-clopyl

(CDs0D):10.845 (s, 1H), 9.112 (s,

1H), 8.377 (d, J=7.6 Hz 1H), 7.935
(d, J=6.0 Hz, 1H), 7.823 (s, 1H),
7.647 (br, 1H), 7.219 (d, J=8.8
Hz, 1H), 7.061 (d, J=8 Hz ,2H),
6.889~6.950 (m, 2H), 6.147 (d,
J=6.0 Hz 1H), 6.074 (s, 1H), 4.182
(t, J=6.0 Hz 2H), 3.592 (t, J=4.8
Hz, 4H), 2.692 (t, J=5.2 Hz , 2H),
2.471 (br, 4H), 2.388(s, 3H);
MS(m/e): 445.3 (M+1).

34

N-w €
ohm] 1)l = ol =
8]

-3-(4-(2-v &~

1H-¢1E-5-go}v] =) 3] ¢ v] ©1-2-2

(DMSO-ds): d 11.015 (s, 1H), 10.776

(s, 1H), 10.593 (s, 1H), 8.493
(d,J=4Hz, 1H), 7.938 (m, 2H),
(d, J=2Hz, 1H), 7.651 (m, 2H),
7.374 (m, 1H), 7.210 (m,2H), 6.467
(m 1H), 6.046 (s, 1), 2.779 (d,
4.4Hz, 3H), 2.379 (s, 3H); MS
(m/e): 373.4 (M+1)

7.803

35

(CDs0D):10.832(s, 1H), 9.156(s, 1H),

9.056(s, 1H), 8.157(s, 1H),
8.054(s, 1H), 7.946(m, 2H),
7.700(b, 1H), 7.319(m, 2H),
7.199(m, 2H), 6.159(s, 1H),
6.052(s, 1H), 3.180(t, J=5.6Hz,
2H), 2.378(s, 3H), 1.480(s, 6H),
1.372(s, 4H), 1.229(s, 2H).
WS(m/e) . 469.6 (1)

36

(CDy0D):10.846(s, 1H), 9.149(s, 1H),

9.077(s, 1H), 8.181(t, J=5.6Hz,
1H), 8.036(m, 2H), 7.934(m, 1H),
7.706(b, 1H), 7.340(m, 1H),
7.270(m, 1H), 7.203(m, 1H),
7.137(m, 1H), 6.160(d, J=5.6Hz,
1H), 6.054(s, 1H), 3.313(t,
J=6.4Hz, 2H), 3.175(t, J=5.6Hz,
20), 2.376(s, 3H), 2.175(s,
6H) MS(m/e):  429.5 (M+1)

37

N2-(3-(4-H S5 A1 3 d)-

Q15-5-91)3] 2] ] e~

1H-3] 8} =-5-9 )-N4-(2-H| & -1H-
2,4-tjo}yl

(DMSO-d6): d 12.354 (s,1H), 10.911
(s, 1), 8.985 (br, 2H), 7.901 (s,
1H), 7.599 (br, 2H), 7.259 (d,
J=8.4 Hz, 1H), 7.037 (s, 1H),
6.941-6.913 (m, 2H), 6.099 (br,
2H), 3.787 (s, 3H), 2.493 (s,3H);
MS (m/e): 412.8 (M+1).
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N-(3-ol el d 9 d)-4-(2-w E-1H-%1 &-5- (CDsOD): 8.190(d, J=6.0 Hz, 1H),
A5 Al ] Hd-2-o}Rl 8.098(s, 1H), 7.612(s, 1H), 7.489(
[ o d, J=8.0 Hz, 1H), 7.339-7.284(m,

[{::r T 2H), 7.053(t, J=8.4 Hz, 1H),
I 6.937(dd, J=8.4Hz, 2.0Hz, 2H),
_ﬂfi[::f 6.294(d, J=6.0Hz, 2H), 6.262(s,
i 1H), 2.495(s,3H); MS(m/e): 341.1
M+1)
N-(4-W] EA 8 D) -4-(2-H &~ 1H-¢1 =-5 (CD:0D): 8.198( d, J=6.4 Hz, 1H),
A5 Al 2 md-2-opRl 7.974(s, 1H), 7.363-7.283(m, 2H),
o 6.935(m, 2H), 6.742( t, J=8.4 Hz,
o 1H), 6.260( s, 1), 6.200( d, J=5.6
i ! Hz, 1H), 3.771( s, 3H), 2.493(s,
_{ij(:j’ 3H).  MS(m/e): 347.2 (M+1).
N
4-(2-HE-1H-21 E-5-L S A])-N-(4-5H 5 A ) (CDsOD): 8.201 (d, J=5.6Hz, 1H),
¥ &) gl-2-o}wl 7.373 (m, J=8.8-5.2Hz, 4H), 7.188
K (d, J=2.0Hz, 1H), 7.081 (t,
[:J\,L::TNWTN‘ J=7.2-6.8 Hz, 1), 6.989 (d, J=3.2
0 Mg Hz, 2H), 6.890 (d, J=8.4 Hz, J .0
‘*fiﬁij/o Hz, 1H), 6.644 (d, J=9.2 Hz,
N 2H),6.323(d, J=6.4
Hz,1H),6.137(s,1H), 2.376(s,3H).
MS(m/e): 409.3(M+1).
N-(3-HEA 5 d)-4-(2-W & -1H- E-5-D 2 A]) (CDOD): 8.236( d, J=5.2 Hz, 1H),
g ud-2-o}71 7.983(s, 1H), 7.314-7.283(m, 2H),
‘ 5 7.239(br, 1H), 7.063( t, J=8.0 Hz,
Oﬁ[jj’NgN‘ 1), 6.981( d, J=8.0 Hz, 1H),
YJ 6.981( dd, J=8.8 Hz, 2.0Hz, 1H),
‘*fiI::rO 6.528( d, J=8.0 Hz, 1H),
I 6.278-6.253(m, 1H), 3.571 (s, 1H),
2.493(s, 3H). MS(m/e): 347.2
(M+1).
4-(2-v & -1H-21 E-5-Y9 =-A] )-N-(3-(3- (CD;0D) :8.298(s,1H), 7.996(d, J=5.6
Bl 252 -1, 1" -H A 2) L2 XANAD) AT |y, qpy), 7.385 (d, J=8.4lz, 11),
w-2-o}wl 7.197 (t, J=8.0 Hz, 1), 7.094(d,

J=8.4 Hz, 2H), 6.791(s,1H), 6.543

’
8 s s s s
Igve (d, J=8.0 Hz, 1), 6.333(s. 1H),

i 5.995 (d, J=6.0 Hz, 1H), 5.321
):%] (s,1H), 3.974(t, J=5.6 Hz, 1M),
(N0 VA 3.077(m, 8H), 2.699(t, J=6.8Hz,
e 1H),2.468(s, 3H),1.926(t, J=6.8 Hz,
2H);
N-t €l-3-(4-(2-v & -1H-91 E-5-d = A J] & v e -2- o} | (DMSO-d6): 11.130 (s,1H), 9.631 (s,
vl )l Zolu| = 1H), 8.324(d, J=4.2Hz, 1H), 8.309
K (s, 1H), 7.994 (s, 1H), 7.741 (s,
J::]:z%— M), 7.308 (d, J=9.2 Hz, 1H), 7.219
0 (d, J=1.6 Hz, 1H), 7.052 (t,
y N;] J=2.0-0.8 Hz, 2H), 6.932 (m,1H),
/quE::LHJ*N 6.272 (d, J=3.6 Hz, 1H), 6.140 (d,
0 J=4.2 Hz,1H), 5.249 (s,1H), 2.801
(s,3H), 2.437 (s,3H), 2.401(m,2H);
MS (m/e): 374.3(M+1)
EEF L 2-N-(4-(4-(2-vE-1H-AN=E-5-L S A]) I 2] 7] | (DMSO-d6): 11.248 (s,1H), 9.304 (s,
H-2-Yoln| ) H ) v gL Foln| = 1H), 9.153(s, 1H), 7.960(s,1H),
p 7.913(d, J=6.0Hz, 1H), 7.543 (d,
/[i:{iy_ J=4 4Hz,21), 7.132 (d, J=8.4Hz,
Ny ’lj 1H), 73063 (m,le, 6.?10 (t, J?3.6
4 Hz, 2H), 6.217 (s,1H), 6.106 (t,
6 \I::L = J=1.6-2.4 Hz, 1H), 2.411(s,3H) NS

(m/e): 464.4(M+1)
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46

(S)-4-(2-me-2-1
d5A])Ed)F]glw

‘DMSO-d6): 11.122 (s. 1 H), 9.515
(s, 1H), 8.306 (d, /5.6 Hz, 1H),
7.156-7.332 (m, 4H). 6.951 (t.
J=8.0 Hz, 1H), 6.827 (dd, J=8.4 Hz,
2.0 Iz, 10 ). 6.427 (dd, J=8.4 liz,
2.0 Hz, 1 ). 6.267 (d, J=6.0 Hz,
1), 6.139 (s, 1H). 6.639 (m,2H),
4.652-4.711 (m, 10, 2.964-3.154
(m, 41), 2.401 (s,3H), 1.958-1.993
(m. 1H). 1.825-1.898(m. 1H); NS
(m/e): 402.4 (M+1)

47

H.p i
Oy

N-HE&-3-(4-(2-H g-1H-¢1 &~
o] i) Wil Al <2 obm] =

5-91%4) 9 el v -2-9)

(CDCL3) :8.290 (d, 1H), 8.115 (s,

1H), 7.994 (s, 1H), 7.504 (d, J=8,
1H), 7.409 (m, 2H), 7.247 (d, J=8,
1H), 6.958 (m, J=10.8), 6.403 (d,
J=5.6, 1H), 6.254 (s, 1H). 2.505
(s, 3H), 2.478 (d, J=5.6, 3H).MS
(m/e): 410.1 (M+1)

48

N-(4-(4-(2-v D -11-AN &-5-¢ =
M4m+wmywa*%}1z

i i :
oz?' O N:N i

i

A1) v e -2-

(CDs0D):11.204(s, 1H),9.120 (s, 1H),

8.837 (s, 1H), 7.959(d,
J=5.6Hz,1H), 7.791 (d, J=6.8Hz,
2H), 7.144(s,1H), 7.026 (d, J=7.6
Hz, 2H), 6.922(d, J=7.2
Hz,1H),6.210 (s, 1H),6.115(s, 1H),
4.007(s,3H),2.405 (s, 3H); MS(m/e):
358.2(M+1).

49

2-(3-(4-(2-ME-11-A E5-5-¢
Jolm ) Hd)-N-(2- %ﬂ

mwuw

=

=

(CDs0D):11.211(s, 1H), 8.935 (s,

1H), 8.760 (s, 1H), 7.959(t,
J=8.8-5.6Hz,20), 7.376 (s, 1H),
7.276 (d, J=7.6 Hz, 1H), 7.120(t,
J=8.8-4.4Hz,1 H), 6.896(t, J=8.0
Hz,2H),6.403 (t, J=2.0-1.6 Hz,
1H),6.205(s, 1H), 6.004 (s, 1H),
3.560(s,3H),2.405 (s, 3H); MS(m/e):
364.2(M+1).

50

4-(2-W D-1H-91 5-5-2 % X))
AD ) S E e | -2-obw

AR eATRess

N-(3-(2-(HE &2 d)d =

(CDs0D):8.345 (s, 1H), 8.049 (s,

1), 7.915 (d, J=6.0 Hz, 1H), 7.826
(s, 1), 7.58(d, J=8.8Hz,1 1),
7.535(m, J=7.2-6.8Hz, 1H), 7.433(d,
J=7.6 Hz,2l), 7.103(d, J=7.6
Hz,1H),6.241(s, 1H), 2.460 (s, 3H);
MS(m/e): 402.2(M+1).

51

N-m &l (3-(4-(2-H & -1H-Q =~
v ) ) ehEE ol =

S-S A I Eud-2-do}

11.217(s, 1H), 8.998 (s, 1H), 8.789
(s, 1H), 7.947 (d, J=5.6 Hz, 1H),
7.595(m, J=7.8-1.6Hz, 2H), 7.133(d,
J=8.0Hz,2H), 7.000, (s, 1H),6.721(d,
J=2.8Hz,1H),6.211(s,1H), 6.021 (s,
1H), 2.403(s,3H), 2.346 (s, 3H);
MS(m/e): 380.2(M+1).

52

NA-(4-Z 57 @ 2-2-v D-1H-Q1 B-5-21)-N2-(3-Z 7 ¢ 23]
]

(CDsOD) :11.234(s, 1H), 9.256 (s,

1H), 8.898 (s, 1H), 7.966 (d, J=5.6
Hz, 1H), 7.752 (d, J=8.4 Hz, 1H),
7.393(t, J=8.4 Hz,1H),7.133(m,
J=8.4-3.6 Hz, 3H), 6.612 (t,
J=7.6-1.2 Hz, 1H),
6.239(s,1H),6.050(s,1H),2.402 (s,
3H); MS(m/e): 352.2QM+1).

53

N2-(3-ZF229Y)-N-(4-Z
) g -2, 4-t]o}wl

&
m =
==

=

£
=

Fo 2-2-mE-11-?1&E-5-

(CDs0D):11.221(s, 1H), 8.965 (s,

1H), 8.775 (s, 1H), 7.927 (d, J=6.0
Hz, 1H), 7.619 (d, J=8.0 Hz, 2H),
7.128(m, J=8.0-7.6 Hz,2H),6.958(d,
J=7.8 Hz, 2H), 6.210 (s, 1H), 2.411
(s, 3H); MS(m/e):368.2(m/e) (M+1).
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54

(4-(4-EF 2 2-2-vD-1H- =5~
obr i

2-(4-
ofu

&y
F

= =
T % 4

) 3 2] 1] =g~ Qlofr 1) Wl 2 E Y

(CDs0D) :11.248(s, 1H), 9.412 (s,

1H), 8.959 (s, 1H), 8.208 (s, 1H),
7.936(d, J=7.2 Hz, 1H), 7.562(d,
J=5.6 Hz,1H),7.287(s, 2H), 7.164
(d, J=8.4Hz, 2H),6.233(s,1H)
,6.075(s,1H), 2.399 (s, 3H);
MS(m/e): 359.2(M+1).

55

N2-(3,5-tjv g
o1 =-5-9) 77

wh

Hd)-N-(4-ZF
H| -2, 4-t] o} 71

= =
T N o4

@

Q-

2-vel-1H-

(CDs0D):11.200(s, 1H), 8.806 (s,

1H), 8.745 (s, 1H), 7.911 (d, J=6.0
Hz, 1H), 7.216(s, 2 H) 7.117(t,
J=8.8-7.8 Hz, 2H), 6.396(s,
1H),6.181(s, 1H), 6.010 (s, 1H),
2.381 (s, 3H);1.985(s,6H); MS(m/e):
362.3(M+1).

56

N4-(4-Z 59 2 -
Z2rg)sd)y

H

=

- g-10-91 &-5-2
Y d-2,4-

=% Qo
2
@
==
= =
T % s

(CDs0D):11.211(s, 1H), 8.898 (s,

1H), 8.209 (s, 1H), 7.939 (t,
J=9.6-6.0 Hz, 2H), 7.270(t,
J=8.4-1.6Hz,1 H) 7.126(s, 2H),
6.998(m, J=2.0-1.2 Hz,2H),6.225(s,
1H), 6.035 (s, 1H), 2.402 (s,
3H);MS(m/e): 402.2(M+1).

57

N2-(2-F2=9d)-N4-(4-EF
o) 2] vl ¥1-2, 4-t) o} 5]

o sl QQ
m =T
=—(

= 5

& 2-2-me-1H-91E-5-

(CDs0D):11.231(s, 1H), 8.922 (s,

1H), 8.143 (d, J=8.0 Hz ,1H), 7.936
(s, J=5.6 Hz, 1H), 7.790 (s, 1H),
7.424(d, J=8.4 Hz,1H),7.101(m,
J=8.4-7.2 Hz, 2H), 6.993 (t,
J=8.8-7.2 Hz, 1), 6.216 (s, 1H),
6.093 (m, J=7.2-10.0 Hz, 1H),
4.043(s, J=7.8 Hz,1H),2.402 (s,
3M); MS(m/e): 368.2 (M+1).

59

N4-(4-ZF Q0 2-2-w| & -1[-¢1 &5-5-Y
H S A 9 d) I g -2, 4-t] o} Tl

Hom
ISR»
O F M
! t NH
i
N

H

)-N2-(4-

11.222(s, 1H), 8.796 (s, 1H),
(s, 1H), (CDyOD):7.959(s,1H),

(d, J=5.6 Hz, 1H), 7.547(d,
J=8.8Hz,2 H) 7.075(s, 1H), 6.646(d,
J=7.6 Hz,2H),6.222(s, 1H), 5.567
(s, 1H), 3.658(s,3H),2.406 (s, 3H);
MS(m/e): 402.2(M+1).

8.729
7.892

60

NA-(4-Z 7 22w - 1131 5-5-
w5 A 5 7 2] 0] w2, 4-rf o} )

;
sWeme

)-N2-(4-

(CDyOD):11.190(s, 1H), 9.046(s, 1H),

8.801(s,1H), 7.959(s,1H), 7.931(d,
J=6.0Hz,1H), 7.681 (d, J=7.2
Hz,2H), 7.361(t, J=8.0-7.6 Hz, 2H),
7.114(m, J=8.4-7.2Hz,3H),6.903(d,
J=8.0 Hz, 2H), 6.755 (d, J=7.2Hz,
2H),6.179(s,1H) , 6.024(s, 1H),
2.338 (s, 3H). MS(m/e): 426.2(M+1).

61

1-(3-(4-(4-Z=F 2 2-2-
]HZQPWHﬂVQﬂﬂﬂﬂﬂ—

H
N

eve
HM

2—(
gm

W - 1H-2) E-5-el o} ) 3]

D

(CD;0D) = 7.932(s, 1H), 7.885(d,

J=5.6Hz, 1H), 7.331(m, 1H),
7.204(m, 3H), 7.103(t, J=7.2Hz,
1H), 6.958(d, J=7.6Hz, 1H),
6.251(s,1H), 6.176(m,1H),
3.603-3.572(m, 4H), 3.068-3.041(m,
2H), 2.454(s,3H), (m, 2H),2.197(br,
2H), 1.783-1.750(m, 2H), 1.563(br,
2H), 1.477(m, 2H), 1.311-1.275(m,
2H).

MS(m/e):475.4(M+1)
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62

N4-(4-Z

TU)T A )5 2062, 4-1]
0 F

4 0 N N t -
T 2

M Il

it

b

F9 2-o-wE-11-915-5-Y)-N2-(3-(3- (W& &
2 4-t]o

(DMSO-dg): 7.932 (d, J=6.0 Hz, 1H),

7.399 (s, 1H),7.393 (d, J=6.8 Hz,
1), 7.099 (m,2H), 6.97 (m,1H),
6.416 (d, J=8.0 Hz, 1H), 6.207
(s,1H) , 6.0838( s,1H), 3.84 (m,
2H), 3.196 (m, 2H), 3.010( s, 3H),
2.400 (s, 3H), 2.014(m, 2H).

MS (m/e): 470.5 (M+1)

63

2-(3-(4-(4-ZF 2 2-2-Md-1-¢1 E-5-Yo}n| =) 9 2] v
g-2 %o}ﬂu)ﬂlikl)dl%%

H H
e NN _H %
T RT
= u
it

(DMSO-dg): 7.938 (d, J=6.0 Hz, 1H),

7.347 (m, 2H), 7.104 (m, 2H), 6.950
(m, 1H), 6.410 (d, J=8.0 Hz, 1H),
6.206 (s, 1H) , 6.088( s,1H), 3.788
(m, 2H), 3.630 (m, 2H), 2.401 (s,
3. MS (m/e): 394.4 (M+1).

64

NA-(4-Z-F 2 -2-v & -1H-¢1 E-5-% )-N2-(3~(
g2 d-3-Ld AN ) I 2] n| d-2, 4-t] o}l

o i
LTI, O

(DMSO-dg) ¢ 11.241 (s,1H), 8.966 (s,

1H), 8.789 (s, 1H), 7.929 (d, J=5.6
Hz, 1H), 7.378 (s, 1H), 7.267 (d,
J=7.6 Hz, 1H),7.120-7.053 (m, 2H),

6.964 (m,1H), 6.380 (d, J=8.0
Hz, 1H) 6.207 (s,1H) ,6.010 (s,1H),
4.010 (s, 1H),3.710 (m,1H);3.554
(s,20). 3.362 (m,2H) . 2.506
(s,3H)2.401(m,2H) 1.234(m,2H),MS
(m/e): 433.2 (M+1)

65

Nd-(4-ZF 2 2 -2-v| & -11-2 &-5-Y )-N2-(3-((1- (=&
)9 e 9-4-2)  ZA) ) 7 2] v w2, 4T o)

H
Q0 0%
NN

(CDs0D):8.021 (d, J=5.6 Hz, 1H),

7.418 (s, 1H), 7.220-7.051 (m, 3
H), 6.998 (m,1H), 6.612 (d, J=7.4
Hz, 1H) 6.267 (s,1H) ,5.800 (d,
J=5.6 Hz ,1H), 3.960 (d, J=5.2 Hz
J2H), 3.810 (m,2H); 3.362 (m,2H) .
2.826 (s,3H), 2.506 (s,3H)1.556
(m,2H), 1.452 (m,1H)1.234 (m,2H)

66

1-(3-(4-(4-ZF o = -2-v| - 1H-Q E-5-
%%MWNWH12%}1iaﬂwﬂﬂﬂa4

i
HOQ\/@HI@\O/@
F

(CDs0D):8.247 (d, J=5.6 Hz, 1H),

7.378 (s, 1H), 7.160-7.108 (m, 2H),
6.956 (t, J=8.0 Hz, 1H),
6.895-6.825 (m, 2H), 6.450 (d,
J=5.6 Hz, 1), 6.247 (s, 1),
(s,1H), 2.690-2.663 (m, 2H),
(s,3H), 2.069-2.042 (m, 2H),
1.815-1.716 (m, 2H), 1.562-1.483
(m, 2H); MS (m/e): 448.5 (M+1)

3.031
2.455

67

4-(4-ZF 0 2-2-WE-1[-215-5-¢
2eh)HEd) g v d-2-o}l

SAD-N-(3-(Md <=

(CDs0D):8.292 (d, J=5.6 Hz, 1H),

8.005 (s, 1H), 7.691 (d, J=7.2 Hz,
1H), 7.341 (d, J=7.2 Hz, 1H), 7.102
(d, J=8.8 Hz, 1H), 7.013 (t, J=7.2
Hz, 1H), 6.849 (t, J=8.0Hz, 1H),
6.482 (d, J=5.6 Hz, 1H), 6.221 (s,
1H), 2.900 (s, 3H), 2.432 (s, 3H);
MS (m/e): 413.4 (M+1)

68

2 Fo 2-2-ve-1}-
ﬂ%%}%%ﬂﬁfhﬁi2%4ﬂiﬁk®4m54ﬂ5

(DMSO-dg): 7.947 (m, 2H), 7.298 (m,

2H), 7.154 (d, J=8.4 Hz, 1H), 6.947
(m, 1H), 6.755 (m, 1H), 6.775 (d,
J=8.0 Hz, 1H), 6.441 (d, J=5.6 Hz,
1H), 6.240 (s, 1H), 3.027 ( s, 2H
), 2.593 (m, 1H), 2.499 ( s, 3H),
0.596 (m,2H), 0.390 (m, 2H ).

MS (m/e): 432.5 (M+1)
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69 (E)-3-(3-(4-(4-ZF 2 2-2-1 8 -1H-2 5-5-4 2] )3 7] | (DMSO-dg) : 11.550 (s, 1H) ,9.791
P -2-dopr] ) H ) -N-r o H opn] = (s, 1H), 8.385 (d, J=5.2, 1H),
-y K 8.114 (d, J=4.8, 1H), 7.432 (d,
/erﬁh,f:iLN/iglLo y J=7.2, 21), 7.214 (d, J=10, 1H),
T H 7.184 (d, J=3.2, 1H), 7.083 (d,
J=8, 2H). 6.942 (m, J=16, 1H),
6.533 (d, J=5.6, 1H, 6.402 (d,
J=15.6), 6.253 (s, 1H), 2.687 (d,
J=4.8, 3H), 2.440 (s, 3H).MS (m/e):
418.2 (M+1)
70 3-(3-(4-(4-Z2 0 29— &~ 1}-0) E-5- (DMSO-dg) : 11.397 (s, 1H), 9.420
d5AD P e -2-d o] ) A )N N-T M 22 ok | (g 1p1) | 8.334 (d, J=5.6, 1H),
v 7.290(s, 1H), 7.241 (d, J=7.2, 1H),
" H 7.152 (d, J=8.8, 1H), 6.919 (m,
/AWr«\/I:iLN/Q;TLOJ[;IIJ** J=15.2, 1), 6.803 (m, J=15.6, 1H),
i H I 6.652 (d, J=6.8, 1H), 6.451 (d,
J=5.6, 1H). 6.218 (s, 1H). 2.860
(s, 3H), 2.795 (s, 3H), 2.449 (m,
J=14.8, 2H), 2.399 (s, 3H), 2.338
(m, J=14.8, 2H) .MS (m/e): 434.2
(M+1)
71 1 €1-3-(4-(2-H & -1[-S1 =-5-2l o} ] 1= ) 3] ] m] W -2-2 NS (m/e): 372.4 (M)
}1i)‘%ﬂ ofH| =
Nely
]
72 N2-(2-5F Q@ = 9d)-N4-(2- v D -1H-2 &-5- NS (m/e): 350.1 (M+1)
) ¥ v El-2, 4-t]e}nl
N’z‘?
k] =
I
QN‘LN
F
73 3-(4-(2-v D-1H-9 =-5-2 o}u] v ) w @] W] Tl -2-2lo}n] | NS (m/e): 341.2(M+1)
ME =Y
-_—N
M
Sels
\
74 Nd-(2- | & -11-91 B-5-<1)-N2-(3- (Wl & €] &) s ) ] 2] w] [MS (m/e): 362.3 (M+1)

W2, 4-T]o}rl
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75

N N-] ] & -3 (4- (2] - 1H-€1 55
Sl o] ) 7 2] 1] 12~ o] ) WAl 4 o] =

i

|
AL
OO

NS (m/e):

423.5 (M+1)

76

N4-(2-HE8-1H-¢1 &-5-9)-N2-(3-(REZ g =&Fd) 7
)y gu -2 4-t]o}wl

i Q )ﬁ

MS (m/e):

465.4 (M+1)

7

N2-(3,4-t] il E A 3 d ) -N4-(2-H & -1H-21 B5-5- ) 3] 2] ]
w-2 4-t]o}l

N
~ 1L
NH
A0 NF
\O:[::LN)%Nl
H

NS (m/e):

376.3(M+1)

78

N2-(4-F 22 3Hd)-Nd-(2-v| D -1H-¢ Z-5-
o) 3| g)m -2, 4-t]o}wl

%I

N
b
NH

Lo

=

MS (m/e):

350.3 (M+1)

79

|

i
N2-(2,4-t) ZF 9 2 9 d)-N4-(2-H| & -1H-Q &-5-4) 3] g
n -2, 4-t]o}7]

NS (m/e):

352.2 (M+1)

80

N2-(3-Z 2 2-2-ZF 2 299 )-N4-(2-v| & -11-21 &5-5-
o) o g d-2,4-t]o}ql

MS (m/e):

368.3 (M+1)

81

-4-91)-
)3 1w -2, 4-t)
]
N

NS (m/e):

355.3(M+1)

_43_



S==35| 10-1424847

82

N2=(4=(3(Fl o ok i) L2 AT 3 )-Nd-(2-
o - 11i- 21 5-5-9) 31 ¢ v €12, 4-t o} 7]

4

-

N
~OL 0
H H

MS

(m/e):

417 .4(M+1)

83

2-(4=(4-(2-m - 1H-Q1 E-5- L opr 1) 3] ] o) el -2- L o]
) o= A o e

OH

ft %
~ L Oy
H H

MS

(m/e):

376.3(M+1)

84

N2-(3-F R 2-4-5F 2 23 d)-N4-(2-H&-1H-%] &-5-
) ¥ 2| m -2, 4-t]o}R]

B
e n = F
aesNned

MS

(m/e):368.3 (M+1)

85

H
N S o>
it Ll L BT
1] N¢kN s
H H

MS

(m/e):

360.3 (M+1)

86

1-(3-(4- (2 Y- 1H-8) E-5-Sl o} ) 9] 2] 1] el -2l o}
1)) 3 f €] 9-4-2) ] &

H
H H

(
Ani

MS

(m/e):

443.4 (M+1)

87

N4-(2-" & -1H-21 E-5-9)-N2-(3-(2-(4-(ME &
) e g-1-d) o EAD A ) I -2, 4-
tjoll

MS\N/xW W H
(A AL S I
H

MS

(m/e):

521.2(M)

88

o o

k]

MS

(m/e):

437.3 (M+1)

89

N2-(2-E 2 2-4-2 2 e 2 Hd)-N4-(2-H&-1H-%] &-5-
&) ¥ 2| m -2, 4-t]o}R]

MS

(m/e):

368. 1(M+1)

90

MS

(m/e):

384.3(M+1)

91

N2-(4-EF 2 2-2-55F 2 23 d)-N4-(2-H & -1H-%] &-5-
)3 2| m -2, 4-t]o}R]

H
geeWass

F

MS

(m/e):

368.3(M+1)

92

N2=(3-(2- (] v e opm] 1) o 3] ] )-Nd- (2~ &= 1H-1
5-5-91) ] ] -2, 4-t] o}l

y
NN -

o b7
/N\_/‘\O HAN H

MS

(m/e):

403.4 (M+1)
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93

N2-(2-P € 1H-91 5-5-2))-Na-(3-(3- (M 2 2 ) 22 %
A3 ) €] ] €l-2, 4-t]opu)

H
I e
— \ J[:j\ 2

MS

(m/e):

452 . 3(M+1)

94

2-(1- ( (4 (2-"E-11-¢1 E-5-Yo}r] )T g n d-2-2
ofm )l ) ¥ o] 2l -4-<) o g

V\Oﬂxﬁ\@’jﬁ

MS

(m/e):

457.4 (M+1)

95

y
N4 (2~ D11 Q1 5-5-2) N2~ (3~ (3] o 2 Sh-4-<A vl
AD)Ed) I g e e -2 4-t o}

5 =T (2

MS

(m/e):429.4 (M+1)

96

Nd-(2-o & -11-91 5 -5-9)-N2- (3~ (7] ol ] Wl -3~ 5 A]) 7]
D)3 ud-2, 4-tjopl

H
H@\o’QNi/Nj\N’@}

MS

(m/e);416.4 (M+1)

97

1-(3-(4-(2-"E-1H-¢1 =

2l E-5-dotr] i) I 2] d-2-d ofw]
=) I g d-4-2

MS

(m/e):

429.4(M+1)

98

(S)-N4-(2-w| & -1H-01 &-5-2 )-N2-(3-(F S| g-3-g =
AheEd)d gl md-2, 4-tjolql

H
T I 0

MS

(m/e):401.4(M+1)

99

N2-(3-(1-(ME=xd) ¥

N4-(2-H & -1H-21 &-5-Y )~
w12 4-t]o}Tl

)-
=9d-3 O%N)ﬂé)ﬂﬂ
e,

MS

(m/e):

479.5(M+1)

100

M%&ﬂ%ﬂmﬂ%ﬂ%DW%w%ﬂﬂﬂﬂﬂ%ﬁ%bﬂ
d) ¥ g n)d-2, 4-t] o}

—*KQI::l\ IS Ne

MS

(m/e):

415.5 (M+1)

101

N4-(2-w & -10-

iy
Ql N2-(3-(3-(4-(ME&Ed) ]
HepH-1-ed) 22

)=
Ad) ¥ g e-2, 4-tfofwl

Jmmm

MS

(m/e):

536.6 (M+1)

102

N4-(2-w| & -1H-21 &-5-Y )-N2-(3- (3~
REZYeX2ZAN)Ad) v d-2,4-t]o}ql

H
oCN/\/\O/@ )N‘:Nj\ m

MS

(m/e):

459.6 (M+1)

103

(R)-N4-(2-m & -1H-91 5-5-U)-N2-(3-(1- (M Ed &£ ) 9]
2 9-3-Y5A) ) 3 2 v ©-2, 4-t] o}

H
esoNn N olet]

Ms

(m/e):

479.5 (M+1)

104

(E)~N N-T] 7] &1-3-(3- (4—(2-] &~ 1H-2) -5~ o} ] 1)
2] el-2-elofr] 1) ) ok A opr] =

!
/N'F/@Hiﬁ;tﬁ/@:’%

MS

(m/e):

413.2(M+1)
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105

ﬂalHNESQDN(SB(QODE

MS

(m/e):

507.

5(M+1)

106

N4-(2-" & -1H-21 E-5-9)-N2-(3-(2-(
g olu] ) o EA) A ) F] & v Hl-2 4-t]o}

'““\/\bJE:lWJK:EW/Eij:i**

MS

(m/e):

389.

5(M+1)

107

2 2-2-HE-11-2E-5-U 5 A])-N-(3-(3-(¥]
-l -GAlo| ) T2 Z AT )

MS

(m/e):

491.

5 (M+1)

108

-(2-ME-1H-2% °
Dole)m et }HE
H
]

JH*“
>~

MS

(m/e):

453.

4 (M+1)

109

N4-(2-w & -10-
Z A dd) ¥ gl

H e
N

H
4 M ‘ N.\ 0\/‘\/“‘\)
N LN
i

Ms

(m/e):

475.

5(M+1)

110

Y EF 0 2-N-(4-(4-(2-vE-11-Q E-5-Lo}n| ) 7] 2]
d-2- o} 1 )ﬂl%)ﬂlﬂg—éo}ﬂlE

H

]
oH
FgC_é_,N NE
i 1L [
I [§]
X

2 m

MS

(m/e):

463.

4 (M+1)

111

N4-(2-H & -1H-¢1 &-5- )-N2-(3-(2-9 S o] ZA] ) 7|
D) ¥ ud-2, 4-tjopl

u

MS

(m/e):

461.

4 (M+1)

112

N4-(2-m| & -1H-21 E-5-2)-N2-(3-(2-F] Zg H o EA] ) 7|
D)3 el n)d-2,4-t]o}ql

NIO

<10, 1 @

MS

(m/e):

429.

4(M+1)

113

N4-(2-v € -1H-<1
D) v v -

.
Q\/\QQNAN ‘ /

MS

(m/e):

493.

1 (M+1)

114

NA-(2-¥ - 1H-Q1 E-5-)-N2-(3-(2- (] & d-1-<) o]
dexd)dd) v d-2,4-t]o}rl

i
-
O/Q ‘ w
g UL L
& H H

MS

(m/e):

477.

1(M+1)
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115

N4-(2-H & -1H-Q1 &-5- )-N2-(3-((4- (& = d ) I
ZF-1-)eHHAd mwﬂ— ,4-tjo}vl
i

NoRega ey

MS

(m/e):492.4 (M+1_

116

2-(4-(3~(4-(2-P D-11-91 55~ o} m] 1) 3 2] ] gl -2
obv 1) ) 3] 221 1- ) o &

f H
VSRS b Rdns

MS

(m/e):

458.5 (M+1)

117

N4-(2-Hl & -10-¢1 E-5-Y)-N2-(3-(H & &= d v &) ¥
) gu -2 4-t]o}w

H
O -
H H

MS

(m/e):

408.3 (M+1)

118

N N-E] o €3 (3-(4- (2 - 1H-91 B -5- o] ) 9] 2] ]
w-2-2lofu] ) 3 ) 3 2 gropn] =

;
/N'EN@HQH@’J%
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211 NA-(4-ZF 0 7 -2-| & -1H-¢1 E-5-9)-N2-(3-(2-H ZA] |MS (m/e):408.4 (M+1)
oAl EA] Bl d) I B v -2, 4-t] o} T
H o
N Kl M
O O
212 N4-(4-ZFQ 2-2- uﬂ% 1 -QNE-5-U)-N2-(3-(2-#1FA] |MS (m/e): 525.5(M+1)
oAl EA Bl d) I B v -2, 4-T] o} T
el el
S
213 N-(2-(tjHdolu] ) o &) -3-(4-(4-ZEF 2 B2~ MS (m/e): 448.5 (M+1)
W e -1H-91 E-5-L o] i) I] g W] T -2~ o}m] 1 ) ¥l = o}
N N
HN /
. F
o H
214 N4-(4-ZF 2 2-2-v| & -1H-2 E-5-24)-N2-(3-(2- (W&o} |MS (m/e): 407.5(M+1)
") o EADH ) I B H -2, 4-t] o} 7l
ﬂwﬁxum\ﬂm
215 (B)-3-(3-(4-(4-ZF 2 2-2-vd-11-¢1 E-5-Yo}n| =) ] |MS (m/e): 473.1(M+1)
gud-2-doln ) Hd)-1-EEZF =T ZE-29-1-&
H
o™ N M
k/N\H/\vQ )':ND\H 4
216 N4-(4-ZF 0 7 -2-v|e- 1H ol &-5-9)-N2-(3-(3-E| & MS (m/e): 493.5(M+1)
22 Z2AN Y)Y nE-2,4-t]o}7]
o H e
EEC RS 5 i
217 N4-(4-ZF Ei 2-m| El-1H-¢1 &-5-9)-N2-(3-(2-22ZZ [MS (m/e): 511.4(M+1)
Fﬂﬁﬂ% xeh)dd) A e nd-2,4-tj o}l
S
oty o
218 N4-(4-ZF 0 2-2-H & -1-¢1 5-5-Y)-N2-(3-(2-E] & MS (m/e): 479.4 (M+1)

2Emd 5A) A ) v v -2, 4-t]opl

H
SCN“/\O’Q\H’NLN Hw
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219

( S 2-2-mE-11-25-5-9)-N2-(3-(2-(H =g
1:4_—1—%1)011% A I v d-2, 4-tlolrl

MS

(m/e):

447 .4 (M+1)

220

N4 (4—4 F0 2-2-e-1H-¢1&5-5-4)-N ( -((4-(Hd
)y g-1-d)ve) A d)F v -2 4-tlo}w

oy o R
SResSRans

MS

(m/e):

510(M+1)

221

‘o
(4-(3-(4-(4-Z=F 2 2-2-ME-1H-A E-5-Lo}r] =) 3]
u

2-
gl -2-dopn| )il ) 9] o] 2pzl-1- ) o ¥

oy m

MS

(m/e):

474.7 (-1

222

3-(4-(4-ZF o 2-2-vE-1H-A =-5-
Jolr )3 g ud-2-dolr ) H d v Bl X | o] E

QoM s B
ATSSRerS

MS

(m/e):

428.4(M+1)

223

Nd- (4= 0 2-2-v & -1H-Q1 & -5-9)-N2-(3- (W[ D& X
e dd) ¥ 2w -2, 4= ol

W 1 EL:ZLHK;LHW

MS

(m/e):

426.4(M+1)

224

2E 4-(2-(3-(4-(2-HE-1H-¢1 E-5-L o}n| 1= ) 1] g
2-

Bl E-
md-2- ohu| 1) ¥ 25 A] ) o &) 9 o 2 - 1-7h 2 A 2 o]
=

MS

(m/e):

544 . 4(M+1)

225

EHE

o}ﬂ]

=2 X5
==

(2-(3-
Je-2-

—[II
== &

2-
) -

19

n

i N b

sWN e sNact
A Hof

4-
?o éo}ﬂh)iﬂiﬂ)011%)EMIEVJ—1—7

o] E

m*%r

Boc.,

MS

(m/e):

562.3 (M+1)

226

3-(3-(4-(4-ZF 9 2 -2-u & -11- 015—5—%°}ﬂ1i)ﬁ1ﬂﬂ1
H-2-Yojr 1)) Hd)-N, N-t] v & Z 2 o} =

Ve N

MS

(m/e):

433.4 (M+1)

227

()-3-(3-(4-(4-Z-F- 9 2-2-v] &-1H-2] E-5-2 o}v] 1) 7]
2] 1) €1-2-9l ofu] 1) i) )-N-vi| &l o} Fopr] =

‘ .
i /
A T
0 B i

MS

(m/e):

417.2 (M+1)

228

N4-(4-ZF 0 7 -2-1 el -1H-21 E-5-Y)-N2-(3-((e| E &} 5]
= 2-20-v#-4-d)HEAD A ) I g r] -2 4-t]o}r

CL%I#

MS

(m/e);

448 .4 (M+1)

229

N2- (3 (2o} o A H ) -N4-(4-5F L Z-2-
o gl -1H-91 E-5- 01)4;4 -2 4-t]o}wl

i

/

HM
oy
|
HzN\/‘\O HJ\N"

MS

(m/e):

393.2 (M+1)
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230

(3-(4-(4-Z=F o 2-2- uﬂ% 1H-91&E-5-YUo}r| )

N- 5]
T-2-Qlobe] ) Wl ) ] B E o] =

MS

(m/e):

441.4 (M+1)

231

MS

(m/e):

421.2 (M+1)

232

3-(4-(4-ZF o 2-2-vEd-1H- O% 5-
Jolr] ) 7] g H) -2~ o}r] 1 ) -N-(2- R 2 & ]

Zojln =

.
= M
ajAJyElQ§%£PQH

gl

b

MS

(m/e):

490.1 (M+1)

233

3-(4-(4-ZF 0 Z-2-v & -11-915-5-
op] )3 2w -2-dopw] 1) -N-(2-(F] 3| 2 - 1-<d) o]
)l=otn] =

H
M

Moo
e Y@b

MS

(m/e):

488.4 (M+1)

234

3-(3-(4-(4-FF 2 2
w-2-dopu] )3 d)-

H

i LI
I

M J\N/ &

:z bJ
éé

MS

(m/e):

419.2 (M+1)

235

(6]
giwﬂl% 1H°%5—

3-(4-(4-ZF
Lopr] ) v v -2-d opr] 1) -N-(2-m| FH A of| & ) vl = o}

0=

~0

HM.,_.O

ﬂj@u 'N)\Hé

£y

MS

(m/e):

435.2(M+1)

236

N-(4-(4-(4-FF 2 2-2-9 & -11-9 E-5-%
W-2-Sofu] ) ) g Eoul =

)
M
LI~
i !
0,87 WF
s
M7
!

2Jopr] ) 9] 2] v]

MS

(m/e):427.2 (M+1)

237

2-(3-(4-(4-EF 25~

—Ldopr ) dd)-

S-d o] )] 2]

S oAl o

\/
ZN

-2
6} ]
Qx/\-[\]

Ms

(m/e):

504.1(M+1)

238

3-(4-(4-ZF o 2-2-vE-1H-A =-5-
Joln] )3 g ud-2-d o} u] 1= )-N-(2- (W & o} 7] 1 ) -2
ool )wl =oln =

MS

(m/e):

448.2 (M+1)
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239 N4-(4-ZF 9 2 -2-W & -1H-¢1 5-5-2)-N2-(3- (| E&}3] |MS (m/e):434.4 (M+1)
= 2-20-3 #-4-Ld S A Hd) ¥ g v g-2 4-t]o} Tl
K
(8} [
el mlace
240 1-(3-(4-(4-ZF 2. 2-2-MEd-1H-¢ E-5-don =) I 1] |MS (m/e): 441.4(M+1)
d-2-dolr)wld) &y d-mgolnl
Mevs
S A)j
HO
241 N4—(4—%$g -2-m e -1H-2 E-5-2)-N2-(6-WEA]1 & |MS (m/e); 365.4 (M+1)
d-3-d) 7 g ud-2,4-tjo}ul
K
Hi 7
A = e F
LA A
H
242 NA-(4-EF 0 Z-2-WE-1H-QN E-5-U A )-N-(3-(2-EZ |MS (m/e):464.4 (M+1)
Z o SA) A ) 9 g v e -2-o}7]
;
I B
@O/(N\/)N\HQO/\V@
243 NA-(4-EF 0 Z-2-W e -1H-QN E-5-U KA )-N-(3-(3-EZ |MS (m/e):478.4 (M+1)
ZY =X 2 EZ AN Y) g d-2-0}7]
i .
w’glﬁ IOWA S
244 2-(3-(4-(4-ZF 9 2 -2-v|d-1H-¢1 &-5- MS (m/e): 395.4 (M+1)
-2 A]) ¥ 2] v e -2- o}r] 1 ) F| =5 A] ) of B2
H = OH
se s NeW;
245 4- (4—4 FQ Z-2-wE-11-01&5-5-U A )-N-(3-(3-(E] & |MS (m/e): 526.7 (M+1)
De—};ﬂp_lv‘ly_
Aol =) 2 22 A A ) ] & v dl-2-0} 7]
m
P— LK
246 R)-4-(4-FF 0.2 -2-W-1H-A=-5-L5A])-N-(3-(I] |MS (m/e): 420.5 (M+1)
S H-3-d5A) ) 3 gl —2—0} N
oy
247 (9)-4-(4-FF 2. Z2-2-W - 1H-A=-5-L5A])-N-(3-(I] |MS (m/e):420.5 (M+1)
Ed-3-dE A d) v gnd-2- oPﬂ
b H
Q. N\ R Qs
~ O
248 4-(4-ZF Q2 2-2-WE-1H-Q E-5-L A )-N-(3-(1-(H & |MS (m/e): 512.4 (M+1)
=X d) 99 g d-4-LdEA]) B d) 3 gl v -2-o} 7]
F
o] M H (8]
I g
(5]
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249

ol

(4_E‘Er‘4—i 2- Dﬂ R

-1H- 5-
N-(3-(1-(WEe&xd)

==
2U-3-U A )

MS

(m/e):

498 . 4(M+1)

250

N—(2—(Elﬂﬂ%°}u1+)0ﬂ%) 3-(4-(4-ZF Q9 2-2-
HE-1H-Q1E-5-L A I 2l v d-2-Yo}r] )l Zoju| =

MS

(m/e):

448 .5(M+1)

251

s i
iaeNsNsNev
:

MS

(m/e)

1462.4 (M+1)

252

2-(1-(3-(4-(4-ZEF o 2-2-Hg-11-¢ E-5-d =] ) ¥ g
v e-2-Aolr ) wl ) 3 2l -4~ ) of| ek

j
V\OV@HLELQ&
F

MS

(m/e):

476 .5(M+1)

253

4-(4-ZF 2 =-2-| " -1H-Q1 &-5- A % A))-N-(3-(2-(H &

obu] ) ol ZA]) ) D) 7] 2] 1] Tl -2-0} )

H
M

‘g
i R

% s s
i _\—O N>/_N\ o] F

MS

(m/e):

408.4 (M+1)

254

(E)-3-(3-(4-(4-ZF o 2-2-w|&-11-2 5-5-U L] ) 7 g
ng-2-dojn ) Hd)-1-FE2E T2 T -9-¢l-1-&

H

OO, -

MS

(m/e):

474 .5(M+1)

255

4-(4-ZF 2 2-2-vL-1H-A E-5- L EA)-N-(3-(E=2Z
2l ) d) v g v e -2-owl

MS

(m/e)

1434.5 (M+1)

256

(9)-4-(4-Z=F 2 Z-2-v<-1H-A =-5-
AL AD-N-(3-(I-(ME &z IS d-3-SA)Hd)
sl gud-2-o}wl

"
G N _H Outs £

oot d
N =N s}

MS

(m/e):

498.4 (M+1)

257

3-(4-(4-=F 2 2-2-vE-1H-A =5-5-
A2 A]) ¥ g ) g -2- o}r] 1) -N-w| d Hl Zo}m] =

F o
oo

MS

(m/e):

392.4 (M+1)

258

N
ﬂEZOWWLJﬂiMWWQﬂagéqu

H
N

Noes
Lk g

MS

(m/e):

472.4 (M+1)
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259 S R-N-(3-(4-(4-ZF 2 Z-2-m & -11-21E-5-% NS (m/e): 482.3(M+1)
Al El M -2-dopu] ) ) vl ek opr] =

H

-

o {m
ﬁ

- N)\)j
“ H
260 4-(4-EF 2 2-2-WE-1H-AE-5-LZA)-N-(3-(3-E| & |MS (m/e): 494.5 (M+1)
RaZenx g IA)wd) v e v d-2-0}v
H e
m*@r“\@rmw
261 4-(4-2F 2 2-2-v|e-1H-¢1 &-5 MS (m/e): 496.4 (M+1)
A2 AD-N-(3-(2-(F Zd-1-Y)dd Lz d) )3 g
v d-2-0}g]
C&l\/\g /L/j\ ,@)7
262 4-(4- i - B -1-91 5-5-Y & A])-N-(3-(2-E2 [MS (m/e): 512.4 (M+1)

A RN e

O ng A/j\ m

263 4-(4-EFF o 2-2-v - 1H-¢1 55~ NS (m/e): 480.4(M+1)
AEANN-(3-(2-El e R 2 F = A # ) 7]
) e-2-0p

i
SQ\/\OQNJT@LOQLF

264 4-(4-ZF 0 2-2-v| e -11-¢1 &-5- MS (m/e): 448.4 (M+1)
AL A])-N-(3-(2- (I =g d-1-
)l EA])#d) 3 2] v el-2-o} 7]

ONIO

peeBale

265 4-(4-ZF 9 2 -2-W e -11-¢1 &-5- MS (m/e):511.4 (M+1)
A2 AD-N-(3-((4- (M & xd) 9 A 247 -1-
d)ywE) s d) ¥ g v el-2-o}7l

Nepsgrpess

266 2-(4-(3-(4-(4-ZF 2 2 -2-vd-1H-2 5-5-L2 A3 g |MS (m/e): 477.5(M+1)
) d-2-dojn ) 2) v o] 2} 7 -1-Y ) o gH&

oy m

ﬂlfﬂ

267 4-(4-FF Q2 2-2-ME-1l-AE-5-L A -N-(3-((FIEZ} |MS (m/e): 449.4 (M+1)
8| =2 -2H-3] g-4-d) v 5] ¥ ) 9] 2] ] R -2-of Wl

268 ZFLEN-(4-(4-(4-ZF 2 =-2-"E-1H-AE-5-< |MS (m/e): 482.3 (M+1)

E
S AD I v d-2-dopr] ) s d ) v g E o] =
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269

ElE-FE 4-(2-(3-(4-(4-ZF 2 2-2-ve-11-¢15-5-¢
SAD I E-2-dolu| ) H = Aol &) I H g} 7 -1-7F =2
Ao E

(R ,LptL‘,I;:I:;**

=

©

Boc.,

MS

(m/e):563.4 (M+1)
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4-(4-E7- Q0 22w D-1H-Q1 5-5- A S A))-N-(3-(H =2}
3 =22l f-4- A S A)) ¥ ) v 2] w] e -2-o R

L K, L, -

MS

(m/e):435.4 (M+1)
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N~(3- (20} 1m0l 5 4] i W)~ (4~ - 0. 22— - 1H-
Q1E-5-91 5 A3 e vl H-2-0k ]

MS

(m/e):394.4 (M+1)

272

MS

(m/e):

442 .4(M+1)
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(4-(4-EF 2 2-2-vE-1H-Q1 &-5-
Dﬂﬂﬂ62°WWPﬁN(21EENﬂ%HE9}

MS

(m/e):

422.1 (M+1)
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3—(4—(4— = —rEP_i—Z—Uﬂ E-1H-1&-5-
215 4)) 3] 2] ] €1-2- o} ] 1) -N-(2- (W F opv] 12 )-2- % 2
of )il 2ofu] =

-
N N
J\,HTri::LW/i;ZLOJ:;IIJ*—
0 g F

MS

(m/e):

449.5 (M+1)
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3-(4-(4-ZF 0 Z-2-v & -11-91 5-5-
A5 A B 2]l -2-dopr] e ) -N-(2- R 2 E 2] o )l =
ojm =

H
=3 M
e O
Q

0./

MS

(m/e):

491.1 (M+1)

276

N-(3-(4-(4-ZF Q9 2 -2-W&-1H-S1 -5
%%MWWWHk%%}MLwMQﬂﬂ% oju =

H
N
L~
8}

MS

(m/e):

428.1 (M+1)

277

(4-(4-EF 0 2-2-vE-1H-N &5
1) 3] 2] v d-2-d obw] 1) -N-(2- (] ] 2] 'l -1-
yolld)ull = o] =

MS

(m/e):

489.1 (M+1)

278

3-(3-(4-(4-ZF o 2 -2-vd-1H-¢1 &-5-
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g N
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(m/e):

420.2 (M+1)
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279 3-(4-(4-EF 2 2-2-m - 1- =-5- MS (m/e):436.1 (M+1)
A=A S e

161-2-1 b0 1) N (2-5 5 4] &) ¥ o}

280 N-(4-(4-(4-ZF 2 2-2-vg-11-¢1 &-5- MS (m/e): 428.1(M+1)
A& A ¥ g d-2-Hojn] ) H ) v Bk Fopr| =

281 - g-10-21&-5 MS (m/e): 505.1(M+1)
}Hh)xﬂé) N- (2—

A -2-
F2) o] oA Eofr] =

L Lo
Zo it
] N

282 4-(4-Z2 0 29 g -1[-2 E-5-2 2 A )-N-(3-(2- (| & [MS (m/e): 457.2 (\M+1)
S E ) EAD) HEE) ¥ g v gd-2-0}

ooty

283 4-(4-ZEF Q2 2-2-ME-1H-AE-5-L & A])-N-(6-"| 5 A1 3] |MS (m/e): 366.4 (M+1)
gl d-3-) P md-2-op
fl

(0]
sy Ay
H

AL 2841 3-(4-(2-HE-11-Q1=-5-d opr| ) v 2f | el -2-dopm] b ) ol = (S g2 284) 9] §Ad:

o H M HO H
- g BB T e
Mo e T e
Hi|
HNm \:}_
-]
i H

SE=E8 SEE 284

CHCly 5 medp &3 N2-(3-v|EA] ) -N4-(2-m D-1H-S1 E-5-2) 9] v -2 4-t]o}R1 (0.1 mmol) o] &<
+ ol FAr. 7]l BBrs(0.5 mmol)S H7FsHATE. WhE EFEL AFSolA sERE Sob wwEdaL,
o otk Fojxlow ofAEAL YR FZEUT. U5 B AdsR exdeR AFHHAA, ¢
NaxS0, dollA AzxHgon sHHAT. dhFee 244 ﬂiu}il?ﬁwi BAAA 83% &2 d3t= A=
AA = At

tlo <y me ne

I NR (DMSO-ds, 400 MHz): d 10.501 (s, 1H), 9.115 (s, 1H), 8.956 (s, 1H), 8.868 (s, 1H), 7.908 (d,

J=6Hz, 1H), 7.716 (s,1H), 7.271 (d, J=8Hz, 1H), 7.210 (d, J=8.4Hz, 1H), 7.114 (d, J=8Hz, 1H) ,6.968
(t, J=8Hz, 1H), 6.322 (dd, J=8,1.6Hz, 1H), 6.097 (m, 2H), 2.377 (s, 3H); MS (m/e): 331.4 (M+1).

A Ao 285 WA 295: 3}FHE 285 U1X] 2959 ¥4

_63_



[0054]

[0055]

S==35| 10-1424847

3}3tE 285 WA 295 Z42h2 AAld] 2840 7eH AT FAGE WAl o g A E ST
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'H NMR (CD30D, 400 MHz)/MS
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4-(5-(4-(2-vd-1H-20&-5
"] %) -10-9] 2}&-3- %)»ﬂ%

ZT

=
SRy ‘
< ST
Z—
e =
T %

i
(6]

~o}u] ) 9] 2] 1] 1l -2l o}

7.863 (d, J=6.0 Hz, 1H), 7.286
(d, J=8.8 Hz, 1H), 6.830 (br,
20), 6.125-6.080(m, 4H),
5.558-5.527 (m, 2H), 2.415(s,3H);
MS(m/e): 411.8 (M+1).
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\]
PRE:
i,
i

o

_( ] -1H-¢© —-5-2

P
i

b
E/\
e

O
fa s

Y O
el

=

N S

7.791( d, J=6.0 Hz, 2H), 7.584(
s, 1), 7.047 (d, J=8.8 Hz,

1H), 7.063 (d, J=7.6 Hz,
1H),6.974(t, J=7.6 Hz, 1H),
6.882(d, J=8.0 Hz, 1H), 6.794(t,
J=8.0 Hz, 1H), 6.164(d, J=6.0
Hz, 1), 6.124(s, 1H), 2.027 (s,
3H); MS(m/e): 332.2 (M+1).
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e
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E/\
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=5
O
=y Q
4<Z
=
W

10.573(s, 1H), 9.162(s, 1H),
9.007(s, 1H), 8.985(s, 1H),
7.952(d, J=5.6Hz, 1H),
7.766(s,1H), 7.301(d, J=8Hz, 1H),
7.262(d, J=8Hz, 1H), 7.123(d,
J=8Hz, 1H) ,7.011(m, 1H),
6.332(dd, J=8,1.6Hz, 1H),
6.103(m, 2H), 2.391(s, 3H);
MS(m/e): 331.4 (M+1)

289

N

4-(2-m -1/l & -5-<o

=
=

R
5,

i

S
o
=4 &
ot
ol b4
W

o) ) 9] 2 v e -2-L o)

8.133( d, J=6.0 Hz, 1H), 7.324(
d, J=8.4 Hz, 1H), 7.225-7.183(m,
3H), 6.819 (dd, J=8.8 Hz, J=2.4
Hz, 1H), 6.533 (s, 1H), 6.530
(s, 1H), 6.213 (d, J=5.6 Hz, 1H),
6.172 (s, 1H), 2.428 (s, 3H);
MS(m/e): 374.3 (M+1).

290

8.179( d, J=6.0 Hz, 1H), 7.333(
d, J=8.8 Hz, 1H), 7.193(s, 1H),
7.095(s, 1H), 6.953( d, J=7.2 Hz,
1), 6.902( t, J=8.0 Hz, 1H),
6.831( d, J=8.8 Hz, 1H), 6.387(
d, J=7.6 Hz, 1), 6.244( d, J=6.0
Hz, 1H), 6.171 (s, 1H), 3.332 (s,
3H) , 2.454 (s, 3H); MS(m/e):
333.2 (M+1).

291

sl Q
Too=ZT
=
£

-AE-5-Lotr] i) v )

11.249(s, 1H), 8.943 (d, J=4.8
Hz, 1H), 7.920 (d, J=5.6 Hz, 1H),
7.867 (m, J=6.4 Hz,2H), 7 128(d,
J=8.0 Hz, 1), 7.078(t, J=8.4-6.8
Hz,1H),6.797(s, 2H), 6.589 (s,
1H),6.217(s,1H) ,6.075(s,1H),
4.061(m, J=7.2-6.8 Hz,1H)2.406
(s, 3H); MS: 350.2(M+1).

292

to

- & -1H-

ut

vE |
e,
o |
T Tl
il

£
mktg

ql”?

=
o
45
m
Z—
s o
T Wi

n&
e

-5-otr| ) v 2 n|

ﬂl

11.212(s, 1H), 8.845(s, 1H),
8.689(d, J=10.0Hz,1H), 7.868 (d,
J=5.6 Hz,2H), 7.427(d, J=8.4 Hz,
20), 7.107(t,

J=8.4-6.4Hz,1H) ,6.509(d, J=8.0
Hz, 2H), 6.208 (s, 1H),5.940(m,
J=3.6-1.6 Hz,1H) , 4.060(m,
J=7.2-6.8 Hz,1H),2.408 (s, 3H);
MS(m/e): 350.2(M+1)
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[0056]

[0057]

[0058]

[0059]
[0060]

[0061]

[0062]
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293 3-(4-(4-ZF 9 2-o-vWE-1-0E-5-Yo}n )T gln]  |11.217(s, 1H), 9.069(s, 1H),
H-2-oln ) H = 8.836(s,1H), 8.715(s,1H),
i 7.922(d, J=6.0Hz,1H), 7.224 (d,
HO H |N\ J=8.4 Hz,2H), 7.128(T, J=6.4-2.4
T:i:rp N Hz, 2H), 6.839(t,
e J=8.4-6.4Hz 1) ,6.2638(d, J=1.6
_ﬁgfliij/ Hz, 2H), 6.249 (s, 1H), 6.207 (s,
N 1H) , 4.043(m, J=7.2-6.8
Hz,1H),2.400 (s, 3H); MS(m/e):
350.20+1).
294 3-(4-2-vEil Z[d] SAFE-6-Holr ) I nd-2-Y |9.500 (s, 1H), 9.175 (s, 1H),
obn ) H = 9.054 (s, 1), 8.164 (s, 1H),
i 8.003 (d, J=6.0 Hz,1H), 7.569 (m,
HOT[::rN\WN“ 2, 7.230 (m, 2M), 6.996 (dd,
N> 1H), 6.338 (d, J=8.0 Hz, 1H),
5 el 7.239 (d, J=6.0 Hz,1H), 2.607 (s,
1T 3H). MS(m/e): 334.2 ().
I
295 3-(4-(4-ZF 9 2-2-WE-1-2A =-5- MS (m/e): 351.4 (M+1)
AL A I ) d-2-d o] ) o] =
OH
WJQ\OJQ\H
F

Ao 296: N-(2-W]SA] T g]u]9-4-U)-N-(2-H| & -1H-2 E-5-Y ) ¥ gl v -2 4-T] o} 7l (3} 5+ 296) 2] A:

HEre 10 meoll g3E 2-F 2292 n)d-4-0}(1 mmol) ¥ W= @%45 (1.5 mmol)2] &AL 2 AIZ+ Fot
SdHFEAL, S AAZF T AFHEL CHLCLO &3lEAT B2 AAHJL, F54 NaSO, AollA AFEHAa

g AEelA sFE o] 2-vEA v g d-4-opnl s A H At

“nj;:]“ujgzj“n’fi:[z}_

Y= 296

O&Atel= 3 meoll galE 2-mE AT ud-4-0}71(0.1 mmol) B N-(2-F 223 gnd-4-d)-2-H&E-1H- 5~
5-0}71(0.1 mmol) o] &Moll CsCO3(0.2 mmol), Pd(0Ac)»(10 mmol%) % FEFE(Xantphos)(10 mmol%)o] 7=
o}, E3E8 2009 wlolaEd FAM(microwave irradiation)dlellA 40 B FoF wwkE k. Wz 3o, A7)
SANE AEPD AL AF oA sFHHJoH, A v€%7@§ﬂiﬁilﬁﬂ§-@ﬂﬂﬂN%%ﬂ§
Ahﬂﬂuhaﬂyeb—wwzam%en%Lifﬁ—%)Aﬁhﬂﬂf&4—d°Pﬂg DA HAHGE 48%).

I NMR(DMSO-d6,400MHz) : 10.839(s, 1 H), 9.718 (s, 1 H), 9.281 (s, 1 H), 8.162 (d, , J=6.0Hz, 1H ),
8.032(m, 2H), 7.693 (s, 1H), 7.251 (d, , J=8.8Hz, 1H), 7.099 (d, , J=7.2 Hz, 1H), 6.300 (d, , J=6.0
Hz, 1H), 6.107 (s, 1H), 3.863 (s,3H), 2.383 (s, 3H); MS (m/e): 348.2 (Mt1)

= 87 'H NMR (DMSO-ds, 400 MHz)/MS
297 N-(2-v| S A 9] gl -4-A)-N-(2-"&-1H-Q1=-5- |10.837(s, 1 H), 9.421 (s, 1 H),
)y gud-2 4-tjo}yl 9.144 (s, 1 H), 7.978 (d, J=6.0Hz,

1H ), 7.838(d, J=6.0Hz, 1H), 7.606
(s, 1H), 7.333-7.303 (m, 2H), 7.249
(d, J=8.4 Hz, 1H), 7.084 (d, J=8.0
Hz, 1H), 6.205(d, J=5.6 Hz, 1H),
6.088 (s, 1H), 3.775 (s,3H), 2.382
(s, 3H); MS (m/e): 347.2 (M+1)

4
i\z

110
|
o !
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[0063]

[0064]
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[0066]

[0067]
[0068]

[0069]
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298 N-(2-H ZA] 9] 2] -4- ) -N-(2- | - 1H-91 & -5-
) s -2, 4-t]opwl

11.258 (s, 1 H), 10.400 (br, 1 H),
9.036 (s, 1 H), 8.829 (s, 1 H),
8.509 (s, 1 H), 8.048 (d, J=8.4 Hz,
1), 7.911 (d, J=5.6 Hz, 1H),
7.007-7.122 (m, 2H), 6.743 (dd,
J=8.4 Hz, 1.6 Hz, 1H ), 6.194 (s,
1H), 6.012 (br,1H), 3.166 (s, 3H),
2.397 (s,3M); MS (m/e): 428.1 (M+1)

299 N-5-

(4-(2-MEd-10-A E-5-I A ¥ g u]d-2-Y

-
obv] 1) 3] 2] K12~ ) w B E o] =

H
N

~OTT O

MS (m/e): 411 (M+1)

A Al 300:

Clxpﬁj;:j
[H
ptel

N-(2-(4-&

N-(2-F 2232 nd-4-)-2-m & -1H-91 E-5-0}71(0.1 mmol) X p-Z
A=A, 71l KL0,7F H7FA 0.2 mmol) .
AEon oA ELL oE®
A AzxEger s&FEHAY. 2 At

3008 9A =AU},

HONVR (DMSO-d6, 400 MHz):

7.295 (m, J=8.4-3.6Hz,
5.902 (s, 1H),

2Ae 301 WA 303: 3+

3}3HE 301 WA 303

2.402 (s, 3H);

AAldl 30000 71EE AL FAEE 9h

FoRd S

KGO0

g
HO

T= "%

SHEE 300

=
AIZE F

60ColA 5
FEYAY. /7

d 10.802 (s, 1H), 9.491 (s,
4H), 7.236 (d, J=5.4 Hz 1H),
MS (m/e): 335.1 (M+1).

£ 301 WA 3039 A

g

5o =i AasE eHoR AHHn

g f4 AFES 28 IA2eEIYIE HAAA 6%

1H), 7.990 (d, J=5.4 Hz 1H),
7.133 (d, J=5.6 Hz, 1H),

AN g d-4-)-2-H e -11-2 E-5-o}W (3} 35 300)2] A

0._N
: |
. N

PSS M

FL2H=(0.1 mmol) DMF 0.5 mbol] &
WRkE o]Fo, W EFELS B I

5 Na,S04 o )3

7.495 (s, 1H),
6.486 (d, J=5.6 Hz, 1H),

o7 Az}

shi= k! 'H NMR (CD:OD, 400 MHz) /MS
301 9T & N-(2-(4-3l| = A 7 2= A ) o] @] u] 94— )~ 1[-  |11.190 (s, 1H). 9.046 (s, 1),
ol E-5-0}11 7.959 (s,1H), 7.931 (d,
J=6.0Hz.1H). 7.681 (d, J=7.2
[::LO/[::]/ T Hz,2H), 7.361(t, J=8.0-7.6 Hz,

2H), 7.114 (m, J=8.4-7.2Hz,3H),

v A 6.903 (d, J=8.0 Hz, 2H), 6.755
‘Aiijiijﬁ (d, J=7.20z, 2D, 6.179 (s,1H) ,
H 6.024 (s, 1H), 2.338 (s, 3H);
MS(m/e): 409.2 (M+1)
302 N2-Alo] Z2 3 2 3 -N4— (2~ & -1H- ) E-5- 7.739 (d, J=6.4Hz, 1H), 7.593 (s,
)yl gud-2,4-tjo}ul M), 7.252 (d, J=7.6 Hz, 1H),
i 7.119 (d, J=8.0 Hz, 1H), 6.009
§7/N lN\ (s,1H), 6.016 (d, J=6.0 Hz, 1H),
N 2.425(s, 3H), 0.784 (m,
b J=5.2-2.4, 2H), 0.626 (m,
__g?:lijj’ J=2.0-0.8Hz, 3H), 0.547 (m,
N J=2.0-1.2Hz, 3H). MS(m/e):

280.2(M+1)
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[0070]

[0071]
[0072]

[0073]

[0074]

[0075]

[0076]
[0077]

[0078]
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omn

303 N2-Abe] Z & A -NA-(2-H - 1H- 21 -5~ MS (m/e): 322.3 (M+1)
7

Aol 304: 5-(2-3(-SEA A=A v 2 r d-4-L A )-2-mE-1H-9 = (382 304) 2] 4

1 M O M
HO iy - s
CI\],N\ m Mo e KL -
|
Moz 7 M al
s e

O"H-..
SHEE 304
EtOH 5 meol]l &3)% 2,4-t)F 22927 (1 nmo) 2 5-3]| =2 A-2-HES=(1 mmol) &M EtsN(1 mmol)o] 3
7hE ATk, Bk EFES 5 AIRE st FRHAT. X FEddA s AAGL HL0E HIREE S, A7) £
e BtOAc2 FEHAT F7155S T2, ¥3F NaCl F&Ho= AHun, 74 Na,S0, FolA dxd
F 2F AHeA wFHJY. 1 A Fe {§A4 AFES ZE ARnEIHIAR ZAAA 5% & 5-
d-4-45

. 0471011 K4C05(0.2 mmol)°1 A7t e W ERES 60 COﬂH 5 /‘] OJ wRhE 5o %i B4 =gl
OMAEAL dE 2 FEEAY. #F7]52 3 AdTFE AR AFHEAAL, T4 NaS0, el dxE oo

FEHAT. AR &S AYES ZF AZvEIHAZ HAANA 76% TS YP8ES DA HA.

H MR (CDs0D, 400 MHz): d 8.303 (d, J=5.6 Hz, 1H), 8.084 (s, 1H), 7.305-7.262 (m, 3H), 6.908 (dd,

J=8.8 Hz, J=2.4 Hz, 1H), 6.816-6.764 (m, 3H), 6.463 (d, J=5.6 Hz, 1H), 6.226 (s, 1H), 3.780 (s,3H),
2.465 (s, 3H); MS (m/e): 346.5 (M-1).

Aol 3050 3-(4-(2-w”-1H-QlE-5-Lotr] ) v gfud-2-dopr| )Wl = E- (8152 305)2] §4

M

Tl N S

Clo M HzM M P @ \IN]//

IO G S
N = + H EtM HN\C[NI\P \CEN‘:}
o] ;
i k
SEE 305

Et:N (1 mmol)S 2,4-t]ZFZ 231 (1 mmol) ¥ 5-ofu] =l =0 v t}Z(1 mmol)S EtOH 5 méel] &3iA)7] &H
o A7HUY. g & 2 5 AZF B BFHAT. JAF AEAA SulE AASIL L0E HIES o,

=
FEEAG. F7ISES EEEM, £} NaCl FE&do= AHEH, F Na,S0, oM A
1

29 F QAT AU FEAUG. AFEE 29 AREAE GAAA 808 S N-(2-FREv v
~4-8D)- - [d] o] v -5l & g}

N-(2-F 229 | gd-4-A)-1H-A % [d] o] 7]t} ZF-5-0}71 (0.1 mmol), 3-o}r|>=®IZYEZH(0.1 mmol) 2 p-TsOH
E53to]| =g 0] E(0.2 mmol)& DMF 0.5 méol] SaiE AT, W EFEL 60T 5 AlZF Tk uvty 3o &
2 AHon o NELL oER FE2HUY. F71TS B HAAeR SR AFEAA, T NasS0, &

A HzxHdon FFWAY. 1 A3 AAEE ede Ayl AmntEIaRR AAXA 76% & shEE 305
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[0079]

[0080]

[0081]
[0082]

[0083]

[0084]

[0085]

[0086]

[0087]

[0088]

[0089]
[0090]

S=S5| 10-1424847
g A =%

I NIR (CDs0D, 400 MHz): d 8.178 (s, 1H), 7.942 (d, J=6.4Hz,2H), 7.825 (br, 1H), 7.633-7.603 (m, 2H),

7.469 (dd, J=8.8Hz, bHz, 1H), 7.212 (t, J=8.4 Hz, 1H), 7.075 (d, J=8.0Hz, 1H), 6.254 (d, J=6.0 Hz,1H),
3.345 (s, 1H); MS: 327.2 (M+1).

AALd 3060 N2-(3-wlHA 8 d)-N4-(2-ml Wl = [d ] SAFE-6-9) 9] 2l v -2, 4-T] o} R1 (8} 3H= 306) 2] 43

Clo, N er
HH T mI:::rN
CI\H)\I 2 \C[O)_ EtgM N\‘,«J pTSOH \g
M i HK o
L -
cl : . :
2EE 306
Wl 22 ALZ-5-0}91 (1 mmol )< EtOH 5 meol] &3
FFHAT. A AHolA fulE AL H0E H7H3
Zoh NaCl &0 MFE, T4 NasSo,
29 FRutEageE AAANA 73% S8 N-(2-F 2

=
—
w
=
=
=]
=
o
Z
o
\e}
S
o
lu
il
ot
(o H
4
A
sy
T
=
=]
=
o
Z
g
- Do
|
i)
o
<

o, 7] E3F=S EtOAc® F

golH Az F AF FHA sHHAT. AR
239w H-4-9)-2- W £ [d] SAHE-6-0l S

e
i
32
i)
Ho
N
ofj
il
rlo
o
)
i
=

N-(2-F 229 g d-4-4)-2- el % [d] 2A}ZE-6-0}1(0.1 mmol), 3-H]EAo}d# (0.1 mmol) % p-TsOH =
o]l =# o] E(0.2 mmol)S DMF 0.5 mboll &ad ). wg ZIEL 60TCoA 5 A7F Bk wpky o), B2
g E o oA ES EE2 FZHIY. 752 B AA,E SAFeE AFHa, ¥4 N
AzFPNoH FEHHEHAJG, 2 A3 PAEH od IFELS 29 Azneaddz AAAA 826 & IFIE
3065 A =),

" NMR (DMSO-d6, 400 MHz): d 9.431 (s, 1H), 9.158 (s, 1H), 8.136 (s. 1H), 8.022 (d, J=5.6 Hz.1H),
7.566 (d, J=8.8 Hz, 1H), 7.517 (d, J=8.8 Hz, 1H), 7.418 (s, 1H), 7.367 (d, J=8.0 Hz 1H), 7.126 (t,
J=8.4 Hz, 1), 6.490 (m, 1H), 6.224 (d, J=5.2 Hz,10), 3.674 (s, 3H), 2.609 (s, 3H); MS(m/e): 348.3
(M+1).

AAd 307: N2-(3-olEl dald)-Na-(2-m Wl Z[d] SAIE-6-Y) F 2l v -2, 4-T] o} (835 307)2 4.

3% 3072 Ao 3060 71EH A A

=

WA o GAET

' NR (DMSO-d6, 400 MHz): d 9.566 (d, J=5.2 Hz, 1H), 9.309 (s, 1H), 8.099 (s, 1H), 8.038 (d, J=6.0
Hz, 1H), 7.917 (s, 1H), 7.805 (d, J=8.4 Hz, 1H), 7.574 (m, 2H), 7.231 (m, 1H), 6.996 (d, J=7.6 Hz,
1H), 7.278 (d, J=5.6 Hz,1H), 4.059 (s, 1H), 2.608 (s, 3H); MS(m/e): 342.2 (Mt1).

Ao 308: N2-(3-oll Bl d = d)-Nd-(1H-21 o} =-6-) ) 2 n] 91 -2, 4-T] o} 7l (3} & 308) 2] A

o
Cl.__M Hg o \T/
e \@[WN BN Nz p-TsOH

M., ¥ HM 3
H ™ ]
H

EghE 308

Et:N (1 mmol)& 2,4-UZ 229 &u] (1 mmol) & 5-oF)=<¢1c}2(1 mmol)S EtOH 5 méol] &3fA171 golof] X
e A EulE AAStE 05 H7MeE o, A7) &

, 23} NaCl 8oz M, 4 NaS0, JellA] x4
o, 2 Ay AAE g Ay mauegddz AAAA 0% Y N-(2-F==

>
e
offt
r o
riot
=
i
o3
2 &
)
ofl



[0091]

[0092]

[0093]

[0094]
[0095]

[0096]

[0097]

[0098]

[0099]

[0100]
[0101]
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I 2 v d-4-U)-1H-Q1 th&-5-0}1 & AA ).

N-(2-2 223 gud-4-4)-1[-21t}Z-5-0}71(0.1 mmol), 3-9E]Lo}d= (0.1 mmol) % p-TsOH(0.2 mmol, H%x
sto]l=glo]E)S DNF 0.5 méol]l &afEAt. ¥ EFES 60TCoA 5 A7 B¢F wutd Fo, B2 3XMElo
H ol EAL o2 FEHTFUTE. §U5S B AAS5E £ad o A EA, T4 Na,S0, AellA AxFU
o =Y, FEEL #Y gRutEadd R AAAA 74% 59 EE 308S AA FHYo).

" NMR (DMSO-ds, 400 MHz): d 12.966 (brs, 1H), 9.344 (brs,1H), 9.234 (brs, 1H), 8.145 (s, 1H), 8.005

(m, 2H), 7.893 (s, 1H), 7.795 (d, 1H), 7.527 (d, J=8.8 Hz, 1H), 7.471 (d, J=8.8 Hz, 1H), 7.212 (t,
1), 7.021 (d, 1H), 6.626 (d, 1H), 4.037 (s, 1H); MS (m/e): 327.2 (M+1).

A A4l 309: N2-(3-#|EA 9 )-Nd-(2-F| & -1H-Q E-5-< ) F 2l v Y -2 4-T] o} 71 (8}3E 309)9] &4

e, 8 ﬁf% @”ﬂl

| R F pTs0H =T=0H
Moo H H
N
o H
SHErE 309
2, 4-0)F22-5-ZF0 291U (1 mmol) L 5-o}n]x=-2-w|E&S1E(1.5 mmol)E CHO0H 3 m¢ ¥ H,0 9 mlol] &3

-5-
Stk vbg e Aol 1 AR EoF vk Fol], H0E B E LA, 2N HC1R A st flon &
AYEAT. o] F, 7] wg EFEe oAHIL, N0 AFEen AxEo] 78k F&o N-(2-FRR-5-=F
[e2]

N-(2-222-5-ZF 2 29 gn|d-4-<)-2-wE-11-A=-5-°}1(0.1 mmol), m-wWEA}d=A0.1 mmol) % p
TsOH Ex=slo]=2o]E(0.2 mmol)= DMF 0.5 méol]l & F AT}, v EFE-L 60TColA 5 A1 Bk iyl
o, 22 FAHAoM ofHEL dER FZHHJUT. FUITS B AEFE SAHoR AHHIIA,

Na,S0, AollA AzxEJow F=HAct. FFES 29 F2ntEad9z AAAA 60% &9 335 309=
Al E AT},

il " i,
e o

H ONMR (CD:OD, 400 MHz, d ppm ): 7.854 (d, J=4.0 Hz, 1H), 7.703 (d. J =1.6. 1H), 7.248 (s, 2H), 7.177
(br, 2H), 7.054 (t, J=4.2 Hz, 2H), 6.942 (s, 2H), 3.506 (s, 3H), 2.235 (s, 3H); MS(m/e): 364.2 (M+1).
A Ao 310: 2-(3-W|EAH Do} 4 )-4-(2-W & -1H-A E-5-Yo}r] 1) F] g v e -5-F 2 H U E Y (3FE 310)9] &

3

e N Jj,cm @ W CH
o o 2
HZNJJQNH g \r’o\‘/j\g/ T -\_S_,J.\ ,,LQ.N |
H

FO C|3 Chl Et3R \r\{\l\c il
@ Jj @@ qu

SHEE 310

- E-2-E] 2 =25 mmol) H oE o EAHE Ao} ol || E(5 mmol)S DMF 20 méol] 23]},
0471011 K,C03(0.2 mmol)7} X7 =St &3Eo] 48 AIZF <t sbRdE o, d20A YzE s o=t &

= e AHelA FHENer 2y ARvtEaddE AAAA 85% F&2 4-s|=FA-2-(MEE L) I
d-5-7h 2R U EL S AA HA.
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[0102]

[0103]

[0104]

[0105]

[0106]
[0107]

[0108]

HEk-1-2o] 3% 4—*‘6ltif\1—2—(uﬂ%ﬂg Y d-5-7F2 B U EH (3 mmol) 2
A7)0l 40 A7 SoF SFHAT. S EFELS JAF HEHlA FEFHJG. &
A 43| =EFA]-2-(3-H %Aluﬂéo}ul;ME}ulﬂ 5-7F2RUELS A3

4m =
ﬂo
e
fru
g
i
k!
\(
1-)4
>

=)
=
=
o
o
=]
IS5
|
T
ol
[
Jfu
2:

Al o] ) ] 2] r d-5-7k 2 WU E-—S POCLsoll &A1 &ofoll H7FH A

-2-( =
AR B BFANT. W EFEE AL W Aeud Holzrh. 7] gole
A

3 Fs
T84 ‘%1‘} UEH 82l 915}04 pH=8-9%2 ZA¥on fImrvdon FZHUtt. :QUL% TS5
S

=
}4
HU
X
E
)
L £

E’r_
Edg Agekar.

22203 EAH Dol ) Melr P52 R ERe Axd 10 1%E AT §A4E BAo 31002
590

v d-5-7} 21
4-
H

' NR (DMSO-d6, 400 MHz): d 10.925(s, 1H), 9.710 (d, J=11.2 Hz, 1H), 9.349 (d, J=10.4 Hz,1H), 8.441
(s, 1H), 7.474 (s, 1), 7.252 (s, 1H), 7.223 (d, J=6.8 Hz, 1H), 7.187 (s, 1H), 7.062 (m, J= 1H),
6.923 (d, J=2.0 Hz, 1H), 6.485 (t, 1H); 6.098 (s, 1H), 3.453 (s, 3H), 2.387 (s, 3H); MS(m/e):  371.2
(M+1).

MAld 311 WA 317: 33HE 311 WA 3179 34

ShehE 311 WA 3172 AAfel 3100 7l=d A3 FARSE WA o2 AxH AT,

3= R e 'HNMR (DMSO-ds , 400HzZ) / MS
311 4-(2-ME-1H-A E-5-Y o} =) -2-(3-(3-E2Z ] | 11.184 (s, 1H), 10.745 (s, 1H),
ZZ2EZADF ol ) ud-5-7l 2R U EY 9.492 (s,1H), 8.396 (s, 1H), 7.322

- H (s, 1), 7.292 (d, J=7.2, 1),
Q j\ﬁ m 7.147 (m, 1H), 6.919 (m, 1H), 6.815
N0 T (d, J=8.8, 1H), 6.416 (d, J=7.2,
Bl B H 1), 6.261 (t, J=4.8, 1), 6.129
(s, 1H), 3.447 (m, 2H), 3.547 (m,

4H), 2.398 (s, 3H), 2.337 (m, 6H),
1.747 (m, 2H) .MS (m/e): 484.2 (M+1)

312 4-(2-ME-1H-A =E-5-L A )-2-(3-(3-E2Z T =
READ Il ) I nd-5-7l 2R Y EY

H
Q1O
I y
I/\N /*\_/\O H N/ o

[H

MS (m/e): 485.3 (M+1)

313 4- (2~ E-1H-Q1E-5- Y o) 1) -2-(3-(2-E 2% 2] = |MS (m/e): 470.5 (M+1)
opl ) d-5-7t 2 R EE

314 4-(4-ZFo =" 1% 1H-¢1&-5-Lo}m :=)-2-(3-( |MS (m/e): 472.2 (M+1)
TR 1 s o] i) 9 2] ) 57k 21 )

315 2-(3,4-t v A H d o} r] 1= ) -4-(2-w & -1H-¢ MS (m/e): 488.5 (M+1)
Joju| ) I U] d-5-7t2H Y EH

"
|
o
o NJ\N/ N

316 4-(4-ZF 9 2-2-vE-11-21=-5 MS (m/e): 488.5 (M+1)
ot 1)-2-(3-(2-REZF = 1 AP o] 1) T
gud-5-7l2 R UEH

. K
GWQHE\;I;E/‘%
F
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SSS0ol 10-1424847

317 2-(5-Alo}=-2-(3,4~ MS (m/e): 391.1 (M+1)
ﬂUﬂEAl Hdotu] ) 3 2] v e -4-g ofu| )yl = o} u

/O:Q\ N/\/ECN
|
™0 N/LN/ N
H H

CONH,

AAldl 318: Z'-#o]E(lyte) 7oAl AL 7IEE A3 KDR ZIvtolA] &4 A}

Az KR Zv] =< (Invitrogen, Carlsbad, CA, U.S.A., PV3660)2] 7]ujolAl 24de) oAl 54 384-4
Z o] E(Thermo labsystems, Cambridge, U.K., Cat. 7805)°]A] 7-"LYTE Tyrl Peptide ZHA}F 7]E
(Invitrogen, Cat. PV3190)S AMg3le] SAHY. 7] A= ARA7E e Ao wet 40},
gk, Al 33HE(DMSOO] &3l 10 mM 2=EH)o] 8% DMSOE $Hr3h %EAE 1:49] "] &= AU,
7] EAe A3 4 9 3 /e gz 9E(Cl, €2 2 C3)el %“4 2.5 we FEZ TG, Frl-ZF o249
(Coumar in-fluorescein) °o]z-ghd¥ ME= 7]HL& 7] KR o = A( ]Ur A" e E3E A, 3] 7]
oAl /FEE E3E 5 wAS A7 AlE 4, (1 4 ¥ (2 %ﬂoﬂ A7 e ]“J C3oll= #H7tekAl U HZF
FE ZvbolAl A 0.3 pg, WEE 2 uM). Phosphor-Tyrl SJEIE 5 w& 7] €3 Aol #H7tstgleh. 40 uM
ATP 2.5 wEA7] Algd = (2 Dol H7Fstar 1.33 x 7volA]l =N(1 x 99 50 mM HEPES, pH7.5,
0.01% Brij-35, 5 mM MgCl,, 5 mM MnCl, 2 1 mM EGTA)S A7) C1 4 2 (3 Eoﬂ A7V, Ay ZH ol Ex=
1000 rpmO. 2 2 AZF B IAAA BE §AE V] 459 ol JhekekAl shglew o3 iE-sle] 25T
ol A 250 rpm.2 1 AZF F¢F ankalgict,

A% (development reagent)> A|ZFR} F3dof whef 1:1289] H]&E A HATH. A7) 3N E @A 5 s 7
Zre] e H7bskgith. 4] ZEolEE 1000 rpme2 S| HAIA EE £ Y] 459 uigd ZherekAl 3kl
om o]F Wgste] 25TolA 250 rpm@ 2 1 AJ7F &<t nHkalgiT,
HhS- S A (stop reagent) 5 wWE ZH7Fe] Aol H7FeFSth. 7] EHolEE 1000 rpml 2 I HA|A BE &9
7] A5l widtel] 7iep oAl sl o™ o]F WEste] 25TelA 250 rpmeE 2 i 9t keI, Z47te]
}Z2 o] 7](Excitation) 400 nm/"3 445 nm 2 520 mmoll A VictorTM3 mlo]a & Zd o]
Holth, WEv] 2 QIAESH("Phos") W& 317] W Aol 9ste] AEE AT

Fol uE (445 mn)

HIZH] = — >
$EH T Z ¢ Ao HE(520 nm)

(%%H] X Fioes) = C oo
(Coo% = Crogee) T [%%H] x(£7100% - F0%)]

o714,

Cioos = 100% Phos. thzxw9] A+ Fridl W& A3

Cop = 0% Phos. ZF+9] Hyt Fuid W& 2%

Fioos = 100% Phos. tlZie HA# ZZ9 4 W3 A3
Foe = 0% Phos. thZ7¢] B ZFoAQ #& A3

oA && 3719 o] Axtek:
oAl 8% = (C2 LAAN Phos. - A8 ol Ae] Phos.)/(C2 LA | Phos.)x100%

Aol o3 RE AlY ZFEES KR FAS A Aoz eyttt 1050 =352 0.001 WAl 10 pMol
SES-1=1

_71_



10-1424847

s==4

oE AAld

[0124]

dlo
1o

—_—
—_—
o

ol

!

[0125]

‘WO
wr

Aok, weba Hze] drge] gl

P
-

A

2 712 gAY Ao o

& Ak B

3

)

[0126]

H A}

Wa

A)
=

Il

Al

=
oy

LEREE

_72_



	문서
	서지사항
	요 약
	청구범위
	발명의 설명
	기 술 분 야
	배 경 기 술
	발명의 상세한 설명
	실 시 예




문서
서지사항 1
요 약 1
청구범위 3
발명의 설명 28
 기 술 분 야 28
 배 경 기 술 28
 발명의 상세한 설명 29
 실 시 예 31
