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oooao
_ I
RUL X N\ A
=N
N_ _R*
A It Re
/..LRS
X [
10
ICso (LM)
{t&%| CID | SID | KU R1 R2 R3 | R4 |R5 ATP UbS7Y-GFP
SCCE= 7—¥ | R#EE
I-1 8868 | 87796 | KSC-1- H 2-F H H |H 3+0.8 9.0+1.3
13 231 | 150
I-1 8868 | 96022 | KSC-16- H 2-F H H |H 1.1+£0.3 | 8+1.7
13 089 | 88
I-2 7806 | 87796 | KSC-1- H H H H |H 42423 | 12+3 20
43 227 | 145
I-3 1894 | 87796 | KSC-1- H 2-Cl H H [ H 1.2+0.6 | 8+3
007 228 | 146
I-4 2927 | 87796 | KSC-1- H 3-NO; H H |H 5.943 4.0&1.6
831 230 | 149
I-5 4084 | 87796 | KSC-1- H 3-Me H H |H 42402 | 17+4
712 265 | 226
I-6 1591 | 87796 | KSC-1- H 4-Cl H H |H 5.5£1.9 | 203 30
117 273 | 236
1-8 1187 | 87796 | KSC-1- H 4-NO, H H |H 11+6 1947
251 271 | 234
1-9 9497 | 87796 | KSC-1- H 4-OMe H H |H 1.6+£0.3 | 15+2
42 266 | 227
I-10 | 3395 | 87796 | KSC-1- H 4-Me H H |H 5.7£0.7 | 13£2
671 263 | 224
I-13 | 2452 | 87796 | KSC-1- H H H H |4-F 11+3 1943
802 251 | 212 40
I-17 | 2096 | 87796 | KSC-1- H 4-OMe H H |4-F 7.840.4 | 9.8+3
3125 258 | 219
I-20 | 2096 | 87796 | KSC-1- H 4-OMe H H |4 13+4 15+£5
3158 259 | 220 OMe
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I-21 | 2096 | 87796 | KSC-1- | P 4-OMe H |4-Me |8£2 1242
3177 260 | 221
I-22 | 2096 | 87796 | KSC-1- | P 4-OMe H |4-Cl 8+2 9.3+1
3187 261 | 222
I-23 | 2006 | 87796 | KSC-1- | P 4-Cl H |4-F 8+0.2 20£5
3255 262 | 223
1-24 | 4084 | 87796 | KSC-1- | P 3-Me H |4-F 1542 12+0.8
711 264 | 225 10
[-30 | 2790 | 87796 | KSC-1- | P 4-Me Me | H 7+4 1744
952 274 | 237
oooooo
Ot
0oooo
N\\r \-_R1
=N =
20
HN
= | B
ICso (uM)
k&% | CID | SID | KU SCC R1 ATP UbS™8V_GFP
EF5 &5 7— R 30
II-1 2909 | 87796 | KSC-1- H 2.3x1 3.1+0.4
934 234 | 153
I1-2 9295 | 87796 | KSC-1- 4-Me 22404 | 6.3£1.4
48 285 | 251
I1-3 2351 | 87796 | KSC-1- 4-Cl 5.4+2 5.9+1.2
737 281 | 246
11-4 7976 | 87796 | KSC-1- 4-F 3.841.2 | 9.4x1
50 284 | 249 40
II-5 1943 | 87796 | KSC-1- 4-Br 1.8404 | 6.0+0.8
389 280 | 245
II-6 1330 | 92093 | KSC-1- 4-OMe 3.8+£0.5 | 4.5%1.1
474 141 { 250
I1-6 1330 | 92252 | KSC-1- 4-OMe 3.5¢0.5 |4.8+£0.7
474 642 | 290
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11-7 9494 | 87796 | KSC-1- 2-Me 3.4+£1.5 | 10£2
45 286 | 252

11-9 8861 | 87796 | KSC-1- 2-F 0.85+0.1 | 10+2
96 282 | 247 7

II-11 | 1415 | 87796 | KSC-1- 2-OMe 22409 | 1143
819 283 | 248

[-12 | 9500 | 87796 { KSC-1- 3-Me 1.7£0.5 | 3.0£0.7
33 287 | 253

II-13 | 1633 | 87796 | KSC-1- 3-Cl 0.48+0.1 | 7.8+1.3
082 279 | 244 6

II-14 | 1164 | 92252 | KSC-1- 3-F 1.6£0.1 | 2.7£0.4
5888 644 | 292

-15 | 4510 | 92252 | KSC-1- 3-Br 2.5£0.5 | 4.3%0.8
8365 645 | 293

II-16 | 3986 | 92252 | KSC-1- 3-OMe 2.5+0.2 | 4.3£0.7
1404 643 | 291 ’

I1-17 1571 | 87796 | KSC-1- 3,4-2-Cl 8.1+£2.6 | 12+2
079 290 | 259

II-18 | 4510 | 92252 | KSC-1- 3-Cl-6-F 1343 13+2
8364 647 | 295

1I-19 | 4510 | 92252 | KSC-1- 3,5-2-Cl 8.2+0.3 | 13«1
8364 647 | 294

[1-22 | 4685 | 99239 | KSC-16- 3-NO, 5.2+0.5 | 19+2
0871 933 | 155
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oooao
N !‘*g 0]
T
=N
HN.
= 1I: N »
P
1Csp (M)
{L&% | CID | SID | KU SCC R1 ATP UbSTSY.GFP
&5 &5 7—¥ R EER
[I-1 | 4617 | 9602 | KSC-16-72 4-Me 1.4+0.3 | 1242
3070 | 2083
-2 | 4617 | 9602 | KSC-16-89 4-Cl 2.8+09 |7.6+24
3066 | 2090
II-3 | 4617 | 9602 | KSC-16-98 4-F 1.540.3 | 5.7¢1.3
3057 | 2093
II-4 | 4617 | 9602 | KSC-16- 4-Br 7.4£2 10+3
3059 | 2096 | 101
HI-5 | 4617 | 9602 | KSC-16-79 4-OMe 2.3+0.6 | 11+4
3063 | 2086
OI-6 | 4617 | 9602 | KSC-16-63 2-Me 42+1.1 | 1143
3069 | 2080
HI-7 | 4617 | 9602 | KSC-16-84 2-Cl 4.7£1.4 | 18+5
3062 | 2087
II-8 | 4617 | 9602 | KSC-16-92 2-F 1.8£0.5 | 7.842.1
3072 | 2091
-9 | 4617 | 9602 | KSC-16-99 2-Br 4+1.7 1245
3058 | 2094
II-10 | 4617 | 9602 | KSC-16-75 2-OMe 1.6£0.4 | 11£2
3067 | 2084
HI-11 | 4617 | 9602 | KSC-16-66 3-Me 2.3+0.6 | 9.7+2.7
3061 | 2081
II-12 | 4617 | 9602 | KSC-16-87 3-Cl 5+1.2 15+4
3068 | 2088
II-13 | 4617 | 9602 | KSC-16-95 3-F 1.2+0.2 | 6.3+1.7
3060 | 2092
I1-14 | 4617 | 9602 | KSC-16- 3-Br 3.7£0.9 | 9.9+2
3065 | 2095 | 100
II-15 | 4617 | 9602 | KSC-16-78 3-OMe 1+0.1 9.9+1.6
3071 | 2085
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oV
oooao
-R1
e,
=N
HN
= vl Y
ICso (M)
&% | CID | SID | KU SCC R1 ATP Ub“"®Y-GFP
5 ‘ 7—¥ | R#HEE
V-1 2514 | 9337 | KSC-1-300 4-Me 3+0.3 1.5+0.4
4450 | 4186
IV-2 | 4538 | 9337 | KSC-16-33 4-Cl 3.1£0.2 | 2.1£0.4
2112 | 4224
IV-3 | 4538 | 9337 | KSC-16-38 4-F 2.6£0.2 | 3.4£0.5
2121 | 4227
IV-4 | 4538 | 9337 | KSC-16-42 4-Br 4.3+0.9 | 3.9+0.3
2119 | 4230
IV-5 | 4538 | 9337 | KSC-16-2 4-OMe 3+0.5 1.3+0.2
2111 | 4187
V-6 4538 | 9337 | KSC-16-8 2-Me 2.7£0.5 | 1.9+:0.4
2120 | 4191
IV-7 | as538 | 9337 | KSC-16-31 2-Cl 5.3£1.2 | 2.9+0.9
2117 | 4222
IV-8 | 4538 | 9337 | KSC-16-35 2-F 2.9+0.4 | 2.8+0.4
2108 | 4225
IV-9 | 4538 | 9337 | KSC-16-40 2-Br 2.0+£0.3 | 3.8+0.7
2107 | 4228
IV-10 | 4538 | 9337 | KSC-16-29 2-OMe 3.6+£0.8 | 1.9+£0.2
2105 | 4193
IV-11 | 4538 | 9337 | KSC-16-28 3-Me 2.3+0.4 | 2.5%£0.5
2113 | 4192
IV-12 | 4538 | 9337 | KSC-16-32 3-Cl 2.7£0.1 | 2.5£0.4
2114 | 4223
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IV-13 | 4538 | 9337 | KSC-16-36 3-F 3.1£04 | 2.8+0.4
2110 | 4226

IV-14 | 4538 | 9337 | KSC-16-41 3-Br 3.7£0.4 | 2.8+0.4
2118 | 4229

IV-15 | 4538 | 9337 | KSC-16-30 3-OMe 4.5£0.8 | 2.5+0.8
2116 | 4221

IV-16 | 4538 | 9337 | KSC-16-6 4-CF; 2.6+£0.4 | 2.3+£0.3
2109 | 4190

IV-17 | 4538 | 9337 | KSC-16-3 3,4-0-Cl 3+0.5 1.9+0.2
2106 | 4188

IV-18 | 4538 | 9337 | KSC-16-4 4-Cl1-3-CF;3 4.7+1 2.2+0.4
2115 | 4189

OoDoooo
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Ooooao
N\\r \—R1
=N P
HN
AV
ICsp (UM)
ft&% | CID | SID | KU SCC R1 ATP UbYY.GFP
&5 7—¥ e 1L
V-1 4622 | 9607 | KSC-16- 3-Cl-2-OMe 0.9+£0.2 | 6.3+1.7
4527 | 9523 | 103
V-2 4622 | 9607 | KSC-16- 3-F-2-Me 0.9+0.1 |3.7+0.8
4522 | 9524 | 104
V-3 4622 | 9607 | KSC-16- 3-F-5-Me 0.7£0.05 | 5.4+0.8
4524 | 9525 | 105
V-4 4622 | 9607 | KSC-16- 3-F-2-OMe 1.7£0.5 | 1243
4529 | 9526 | 106
V-5 4622 | 9607 | KSC-16- 3-Cl-2-Me 0.7£0.1 | 5.5+1
4523 | 9527 | 107
V-6 4622 | 9607 | KSC-16- 3-F-6-Me 0.8+0.1 | 5+1
4519 | 9528 | 108
V-7 4622 | 9607 | KSC-16- 3-F-4-Me 0.9+£0.2 | 5.2+1.2
4528 | 9529 | 109
V-8 4622 | 9607 | KSC-16- 3-F-4-OMe 0.9+0.1 | 4.7+0.8
| 4530 | 9530 | 110
V-9 4622 | 9607 | KSC-16- 3-Cl-6-Me 0.8+0.07 | 7£1.5
4526 | 9531 | 112
V-10 | 4622 | 9607 | KSC-16- 3-Cl-6-OMe 1.1+£0.2 | 166
4518 | 9532 | 113
V-11 | 4682 | 9920 | KSC-16- 3-F-6-OMe 6.7£3 9.3+1
9342 | 6553 | 120
O0Do0o0oo
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oood
NN
R1L o Y
=N
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= VI
ICso (1M)

{t&% | CID | SID | KU SCC &% R1 ATP UbS"V.GFP

EF5 7 —¥ R EE

VI-1 | 4622 | 9607 | KSC-16-114 5-Cl 2.2+0.7 16+2
4525 | 9533

VI-2 | 4622 | 9607 | KSC-16-1135 5-F 1.24+0.3 13£2
4521 | 9534

VI-3 | 4622 | 9607 | KSC-16-117 6-Cl 1.6£0.4 | 6.6+£0.9
4520 | 9535 ‘

VI-4 | 5276 | 9602 | KSC-16-102 6,7-2-OMe 4.4+1.8 8.8+1.5
745 | 2097

VI-5 | 4682 | 9920 | KSC-16-121 8-OMe 0.6+0.06 | 10£2
9340 | 6522

VI-6 | 4682 | 9920 | KSC-16-118 7-Me 22404 | 6.1x1.6
9333 | 6552

VI-7 | 4685 | 9923 | KSC-16-160 7-CF3 9.1£2 10+1
0874 | 9928

VIO | 4685 | 9923 | KSC-16-153 8-Br 3.3£0.9 | 30+2
0882 | 9931

VI-10 | 4685 | 9923 | KSC-16-154 8-F 3.1+0.5 18+2
0883 | 9932

VI-11 | 4685 | 9923 | KSC-16-156 7-F 2.6+£0.5 |6.1+0.8
0884 | 9934

VI-12 | 4685 | 9923 | KSC-16-159 7-Cl 5.5¢0.9 6.3+0.9
0880 | 9935

VI-13 | 4685 | 9923 | KSC-16-166 7-OMe 5.7¢1 42+6
0885 | 9938

VI-14 | 4685 | 9923 | KSC-16-172 6-OMe 7.5+1.1 8.6+1.7
0877 | 9939

VI-15 | 4685 | 9923 | KSC-16-175 6-F 4.7£0.4 8.2+1.5
0873 | 9941

oooooo
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O vl
Ooooao
Y
X
RIC N\YN\©
A~=N
= VII: HN
ICso (uM)

&% | cp | sip | KUSCC R1 n | X Y** | ATP UbS™6Y-GFP
&5 &5 7—¥ LS
VII-1 4682 | 9923 | KSC-16- H 1 |CH; |HH | 44+1.8 10£2

9336 | 9922 | 125
VII-2 4682 | 9923 | KSC-16- H 0 {CH, |HH|2+0.5 1143

9332 | 9923 | 144
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Ooooooao
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\( R'R?NH, MeCN R SRy
> N
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N.
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Ooooooao
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ON2,NMd-O 0000 -8-0 00000000 -2,4-00000000000 vI-50000
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goooooooooao

'"H NMR (400

MHz, CDCl)  7.44 - 7.18 (m, 11H), 7.11 (dd, J = 1.6, 7.9 Hz, 1H), 7.07 - 6.93 (m, 2H),

5.86 (s, br. 1H), 5.49 (s, br. 1H), ), 4.78 (d, J = 5.7 Hz, 2H), 4.75 (d, J = 5.7 Hz, 2H), 3.99 (s,
3H). "C NMR (101 MHz, CDCl3) 8 160.1, 159.3, 153.2, 144.2, 140.2, 138.7, 128.7, 128.4,
128.0, 127.5, 126.8, 120.4, 112.5, 111.2, 110.9, 55.9, 45.7, 45.2. HRMS (m/z): calcd for
Ca3HyN4O (M+H) 371.1872; found 371.1871
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'H NMR (400 MHz, CDCl5)

58.37 (d, J = 8.2 Hz, 1H), 7.47 — 7.31 (m, 5H), 7.20 — 7.07 (m, 2H), 7.04 (dd, J = 1.5, 7.5 Hz, 1H),
7.00 - 6.89 (m, 2H), 6.89 — 6.77 (m, 1H), 5.85 (s, 1H), 4.84 (d, J = 5.4 Hz, 2H), 4.48 — 4.38 (m, 2H),
4.35 — 4.32 (m, 2H), 4.15 (t, J = 6.5 Hz, 2H), 2.04 — 1.89 (m, 2H), 1.72 — 1.62 (m, 2H), 1.08 (t, J=7.4
Hz, 3H). ®C NMR (101 MHz, CDCl;) 8 159.7, 155.9, 153.6, 146.2, 143.7, 138.5, 128.8, 128.3, 127.7,
127.6, 124.4,123.1, 121.9, 119.5, 116.6, 112.7, 112.1, 111.8, 68.6, 66.1, 45.4, 42.1, 31.4, 19.4, 14.0.
HRMS (m/z): calcd for CorHaoN4O, (M+H) 441.2291; found 441.2296

OMe

KSC-25-29 EEMES VI-14

2-(2H-0 00 [b][1,4]00000 -4(3H)-00)-N-0000-8-(2-00000000)10
000 -4-0000

'"H NMR (400

MHz, CDCls) 8 8.28 (d, J = 7.7 Hz, 1H), 7.40 - 7.38 (m, 4H), 7.37 — 7.32 (m, 1H), 7.21 - 719 (m, 1H),
7.13 = 7.09 (m, 2H), 6.99 — 6.88 (m, 2H), 6.83 — 6.79 (m, 1H), 5.86 (s, br. 1H), 4.83 (d, J = 5.4 Hz,
2H), 4.45 ~ 4.38 (m, 2H), 4.38 — 4.27 (m, 4H), 3.97 — 3.88 (m, 2H), 3.56 (s, 3H). "°C NMR (126 MHz,
CDCl3) d 159.7, 156.0, 153.2, 146.2, 143.9, 138.4, 128.8, 128.1, 127.7, 127.6, 124.5, 123.2, 121.9,

119.4, 116.6, 114.0, 113.0, 111.9, 71.1, 68.8, 66.1, 59.5, 45.4, 42.1, 29.7. HRMS (m/z): calcd for
CogH27N4O5 (M+H) 443.2083; found 443.2088

o
N_ _N
4 @
=N
HN
KSC-25-28 LEMES XX

2-(2H-0 0O [b][1,4]0 0000 -4G@BH-00)-N-00000D000DO0-4-0000

'H NMR (400 MHz, CDCl;) 5 8.08 —

7.96 (m, 2H), 7.45 — 7.30 (m, 5H), 7.01 ~ 6.89 (m, 2H), 6.89 ~ 6.78 (m, 1H), 5.91 (d, J = 5.8 Hz, 1H),
5.13 (s, 1H), 4.57 (d, J = 5.0 Hz, 2H), 4.35 — 4.27 (m, 2H), 4.27 — 4.17 (m, 2H). "°C NMR (101 MHz,
CDCl3) & 162.6, 159.7, 156.2, 146.3, 138.5, 128.7, 127.8, 127.5, 127.4, 124.4, 123.6, 119.6, 116.8,
66.0, 45.3, 42.1. HRMS (m/z): calcd for C1gH1gN4O (M+H) 319.1559; found 319.1555

O
NN
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HN
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-0 000

'"H NMR (400 MHz,

CDCl3) & 8.13 — 7.99 (m, 1H), 7.42 — 7.30 (m, 5H), 6.94 — 6.87 (m, 2H), 6.81 — 6.74 (m, 1H), 4.82 (s,
1H), 4.69 (d, J = 5.6 Hz, 2H), 4.31 ~ 4.26 (m, 2H), 4.29 — 4.23 (m, 2H), 2.35 (s, 3H), 2.01 (s, 3H). *°C
NMR (101 MHz, CDCl3) 8 161.7, 160.9, 157.2, 145.9, 139.5, 128.6, 128.4, 127.5, 127.2, 124.0, 122.7,
119.5, 116.6, 101.8, 65.9, 45.3, 42.2, 22.2, 10.9. HRMS (m/z): calcd for CaHpsN,O (M+H) 347.1872:
found 347.1872

HN

OMe YNH

NYN

=N
HN

KSC-25-23 EEHESXXI
N-DOOO-2-(2-000-5,6-0000-2,3-0000-1H-000 [d]J0O00 00 -1-00 )-
-0 00000000 -4-0000

"H NMR (400 MHz, DMS0) 8 9.27 (t, J = 6.0 Hz, 1H), 8.09 (s, 2H), 8.07 (s, 1H), 7.90 (d, J =

7.5 Hz, 1H), 7.47 = 7.39 (m, 3H), 7.39 ~ 7.30 (m, 3H), 7.25 (t, J = 7.3 Hz, 1H), 6.94 (s, 1H), 4.98 (d, J

= 5.9 Hz, 2M), 3.98 (s, 3H), 2.19 (s, 3H), 2.04 (s, 3H). *C NMR (101 MHz, DMSO) & 160.9, 154.2,
153.5, 140.9, 140.2, 138.5, 130.0, 129.7, 128.5, 126.9, 126.5, 126.2, 124.7, 115.7, 115.5, 114.1,
112.8, 112.7, 56.1, 44.4, 19.7. HRMS (m/z): calcd for Cy5H,5NgO (M+H) 425.2090; found 425.2090

OMe
N N
_N S

HN

KSC-25-22 {LEMES XI-5

N2-(COO[doonoD-2-00)-N4-0000-8-000000000-=-2,4-00000
'H NMR (400 MHz, DMSO) &
11.43 (s, br. 1H), 8.91 (s, 1H), 7.91 — 7.75 (m, 2H), 7.62 (d, J = 7.8 Hz, 1H), 7.48 (d, J = 7.2 Hz, 2H),

7.40 — 7.30 (m, 3H), 7.30 = 7.11 (m, 4H), 4.94 (d, J = 5.6 Hz, 2H), 3.96 (s, 3H). °C NMR (126 MHz,
DMSO) 5 160.3, 160.2, 153.5, 153.3, 149.7, 141.8, 139.3, 132.4, 128.3, 127.5, 126.8, 125.5, 122.9,

121.9, 120.8, 119.2, 117.7, 114.1, 1125, 55.8, 44.1. HRMS (m/z): calcd for CysHyoNsOS (M+H)
414.1389; found 414.1390
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KSC-25-21 L&EMES XI-6
NA-O0 O 0OD0O-8-0000-N2-(1-000-1H-000[d]0O0000-2-00)00000-2,4 10
-0oooogd
'H NMR (500
MHz, DMSO) & 9.36 (s, 1H), 8.28 (s, 1H), 8.24 (d, J = 8.0 Hz, 1H), 7.93 (d, J = 7.9 Hz, 1H), 7.51 (s,
1H), 7.50 — 7.39 (m, 2H), 7.35 (td, J = 2.7, 9.5 Hz, 3H), 7.25 (t, J = 7.3 Hz, 1H), 7.16 (d, J = 5.4 Hz,
2H), 6.93 (s, 1H), 4.88 (d, J = 5.7 Hz, 2H), 3.99 (s, 3H), 3.42 (s, 3H). HRMS (m/z): calcd for
Ca4HasNgO (M+H) 411.1933; found 411.1937

OMe H |
N\\rN\[rN\ 20
_N O
HN
KSC-25-19 LEMES XI-7
3-@4-(oooooo)y-s-oooooooon0-2-00)-1,1-0000000
'H NMR (400 MHz, CDCly) & 7.46 — 2
7.41 (m, 2H), 7.41 = 7.35 (m, 2H), 7.33 (dt, J = 2.2, 5.6 Hz, 1H), 7.10 (dd, J = 2.2, 7.2 Hz, 1H), 7.01 -
6.93 (m, 2H), 5.78 (s, 1H), 4.84 (d, J = 5.4 Hz, 2H), 3.99 (s, 3H), 3.29 (s, 6H). °C NMR (101 MHz,
CDCly) 5 159.5, 159.3, 153.2, 144.3, 139.0, 128.7, 128.0, 127.4, 119.9, 112.5, 110.9, 110.2, 56.0,
45.2,37.0
LcCOO0O0Oo0Oo0o0ooOoooooaoaoano
OMe (\N/
N_ _N
~N
jN/ 40
HN
KSC-25-17 tE&EHES VII-12

N-OO0GOO0-8-00ob-2-(4-000-3,4-000000000C0-12H)-00)H00O0oOoaO
-4-0 000



(97) JP 2013-530942 A 2013

'"H NMR (400
MHz, CDCly) 8 7.77 (dd, J = 1.4, 8.1 Hz, 1H), 7.44 — 7.30 (m, 5H), 7.14 (d, J = 6.9 Hz, 1H), 7.08 (t, J =

7.9 Hz, 1H), 7.05 - 7.01 (m, 1H), 6.96 (dd, J = 4.2, 11.2 Hz, 1H), 6.73 (dd, J = 1.3, 8.2 Hz, 1H), 6.58
(t, J= 7.6 Hz, 1H), 5.77 (s, 1H), 4.77 (d, J = 5.4 Hz, 2H), 4.47 — 4.36 (m, 2H), 4.02 (s, 3H), 3.49 — 3.38

(m, 2H), 2.99 (s, 3H). *C NMR (101 MHz, CDCls) 5 159.5, 156.8, 153.8, 143.9, 139.4, 138.7, 128.7,
127.9, 127.5, 1271, 124.6, 123.7, 121.2, 115.3, 112.4, 111.7, 111.3, 1111, 56.2, 51.0, 45.3, 41.8,
38.7. HRMS (m/z): calcd for CasHosNsO (M+H) 412.2137; found 412.2148
OMe N
N\\'/N\/l
N
HN

KSC-25-16 L&HES XI-4
N-ODOOO-8-0000-2-4-000C0000DO0DO-1-0O0HDOOODO-4-0000

'H NMR (500 MHz, DMSO) & 8.47

(t, J = 5.9 Hz, 1H), 7.60 (dd, J = 1.4, 8.0 Hz, 1H), 7.37 (d, J = 7.1 Hz, 2H), 7.30 (dd, J = 4.8, 10.3 Hz,
2H), 7.21 (t, J = 7.3 Hz, 1H), 7.03 (dd, J = 1.3, 7.8 Hz, 1H), 6.99 (t, J = 7.8 Hz, 1H), 4.68 (d, J = 5.8
Hz, 2H), 3.82 (s, 3H), 3.71 (s, 4H), 2.27 (t, J = 4.9 Hz, 4H), 2.17 (s, 3H). "*C NMR (126 MHz, DMSO)
5 159.6, 157.8, 162.8, 143.6, 140.1, 128.1, 127.3, 126.6, 120.0, 114.1, 111.8, 110.8, 55.5, 54.6, 45.9,
43.7, 43.3. HRMS (m/z): calcd for Cp1HaeNsO (M+H) 364.2137; found 364.2142

0

OMe (\N/U\
NYN\©
_N
HN

KSC-25-15 EEYES VI3

1-4-4-(oooooo)y-s-ooooooooo-2-00)-8,4-0000000DODO -1

(H)-00)ODO0DOoODO

'H NMR

(400 MHz, CDCly) & 7.34 — 7.21 (m, 5H), 7.15 — 6.87 (m, 6H), 5.98 — 5.73 (m, 1H), 4.70 (d, J = 5.4 Hz,
2H), 4.19 (s, br. 2H), 3.96 (s, br. 2H), 3.92 (s, 3H), 2.18 (s, 3H). HRMS (m/z): calcd for CasH2sNs0-
(M+H) 440.2087; found 440.2096

.8.
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HN
KSC-25-14 LEYMES IX
2-(2H-0 0O [b][1,4]0 0000 -4BH)-00)-N-0000000[3,2-d]0 0000 -4- 10
oooao
'"H NMR (500 MHz,
DMSOQO) 6 8.39 (t, J = 5.9 Hz, 1H), 8.01 (d, J = 5.3 Hz, 1H), 7.86 (dd, J = 1.5, 8.3 Hz, 1H), 7.36 - 7.29
(m, 4H), 7.28 - 7.21 (m, 1H), 7.19 (d, J = 5.3 Hz, 1H), 6.90 — 6.84 (m, 1H), 6.82 (dd, J = 1.7, 8.1 Hz,
1H), 6.68 (ddd, J=1.7, 7.1, 8.6 Hz, 1H), 4.66 (d, J = 5.9 Hz, 2H), 4.23 - 4.16 (m, 2H), 4.15-4.13 (m,
2H). B¥C NMR (126 MHz, DMSO) & 160.9, 157.7, 156.7, 145.6, 139.7, 133.0, 128.3, 128.2, 127.0,
126.6, 124.3, 123.7, 122.7, 119.1, 116.2, 107.6, 65.3, 43.4, 42.1. HRMS (m/z): calcd for Cy1H1gN,OS
(M+H) 375.1280; found 375.1284 20
e N “ NH
2
YU
N O
HN
KSC-25-12 {LEMES XI-3
1-4-(00D0o0o0ooOo)-8s-000000000-2-00)000 30
'H NMR (500 MHz, DMSO) & 8.32 (d, J = 7.1 Hz,
1H), 7.58 (dd, J = 1.3, 8.2 Hz, 1H), 7.36 (d, J = 7.0 Hz, 2H), 7.31 (dd, J = 4.9, 10.3 Hz, 2H), 7.23 (t, J
=7.2Hz, 1H), 7.01 (d, J = 6.7 Hz, 1H), 6.96 (t, J = 7.9 Hz, 1H), 6.13 (s, 2H), 4.73 (d, J = 5.9 Hz, 2H),
3.81 (s, 3H). ¥C NMR (126 MHz, DMSQ) & 160.2, 159.8, 152.6, 143.6, 139.9, 128.2, 127.9, 127.3,
126.6, 119.5, 114.0, 111.3, 111.0, 55.2, 43.1. HRMS (m/z); calcd for Cy7H:sNs0, (M+H) 324.1460;
found 324.1449
OMe (\o
N N\) 40
Y
N
HN
KSC-25-10 LEMES XI-2

N-ODOGO0-8-0000-2-0000000000-4-00000



(99) JP 2013-530942 A 2013.8.1

'H NMR (400 MHz, DMSO) 8 8.52 (t, J = 5.7

Hz, 1H), 7.63 (dd, J = 1.9, 7.6 Hz, 1H), 7.41 - 7.35 (m, 2H), 7.35 — 7.28 (m, 2H), 7.26 — 7.18 (m, 1H),
7.08 — 6.98 (m, 2H), 4.70 (d, J = 5.8 Hz, 2H), 3.83 (s, 3H), 3.74 - 3.66 (m, 4H), 3.64 — 3.54 (m, 4H).
3C NMR (101 MHz, DMSO) & 159.7, 157.9, 152.9, 143.4, 140.0, 128.2, 127.3, 126.6, 120.3, 114.2,

112.0, 111.0, 66.1, 55.5, 44,2, 43.7. HRMS (m/z): calcd for CyoHasN4O, (M+H) 351.1821; found
351.1814

),
-/

KSC-25-6 N L&YMES X111

2-(2H-0 0 O [b][1,4]0 0000 -4(BH)-00)-8-0 000 -N-(0O0DO0O0-5-00000)
00000 -4-0000

'H NMR

(400 MHz, CDCl3) 8 8.71 (s, 1H), 8.29 — 8.01 (m, 1H), 7.82 (s, 1H), 7.16 (s, 2H), 7.06 (d, J = 8.6 Hz,
1H), 6.96 — 6.84 (m, 3H), 6.28 — 5.93 (m, 1H), 5.03 (d, J = 5.5 Hz, 2H), 4.53 — 4,42 (m, 2H), 4.42 -
4.29 (m, 2H), 4.01 (s, 3H). *C NMR (126 MHz, CDCl3) d 159.3, 156.0, 153.6, 146.4, 143.7, 142.1,
135.7, 127.8, 124.4, 123.6, 122.2, 119.5, 116.9, 113.9, 112.4, 111.7, 66.3, 56.1, 42.4, 37.3. HRMS
{m/z): calcd for CyyHzgNsO,S (M+H) 406.1338; found 406.1341

OMe /‘N

KSC-25-3 LE&YES XI-1

2-(H-O 0O [dooooo0o-1-00)-N~~-000D0-8-000000000-4-0000
'"H NMR (500 MHz, DMSO) &

9.27 (s, 1H), 9.08 (s, 1H), 8.72 (d, J = 7.5 Hz, 1H), 7.91 (d, J = 7.4 Hz, 1H), 7.74 (d, J = 7.4 Hz, 1H),
7.53 — 7.42 (m, 3H), 7.39 - 7.30 (m, 5H), 7.25 (d, J = 7.4 Hz, 1H), 4.92 (d, J = 5.8 Hz, 2H), 4.01 (s,
3H). ®C NMR (126 MHz, DMSO) 5 160.6, 154.3, 151.5, 144.5, 142.1, 141.2, 139.2, 131.8, 128.4,
127.2,126.9, 125.1, 124.0, 123.1, 119.6, 115.9, 114.14, 114.12, 113.0, 56.1, 44.3. HRMS (m/z): calcd
for CosHaoNsO (M+H) 382.1668; found 382.1658
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OMe (\o
N\YN
_N
HN
KSC-16-299 L&HmES XI-6

2-(2H-0 00 [b][1.,4]00000 -4(3H)-00)-N(0 000000 OOD0)-8-00000
0000-4-0000

"M NMR

(400 MHz, CDCl,) & 8.26 (dd, J = 1.4, 8.1 Hz, 1H), 7.20 — 7.09 (m, 2H), 7.03 (dd, J = 1.9, 7.1 Hz, 1H),
7.01 - 6.86 (m, 3H), 5.69 (s, 1H), 4.46 (dd, J = 3.6, 5.2 Hz, 2H), 4.37 (dd, J = 3.6, 5.2 Hz, 2H), 4.02 (s,
3H), 3.54 — 3.42 (m, 2H), 187 — 1.71 (m, 6H), 1.40 — 1.13 (m, 4H), 1.04 (q, J = 12.0 Hz, 2H). °C NMR
(101 MHz, CDCl3) & 160.0, 156.4, 153.9, 146.2, 143.4, 128.2, 124.4, 1231, 121.7, 119.3, 116.7,
112.2, 111.9, 111.2, 66.2, 56.1, 47.6, 42.2, 37.8, 31.1, 26.5, 25.9. HRMS (m/z): calcd for CpsHaoN4O;
(M+H) 405.2291; found 405.2289

OMe (\o

NYN

=N
HN

Z s
KSC-16-295 = L&HES XII-5
2-(2H-0 00O [b][1,4]0 0000 -4(BH)-00)-8-0000-N(COODDO-2-00000D0
YO oOoooo-4-0000
'H NMR
(400 MHz, CDCly) 5 8.25 (dd, J = 1.4, 8.2 Hz, 1H), 7.27 (dd, J = 1.3, 5.1 Hz, 1H), 7.19 — 7.09 (m, 2H),
7.08 — 7.02 (m, 2H), 6.99 (ddd, J = 2.5, 4.1, 8.1 Hz, 1H), 6.95 (dd, J = 1.8, 4.0 Hz, 1H), 6.93 — 6.86
(m, 1H), 5.90 (s, 1H), 4.98 (d, J = 5.1 Hz, 2H), 4.47 (dd, J = 3.6, 5.3 Hz, 2H), 4.37 (dd, J = 3.6, 5.3 Hz,
2H), 4.02 (s, 3H). C NMR (101 MHz, CDCl;) & 159.3, 156.1, 153.9, 146.2, 143.6, 141.2, 128.1,
126.9, 126.2, 125.4, 124.4, 123.3, 122.0, 119.5, 116.7, 112.4, 111.7, 111.5, 66.2, 56.1, 42.3, 40.2.
HRMS (m/z): caled for CaoHpN4O,S (M+H) 405.1385; found 405.1383

0

N_ _N
ohe
HN

KSC-16-290 EEYMES VI

2-(2H-0 00 [b][1,4]0000 0 -4(3H)-0 0 )-N-0 000 -5,6,7,8-0 00000000
00-4-000 0
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'H NMR (400
MHz, CDCl3) & 8.09 — 8.01 (m, 1H), 7.42 — 7.30 (m, 5H), 6.92 — 6.86 (m, 2H), 6.80 — 6.73 (m, 1H),
4.79 (s, 1H), 4.69 (d, J = 5.6 Hz, 2H), 4.28 (dd, J = 3.1, 5.0 Hz, 2H), 4.23 (dd, J = 3.1, 5.0 Hz, 2H),
2.67 (t, J = 5.7 Hz, 2H), 2.32 (t, J = 5.7 Hz, 2H), 1.93 — 1.77 (m, 4H). °C NMR (101 MHz, CDCl3) &
162.5, 160.7, 157.3, 145.9, 139.5, 128.6, 128.5, 127.5, 127.3, 123.9, 122.6, 119.5, 116.6, 103.8, 65.9, 45.0,42.2,
32.2,22.6,22.5,21.9. HRMS (m/z): calcd for Co3HasN4O (M+H) 373.2028; found 373.2030

N Cl
Y

HN

KSC-16-285

N-OO0Goo-2-000-5,6,7,8-00000000000-4-0000

"H NMR (400 MHz, CDCl5) 8 7.44 — 7.31 (m,
5H), 4.95 (s, 1H), 4.71 (d, J = 5.4 Hz, 2H), 2.71 (t, J = 5.4 Hz, 2H), 2.28 (t, J = 5.5 Hz, 2H), 1.95 -
1.74 (m, 4H). "*C NMR (101 MHz, CDCl,) & 164.3, 161.7, 157.5, 138.2, 128.8, 128.1, 127.8, 110.3,

45.4,316,219,21.9

OMe H S/\\N
N
HN
KSC-16-283 L&YMES XI-15

N4-OODODO-8-0000-N2-(0000-5-00000)0000-2,4-00000

'H NMR (400 MHz, DMSO) &

8.86 (s, 1H), 8.45 (s, 1H), 7.75 (s, 1H), 7.63 (d, J = 7.9 Hz, 1H), 7.43 = 7.11 (m, 6H), 7.02 (d, J = 13.8
Hz, 2H), 4.83 — 4.55 (m, 4H), 3.84 (s, 3H). HRMS (m/z): calcd for CyoHyoNsOS (M+H) 378.1389; found

378.1384
OMe H \D
N \YN S
~.N
HN
KSC-16-282 EEMES XI-14

Nd-ODDODDODO-8-0000-N2-(CO0000-2-00000)H)00000-2,4-000000
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'H NMR (400 MHz, DMSO0) &
8.33 (s, 1H), 7.53 (dd, J = 1.3, 8.0 Hz, 1H), 7.27 (d, J = 7.2 Hz, 2H), 7.24 - 7.16 (m, 3H), 7.13(dd, J =
6.0, 8.3 Hz, 1H), 6.98 — 6.83 (m, 3H), 6.83 — 6.72 (m, 1H), 4.66 (d, J = 5.8 Hz, 2H), 4.57 (d, J = 5.7

Hz, 2H), 3.74 (s, 3H). HRMS (m/z): calcd for Co1H2iN,OS (M+H) 377.1436; found 377.1433
OMe H
N_ _N

\Y

~-N
HN

KSC-16-278 LE&HMES X113
NA-OODODDOD-N2-(000D0D00O00DDO)-8-000000DDO0O-=-2,4-00000
'H NMR (400 MHz, DMSO) &
8.58 — 7.91 (m, 1H), 7.50 (d, J = 7.2 Hz, 1H), 7.28 (d, J = 7.1 Hz, 2H), 7.22 (t, J = 7.5 Hz, 2H), 7.14 (¢,
J=7.2Hz, 1H), 6.91 (d, J = 7.5 Hz, 1H), 6.85 (t, J = 7.9 Hz, 1H), 6.79 - 6.12 (m, 1H), 4.63 (d, J = 5.7
Hz, 2H), 3.73 (s, 3H), 3.02 (s, 2H), 1.53 (s, br. 5H), 1.42 — 1.21 (m, 1H), 1.00 (s, br., 3H), 0.72 (s, br.,
2H). HRMS (m/z): calcd for Ca3HzoN4O (M+H) 377.2341; found 377.2338

OMe |\©
N\\rN

=N
HN

KSC-16-277 EE&YES X112

N2,Nd-O0000-8-0000-N2-00000000-=-2,4-00000
'H NMR (400 MHz, CDCl3) & 7.40 —

7.19 (m, 10H), 7.12 (dd, J = 2.0, 7.3 Hz, 1H), 7.07 — 6.93 (m, 2H), 5.81 (s, 1H), 5.02 (s, 2H), 4.75 (d, J
= 5.5 Hz, 2H), 4.00 (s, 3H), 3.28 (s, 3H). °C NMR (101 MHz, CDCl;) & 159.6, 159.1, 153.4, 139.4,
138.9, 128.7, 128.3, 127.9, 127.5, 127.4, 126.7, 120.1, 112.5, 111.1, 110.6, 56.1, 52.5, 45.2, 34.7.
HRMS (m/z): calcd for CaqHzsN4O (M+H) 385.2028; found 385.2024

OMe H

N\\rN
~N
HN

KSC-16-273 {LEMES XI-I

Nd-ODDODDOO-8-0000-N2-(2-0000000)HYOoOODODO-2,4-0000DO0
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*H NMR (400 MHz, CDCly) d 7.39

(d, J =7.2 Hz, 2H), 7.36 — 7.24 (m, 7H), 7.23 - 7.16 (m, 1H), 7.04 (dd, J = 2.2, 7.4 Hz, 1H), 6.96 (td, J
= 4.3, 7.5 Hz, 2H), 5.77 (s, 1H), 5.52 (s, 1H), 5.33 = 5.16 (m, 1H), 4.69 (dd, J = 9.4, 11.0 Hz, 2H), 3.99
(s, 3H), 1.53 (d, J = 6.9 Hz, 3H). °C NMR (101 MHz, CDCI3) & 160.0, 158.7, 153.1, 145.9, 144.3,
138.8, 128.7, 128.3, 128.0, 127.4, 126.5, 126.0, 120.2, 112.5, 110.9, 110.7, 55.9, 51.1, 45.1, 23.5.
HRMS (m/z): calcd for CysHosN4O (M+H) 385.2028; found 385.2018

OMe (\N/U\
N\YN\)
_N
HN

KSC-16-272 L&YMES XI-19

1-4-4-(coooooo)-s-ooooobDOoobDbO-2-00)MOODO-1-00)H00DO
O

"H NMR (400 MHz, CDCl5)

8743 —-7.34 (m, 4H), 7.34 - 7.29 (m, 1H), 7.16 (dd, J = 1.3, 8.2 Hz, 1H), 7.05 (t, J = 7.9 Hz, 1H),
6.99 (dd, J = 1.2, 7.8 Hz, 1H), 5.97 (t, J = 5.3 Hz, 1H), 4.81 (d, J = 5.4 Hz, 2H), 3.99 (s, 3H), 3.98 -
3.94 (m, 2H), 3.91 (dd, J = 4.3, 6.3 Hz, 2H), 3.74 — 3.63 (m, 2H), 3.58 — 3.46 (m, 2H), 2.15 (s, 3H). °C
NMR (101 MHz, CDCl,) 6 169.2, 159.8, 158.4, 153.4, 143.9, 138.7, 128.7, 127.8, 127.5, 121.0, 112.8,

111.2, 111.0, 56.1, 46.4, 45.4, 44.0, 43.8, 41.6, 21.5. HRMS (m/z): calcd for CoHogNsOp (M+H)
392.2087; found 392.2084

HN
OMe }'NH OMe HzNjﬂN
NYN\Q N\\rN\@
=N o N
HN HN

KSC-16-270 (7O—7) EEMES VI-16

2-2-000-1H-O0QCO0@oOoDOoo0Db-1-00)-NOODO0DO-8-000O00O00O0D0O0O-4-0O
uaogao

'H NMR (400

MHz, DMSO) 8 9.33 (t, J = 5.9 Hz, 1H), 8.31 — 8.05 (m, 3H), 7.93 (d, J = 7.5 Hz, 1H), 7.50 — 7.39 (m,
3H), 7.39 — 7.30 (m, 3H), 7.25 (t, J = 7.3 Hz, 1H), 7.15 (d, J = 7.1 Hz, 1H), 7.03 (td, J = 1.2, 7.6 Hz,
1H), 6.87 — 6.76 (m, 1H), 4.92 (d, J = 5.8 Hz, 2H), 3.98 (s, 3H). °C NMR (101 MHz, DMSO) 5 160.8,
154.7, 153.5, 153.4, 142.8, 140.0, 138.5, 131.5, 128.5, 126.9, 126.6, 124.9, 122.5, 118.7, 114.8,

114.6, 114.1, 113.0, 112.7, 56.1, 44.5. HRMS (m/z): calcd for CyHaNgO (M+H) 397.1777; found
397.1776
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OMe

=N
HN

KSC-16-252 BEU 177

N-ODDO0O-2-000-8-000000000-4-0000

'H NMR (400 MHz, CDCl3) d 7.38 — 7.22 (m, 6H),

7.12(d, J=7.5Hz, 1H), 7.05 (d, J = 7.8 Hz, 1H), 5.97 (s, 1H), 4.78 (d, J = 5.2 Hz, 2H), 3.94 (s, 3H)
OMe

KSC-16-268 E&MES VII-I

2-(2H-0 0 O [b][1.4]10 0000 -4(3H)-00)-N-0 00 0-8-@-00000000)10O
00O0-4-0000

'H NMR (400

MHz, CDCl3) 6 8.17 — 8.09 (m, 1H), 7.75 ~ 7.69 (m, QH), 7.68 (dd, J = 1.4, 7.3 Hz, 1H), 7.56 (dd, J =
1.3, 8.2 Hz, 1H), 7.40 (dd, J = 1.9, 3.5 Hz, 4H), 7.39 - 7.32 (m, 1H), 7.28 — 7.21 (m, 1H), 7.07 - 7.00
(m, 2H), 6.92 (dtd, J = 1.6, 8.1, 9.9 Hz, 2H), 6.77 — 6.70 (m, 1H), 5.94 (s, 1H), 4.85 (t, J = 5.3 Hz, 2H),
4.33 — 4.25 (m, 4H), 3.92 (s, 3H). °C NMR (101 MHz, CDCl3) 5 160.1, 158.8, 156.1, 149.5, 146.2,
138.6, 137.6, 133.1, 131.9, 131.6, 128.8, 128.2, 127.7, 127.6, 125.1, 123.2, 121.9, 119.5, 119.4,
116.5, 113.2, 111.6, 66.1, 55.4, 45,5, 42.1. HRMS (m/z): calcd for CzyHaN4O, (M+H) 475.2134;
found 475.2135

NEt,

KSC-16-265 E&¥YES VII-10

2-(2H-0 00 [b][1,4]00000 -4(3H)-00)-N-0 000 -8-(2-(0000000)IO
0o0)I0O0O0O0-4-0000
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"H NMR

{400 MHz, CDCl3) 6 7.98 — 7.79 (m, 1H), 7.31 = 7.22 (m, 6H), 7.05 (s, 2H), 6.85 (s, 2H), 6.70 (s, 1H),
4.75 (d, J = 6.5, 2H), 4.568 (s, 2H), 4.21 (s, 4H), 3.48 (s, 2H), 3.21 (d, J=7.3, 4H), 1.32 (t, J = 7.3, 6H).
HRMS (m/z): calcd for CpgHasNsO, (M+H) 484.2713; found 484.2712
o)
O

OMe Nj\l}' @

1
HN 0

KSC-16-262 E&YES VI-17

3-4-(0000000)8-000000000-2-00)I00([d]00D000-2(38H)-00
O

'H NMR (400 MHz, DMSO)
59.22 (t, J = 6.0 Hz, 1H), 7.91 (d, J = 7.4 Hz, 1H), 7.83 (d, J = 7.9 Hz, 1H), 7.50 (t, J = 8.1 Hz, 1H),
7.45(d, J = 7.0 Hz, 2H), 7.40 (d, J = 7.9 Hz, 1H), 7.38 = 7.31 (m, 3H), 7.27 (t, J = 7.3 Hz, 1H), 7.22 (t,

20
J= 7.8 Hz, 1H), 7.15 (t, J = 7.8 Hz, 1H), 4.86 (d, J = 5.9 Hz, 2H), 3.98 (s, 3H). °C NMR (101 MHz,
DMSO) & 160.8, 154.3, 150.7, 150.1, 141.6, 141.2, 139.1, 129.3, 128.4, 127.4, 126.9, 125.8, 123.8,
123.4, 114.1, 114.0, 113.8, 113.0, 109.5, 56.0, 43.9. HRMS (m/z): calcd for CpHigNsOz (M+H)
399.1457; found 399.1451
OMe (\o
N\\l/N\@
_N
HN 30
KSC-16-261 F LEYMES XIl-4
2-(2H-0 00 [b]I[1,4]0 0000 -4BH)-00)-N-@-00000000O0)-8-000000
ooo-4-00 00
"H NMR (400
MHz, CDCls) 8 8.12 — 7.87 (m, 1H), 7.25 (s, br. 2H), 7.14 — 7.02 (m, 2H), 6.98 — 6.93 (m, 2H), 6.84 (s, 40

br. 2H), 6.78 — 6.56 (m, 1H), 5.89 — 5.66 (m, 1H), 4.69 (s, br. 2H), 4.32 (s, br. 2H), 4.24 (s, br. 2H),
3.92 (s, 3H). HRMS (m/z): calcd for CogHpoFN,O, (M+H) 417.1727; found 417.1726
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J/OH
o) I/\O
N YN
_N
HN
KSC-16-260 LEWES VIO

2-((2-(2H-0 00 [b]1[1,4]0 0000 -4(3H)-00)-4(0 000000 )J 0000 -8-0

O)ooo)ooooo

M NMR (400
MHz, CDCl3) 5 8.05 (d, J = 7.3 Hz, 1H), 7.39 (dd, J = 5.9, 7.5 Hz, 6H), 7.20 (d, J = 6.7 Hz, 1H), 7.12
{t, J = 7.9 Hz, 1H), 6.99 (d, J = 6.9 Hz, 1H), 6.97 — 6.91 (m, 1H), 6.84 (t, J = 7.6 Hz, 1H), 4.84 (d, J =
5.5 Hz, 2H), 4.34 (s, 4H), 4.29 — 4.18 (m, 2H), 3.92 - 3.81 (m, 2H). HRMS (m/z): calcd for Cy5HasN4Og
(M+H) 429.1927; found 429.1925

Ph (\o

KSC-16-255 L&HES VI-8

2-(2H-0 00 [b]I[1,4]0 0000 -4(BH)-00)-N-O00O0D0-8-000000000O-4-0
oo

'H NMR (400 MHz, CDCls)

58.03(d, J = 7.0 Hz, 1H), 7.69 — 7.55 (m, 3H), 7.50 (d, J = 7.0 Hz, 1H), 7.38 (t, J = 7.4 Hz, 2H), 7.34
~7.22 (m, 5H), 7.18 — 7.11 (m, 1H), 6.79 (dt, J = 6.6, 8.1 Hz, 2H), 6.62 (dd, J = 4.3, 10.9 Hz, 1H),
5.86 (s, 1H), 4.76 (d, J = 5.4 Hz, 2H), 4.18 (s, 4H). "*C NMR (126 MHz, CDCI3) 5 160.0, 156.1, 149.5,
146.2, 139.5, 138.5, 138.1, 133.5, 130.5, 128.8, 128.2, 127.7, 127.7, 127.6, 126.9, 125.0, 123.2,
121.8, 120.0, 119.4, 116.4, 111.6, 66.0, 45.5, 42.0. HRMS (m/z): calcd for CogHzsNsQO (M+H)
445.2028; found 445.2025

OMe (\o

KSC-16-251 NHFmoc  {LamEE XI-3
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(H-0 000 0-9-00)000 (@-(((2-(2H-0 O O [b][1,4]0 0 0O O 0O -4(3H)-0 O )-8-
000000000 -4-00)H)000)H)0O0OH)ODOOO)YaDoDoOooao

"H NMR (400 MHz, CDCl5)  8.24 — 8.06 (m, 1H), 7.81(d, J=7.5

Hz, 2H), 7.64 (d, J = 7.5 Hz, 2H), 7.44 (t, J = 7.4 Hz, 2H), 7.41 — 7.30 (m, 5H), 7.23 - 7.09 (m, 2H),
7.06 (s, 1H), 6.94 (s, 2H), 6.88 — 6.78 (m, 1H), 6.78 — 6.61 (m, 1H), 5.99 — 5.71 (m, 1H), 4.77 (s, br.
2H), 4.58 (d, J = 6.5 Hz, 2H), 4.42 (s, br. 2H), 4.34 — 4.28 (m, 3H), 4.02 (s, 3H). "*C NMR (126 MHz,
CDCls) & 159.7, 153.4, 143.7, 141.4, 137.0, 128.6, 127.8, 127.6, 127.2, 124.9, 120.1, 119.0, 111.8,
66.9, 66.2, 56.2, 47.1, 44.9, 42.2, 29.7. HRMS (m/z): calcd for CagH3sNsO4 (M+H) 636.2611; found

636.2613
OMe (o
N \YN
_N
HN
KSC-16-243 NMe2 1 atmss Xi1-2

2-(2H-0 00 [b][1.4]10000 0 -4(3H)-00)-N-(3-(0 00000 O)IO000)-8-00
0000000 -4-0000

H

NMR (400 MHz, CDCl3) 8 8.39 — 8.15 (m, 1H), 7.26 (s, 1H), 7.14 (s, 2H), 7.05 (s, 1H), 6.94 (s, 2H),
6.90 — 6.82 (m, 1H), 6.76 (d, J = 7.1 Hz, 2H), 6.71 (d, J = 8.0 Hz, 1H), 5.93 = 5.72 (m, 1H), 4.77 (s, br.
2H), 4.46 (s, br. 2H), 4.36 (s, br. 2H), 4.02 (s, 3H), 2.95 (s, 6H). "*C NMR (101 MHz, CDCls) 5 159.7,
151.0, 139.2, 129.5, 124.4, 123.1, 121.8, 119.5, 116.7, 116.0, 112.4, 112.2, 111.4, 111.8, 111.8, 66.2,
56.1, 46.2, 42.2, 40.6. HRMS (m/z): calcd for CogHasNsO, (M+H) 442.2243; found 442.2239

OMe (”\NH
N

N

N
HN
Z "N
s
KSC-16-241 LEMES XL

2-(3,4-0 000000000 -1(2H)-00)-8-0000-N-(0O000-2-00000)00
ooo-4-0000

"H NMR (400

MHz, CDCl3) 5 8.51 (s, 1H), 7.83 — 7.66 (m, 1H), 7.57 (dd, J = 5.9, 7.7 Hz, 1H), 7.13 (s, 1H), 7.06 (s,
2H), 6.94 (d, J = 7.9 Hz, 1H), 6.89 — 6.77 (m, 1H), 6.77 — 6.68 (m, 1H), 6.64 — 6.50 (m, 2H), 4.78 (s,
br. 2H), 4.27 (s, br. 2H), 3.91 (s, 3H), 3.39 (s, br. 2H). HRMS (m/z): calcd for CpsHpsNsO (M+H)
399.1933; found 399.1929
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KSC-16-235 OH {LEHESXI-10
4-(((2-(2H-0 0 O [b][1,4]0 0000 -4(BH)-00)-8-0 00000000 -4-00)00
O)YOOoOo)Dooooao

'H  NMR

(400 MHz, CDCl3) 8 8.01 (s, 1H), 7.13 = 7.11 (m, 3H), 7.03 (1, J = 8.0 Hz, 1H), 6.94 (d, J = 8.6 Hz,
1H), 6.91 - 6.78 (m, 2H), 6.72 (d, J = 8.4 Hz, 3H), 4.62 (d, J = 5.0 Hz, 2H), 4.31 (d, J = 4.5 Hz, 2H),
4.23 (d, J = 4.6 Hz, 2H), 3.90 (s, 3H). °C NMR (101 MHz, CDCl3) 5 159.6, 155.3, 146.3, 130.2, 129.3,
124.2, 123.5, 122.1, 119.5, 116.8, 115.6, 112.7, 111.8, 111.6, 66.2, 56.1, 44.9, 42.3. HRMS (m/2):
calcd for CygH3N4O3 (M+H) 415.1770; found 415.1760

OH (\o

KSC-16-232 EE&YES VI-T

2-(2H-0 0O [b][1.4]10 0000 -4(3H)-00)-4(0000000)I0O0O00-8-000
O

'H NMR (400 MHz, CDCly) &

7.88 (s, 1H), 7.30 (d, J = 4.6 Hz, 4H), 7.28 — 7.21 (m, 1H), 7.09 - 7.06 (m, 2H), 7.02 — 6.88 (m, 2H),
6.86 (d, J = 6.5 Hz, 1H), 6.79 — 6.74 (m, 1H), 4.76 (d, J = 5.4 Hz, 2H), 4.23 (s, 4H). HRMS (m/z):
calcd for CosHaiNLO, (M+H) 385.1665; found 385.1657

OMe (\o

NMe,

KSC-16-227 L EHESXI-9

2-(2H-0 00 [b][1,4]00000 -4(3H)-00)-N-(2(0 00000 O0)I000)-8-00
0000000 -4-0000
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H

NMR (400 MHz, CDCl3) 5 8.16 (s, 1H), 7.31 (s, br. 1H), 7.21 (d, J = 7.2 Hz, 2H), 7.14 (d, J = 7.5 Hz,
1H), 7.04 — 6.97 (m, 3H), 6.94 — 6.91 (m, 1H), 6.89 — 6.85 (m, 2H), 6.84 — 6.74 (m, 1H), 4.82 (d, J =
5.1 Hz, 2H), 4.40 — 4.36 (m, 2H), 4.29 — 4.27 (m, 2H), 3.92 (s, 3H), 2.71 (s, 6H). "*C NMR (126 MHz,
CDCl3) 5 159.8, 132.2, 129.6, 128.4, 124.4, 124.0, 121.8, 120.0, 119.3, 116.7, 112.4, 112.3, 111.2,
66.2, 56.1, 44.7, 43.4, 42.2. HRMS (m/z): calcd for CogHasNsO, (M+H) 442.2243; found 442.2233

OMe (\o

N Y N
=N
HN
OH
KSC-16-222 L&EHES XII-8

2-(((2-(2H-0 0 O [b][1,4]0 0000 -4(3H)-00)-8-0 000000 00-4-00)00
O)oOO)DOOOOO

"H NMR (400

MHz, CDCI3) 8 8.91 (s, br. 1H), 7.97 (s, br. 1H), 7.14 — 7.04 (m, 3H), 7.01 (t, J= 7.9 Hz, 1H), 6.93 (d, /= 8.8
Hz, 1H), 6.91 — 6.85 (m, 2H), 6.82 (t, J/ = 7.3 Hz, 1H), 6.73 (t, J = 7.2 Hz, 2H), 4.68 (s, br. 2H), 4.30 (s, 4H),
3.87 (s, 3H). °C NMR (101 MHz, CDCly) § 159.9, 155.8, 146.3, 130.8, 129.9, 124.0, 122.8, 119.9, 119.7,

1174, 117.2, 112.6, 112.1, 111.7, 66.0, 56.1, 43.1, 42.0. HRMS (m/z): calcd for CysH3sNsO5 (M+H)
415.1770; found 415.1763

OMe (\o

ZY
|
KSC-16-219 X LEMESXI-7

2-(2H-0 0O [b][1.4]10 0000 -4(3H)-00)-8-0 000 -N(COODO0-2-00000)
0D0O0O00-4-0000

'H NMR

(400 MHz, CDCly) & 8.53 (s, 1H), 8.10 (s, 1H), 7.59 (td, J = 1.7, 7.7 Hz, 1H), 7.32 (s, br. 1H), 7.22 (d, /= 7.8
Hz, 1H), 7.18 = 7.12 (m, 1H), 7.09 (t, /= 8.0 Hz, 1H), 6.96 (d, /= 7.1 Hz, 1H), 6.93 - 6.77 (m, 3H},4.79 (d, J =
4.6 Hz, 2H), 439 - 4.32 (m, 2H), 4.28 — 4.22 (m, 2H), 3.92 (s, 3H). *C NMR (101 MHz, CDCI3) & 159.7,
156.6, 149.0, 146.3, 136.7, 124.2, 123.3, 1224, 122.2, 1194, 116.8, 112.2, 122.0, 111.5, 66.2, 56.1, 45.9, 42.3.
HRMS (m/z): caled for CozHoNsQ, (M+H) 400.1773; found 400.1768
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OMe H OH
N \\rN
_N
HN
KSC-16-203 LEHES XI-10

2-(4(COoDooDoDOoH)-8-0O00DO0O0O0OD0DO0D0O-2-00)H)000O0H>OODDOO
'H NMR (400 MHz, CDCl5) 5 7.47 — 7.31
(m, 5H), 7.16 — 7.10 (m, 3H), 7.10 — 7.06 (m, 1H), 7.03 (td, J = 2.0, 6.8 Hz, 1H), 6.94 (d, J = 6.6 Hz,
2H), 6.87 — 6.78 (m, 1H), 6.08 (s, br. 1H), 4.83 (d, J = 5.4 Hz, 2H), 3.99 (s, 3H). °C NMR (101 MHz,
CDCl3) 6 160.3, 156.5, 153.2, 149.3, 137.9, 128.9, 128.3, 128.0, 127.8, 125.3, 122.5, 121.8, 120.9,
119.6, 112.1, 111.9, 111.2, 56.1, 45.4. HRMS (m/z): calcd for CyHa1N4O, (M+H) 373.1665; found
373.1657

N

~

~.N CI

N
KSC-16-197 ED EEHMES XXIV

2-(2-0000000)4-(GB,4-00000000-1(RH-00)0 00000

'H NMR (400 MHz, CDCl;) &
8.03 (d, J = 7.9 Hz, 1H), 7.99 - 7.92 (m, 1H), 7.74 (ddd, /= 1.4, 6.9, 8.4 Hz, 1H), 7.54 (ddd, J= 1.3, 5.7, 6.9
Hz, 2H), 7.41 (pd, J = 1.8, 7.4 Hz, 2H), 7.26 (ddd, J= 1.3, 6.9, 8.4 Hz, 2H), 7.04 (td, J = 1.3, 7.4 Hz, 1H), 6.98
(td, J=1.7, 7.7 Hz, 1H), 6.83 - 6.74 (m, 1H), 4.19 (t, J = 6.5 Hz, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.19 (p, /= 6.6
Hz, 2H). >C NMR (101 MHz, CDCl3) § 162.0, 161.4, 152.4, 142.7, 138.7, 132.9, 132.7, 131.8, 130.6, 130.3,
130.0, 129.0, 128.9, 126.8, 126.2, 126.1, 125.5, 123.4, 120.7, 116.3, 47.8, 27.0, 24.2. HRMS (m/z): calcd for
Ca3H19CINs (M+H) 372.1268; found 372.1266

OMe H
N\\(N F
N
HN Me
KSC-16-196 LEMES X1-18

Nd-ODDDOO-N2-(B-0000-5-0000000)-8-000000000-2,4-00000
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'H NMR (400 MHz,

CDCl3) 8 7.53 (d, J = 11.7 Hz, 1H), 7.41 — 7.22 (m, 5H), 7.12 — 7.00 (m, 2H), 7.00 — 6.89 (m, 2H), 6.41 (d, J =
9.3 Hz, 1H), 5.84 (s, 1H), 4.80 (d, J = 5.1 Hz, 2H), 3.95 (s, 3H), 2.20 (s, 3H). °C NMR (101 MHz, CDCI3) §
164.4, 162.0, 160.2, 156.4, 153.7, 141.8, 141.7, 140.1, 140.0, 138.0, 128.9, 127.9, 127.8, 122.0, 114.6, 112.4,

111.7,111.3, 109.0, 108.7, 103.3, 103.0, 56.1, 45.7, 21.58, 21.56. HRMS (m/z): calcd for Cy3HpFN4O (M+H)
389.1778; found 389.1781

OMe H
N\\rN F
Seae]
HN

KSC-16-194 EEMEE X117
N4-OODDO-N2-(3-00000000)8-000000000-2,4-00000

'H NMR (400 MHz, CDCly) § 7.73

(dt, J=2.1, 11.8 Hz, 1H), 7.42 ~ 7.20 (m, 6H), 7.15 — 7.00 (m, 4H), 6.96 (dd, J = 1.7, 7.3 Hz, 1H), 6.64 — 6.51
(m, 1H), 5.86 (s, 1H), 4.79 (d, J = 5.1 Hz, 2H), 3.95 (s, 3H). ®C NMR (101 MHz, CDCI3) § 164.5, 162.1,
160.2, 156.3, 153.7, 143.3, 142.2, 142.1, 138.0, 129.7, 129.6, 128.9, 127.9, 127.8, 122.1, 114.0, 114.0, 112.4,

111.8, 111.3, 108.1, 107.8, 106.1, 105.8, 56.1, 45.7. HRMS (m/z): calcd for CyyH,oFN4O (M+H) 375.1621;
found 375.1626

OMe H
N\YN Cl
N
‘ HN

KSC-16-193 LEMESXI-16

NA-OOOQO-N-G@B-00000O00)-8-0000o0o0oo0og-2,4-00000

"H NMR (400 MHz, CDCly) § 8.03 (t,

J=2.1Hz, 1H), 7.51 - 7.33 (m, 6H), 7.28 (d, J = 11.5 Hz, 1H), 7.23 — 7.12 (m, 3H), 7.07 (dd, /= 1.9, 7.1 Hz,
1H), 6.96 (ddd, J=0.9, 2.0, 7.9 Hz, 1H), 5.94 (s, br. 1H), 4.90 (d, J = 5.1 Hz, 2H), 4.05 (s, 3H). *C NMR (101
MHz, CDCl3) & 160.2, 156.3, 153.7, 141.7, 138.0, 134.4, 129.7, 128.9, 127.9, 127.8, 122.1, 121.4, 118.8, 116.7,
112.4,111.8,111.3, 56.1, 45.7. HRMS (m/z): calcd for CyHoCIN,O (M+H) 391.1326; found 391.1325
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KSC-16-191 LEMES VI-6

2-(2H-0 00 [b][1,4]00000 -4(3H)-00)-N-0000-8-000000000 -4-0

O0dno
'"H NMR (400 MHz,

CDCl;) 6 8.21 — 8.08 (m, 1H), 746 — 7.31 (m, 5H), 7.18 7.11 (m, 2H), 7.05 (dd, J = 1.6, 7.3 Hz, 1H), 6.99 -
6.88 (m, 2H), 6.80 (ddd, J = 2.3, 6.5, 8.7 Hz, 1H), 5.86 (s, 1H), 4.83 (d, J = 5.5 Hz, 2H), 4.50 — 4.40 (m, 2H),
4.40 — 4.29 (m, 2H), 4.03 (s, 3H). °C NMR (101 MHz, CDCly) 8 159.7, 156.2, 153.9, 146.2, 143.6, 138.5,
128.8,128.1, 127.8, 127.6, 124.3, 123.2, 121.9,119.4, 116.7, 112.3, 111.8, 111 4, 66.2, 56.1, 45.4, 42.2. HRMS
(m/z): calcd for Cp4H23N4O, (M+H) 399.1821; found 399.1824

(\o
N _N
AN
o

C)
KSC-16-190 0O {E&MES X

4,4"-(00D0D0D0-2,4-000)00 @@,4-0000-2H-00 0 [b]1[1,4]10 00 0 0 )O
'"H NMR (400 MHz, CDCl,)
6 8.03 (dd, J=1.5, 8.2 Hz, 1H), 7.66 (dd, /= 0.8, 8.4 Hz, 1H), 7.59 (dd, /= 0.8, 8.5 Hz, 1H), 7.53 (ddd, /= 1.4,
6.7, 8.4 Hz, 1H), 7.00 (ddd, J = 1.4, 6.7, 8.2 Hz, 1H), 6.96 - 6.75 (m, 5H), 6.71 (d, J= 8.1 Hz, 1H), 6.67 - 6.53
(m, 1H), 4.48 — 4.36 (m, 2H), 4.36 — 4.22 (m, 4H), 4.07 - 3.95 (m, 2H). °C NMR (101 MHz, CDCl,) § 161.4,
156.4, 154.0, 146.4, 145.7, 133.3, 129.7, 127.7, 127.0, 126.2, 124.3, 124.0, 123.8, 122.2, 120.4, 120.0, 119.5,
117.3, 117.0, 113.7, 66.5, 66.1, 45.6, 42.3. HRMS (m/z): calcd for Co4HzN4O, (M+H) 397.1665; found

397.1664
H
N \\l/ N Cl
=N

HN\(
KSC-16-189 {LEMES XLI
N2-(B-0000000)-NMd-000O0O0O0D0DDODDOOO-=-2,4-00000
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"H NMR (400 MHz, CDCl;) § 8.06 (t,
J=2.0Hz, 1H), 7.64 - 7.42 (m, 3H), 7.31 (ddd, /= 0.9, 2.1, 8.2 Hz, 1H), 7.25 — 7.03 (m, 3H), 6.88 (ddd, /=
0.9,2.0,7.9 Hz, 1H), 5.39 (d, J= 7.2 Hz, 1H), 4.44 (q, J= 6.5 Hz, 1H), 1.31 (d, J = 6.5 Hz, 6H). *C NMR (101

MHz, CDCl3) & 159.5, 156.6, 151.1, 141.8, 134.4,132.9, 129.6, 126.3, 122.4, 121 .4, 120.6, 118.9, 116.7, 111.5,
43.1, 22.7. HRMS (m/z): calcd for C47H:sCIN, (M+H) 313.1220; found 313.1221

CHy

O

HN

KSC-16-188 tEHES X9

NA-OODODDO-N2-0D0D0O-N2-000OOO0OO00O0DO0O-=-2,4-00000
'H NMR (400 MHz, CDCly) § 7.36 (dd,
J=1.3,4.6 Hz, 2H), 7.31 (t,J= 7.8 Hz, 1H), 7.26 ~ 7.09 (m, 7H), 7.05 — 7.00 (m, 2H), 7.00 - 6.94 (m, 1H),
6.90 (ddd, J = 3.3, 4.9, 8.2 Hz, 1H), 5.58 (s, 1H), 4.38 (d, /= 5.6 Hz, 2H), 3.45 (s, 3H). *C NMR (101 MHz,
CDCl;) 8 159.2, 158.9, 152.2, 146.3, 138.9, 132.5, 128.6, 128.4, 128.0, 127.3, 126.6, 126.5, 124.6, 121.3, 120.6,
110.9, 45.0, 38.2. HRMS (m/z): calcd for CosHpiN4 (M+H) 341.1766; found 341.1766

0
~N
HN

KSC-16-187 LEYES X8

N-ODOOO0O-2-G,4-0000000000-2H-00)>H00000-4-0000

'H NMR (400 MHz, CDCl3) &
7.45 (d, J= 3.6 Hz, 2H), 7.41 (d, J = 8.2 Hz, 1H), 7.35 (d, J= 7.3 Hz, 2H), 7.33 — 7.21 (m, 3H), 7.16 - 7.03 (m,
4H), 7.03 - 6.89 (m, 1H), 5.73 (s, br. 1H), 4.95 (s, 2H), 4.78 (d, /= 5.4 Hz, 2H), 4.07 (t, J = 5.9 Hz, 2H), 2.84 (1,
J=5.9Hz, 2H). "C NMR (101 MHz, CDCL) § 159.6, 139.0, 135.5, 134.9, 132.6, 128.7, 128.6, 127.9, 127.5,

126.6, 126.03, 125.95, 120.9, 120.7, 110.3, 46.4, 45.3, 41.5, 29.2. HRMS (m/z): calcd for CaaHpaNy (M+H)
367.1923; found 367.1921
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KSC-16-182 EEMES VIS5

N-OO0OD0-2-3,4-00000000CODO-12H-0DO0)H)-8-00O0O0O0GOQoQOoOD-4-0000
a

'H NMR (400

MHz, CDCl3) § 7.72 (d, J = 7.8 Hz, 1H), 7.37 — 7.21 (m, 5H), 7.04 (d, J = 7.8 Hz, 1H), 6.98 (t, J = 7.8 Hz, 1H),
6.92 (d,J=17.7 Hz, 1H), 6.77 (t, J = 6.9 Hz, 1H), 6.59 — 6.44 (m, 2H), 5.68 (s, 1H), 4.69 (d, J = 5.4 Hz, 2H),
433 — 424 (m, 2H), 3.92 (s, 3H), 3.48 — 3.37 (m, 2H). "*C NMR (101 MHz, CDCl3)  159.6, 156.8, 153.8,
138.7,137.0, 128.7, 127.9, 127.5, 126.7, 125.2, 123.5, 121.3, 118.8, 116.1, 114.5, 112.4, 111.7, 111.3, 56.2,
45.3,42.5,41.5. HRMS (m/z): calcd for CosHasNsO (M+H) 398.1981; found 398.1974

H
N\YN Cl
N
L
KSC-16-176

N2-B3-0000000)-NMd-(4-000D00O0OOHOOODODO-=-2,4-00000
'H NMR (400 MHz, CDCl;) §

Cl {tAHES XXV-5

7.97 (t,J = 2.0 Hz, 1H), 7.78 — 7.61 (m, 5H), 7.46 — 7.36 (m, 4H), 7.32 (ddd, /= 2.1, 6.1, 8.2 Hz, 1H), 7.23 (t,/
= 8.0 Hz, 2H), 7.01 (ddd, J= 0.9, 2.0, 7.9 Hz, 1H). 3C NMR (101 MHz, CDCl3) & 158.1, 156.0, 151.8, 141.2,
136.6, 134.5,133.5, 129.7, 129.7, 129.2, 126.9, 123.4, 123.2, 122.1, 120.4, 119.2, 117.2, 111.5. HRMS (m/z):
caled for CygH15ClN4 (M+H) 381.0674; found 381.0668

N\Yn@

=N
HN

KSC-16-175 tEHES VI-15

N2,NMd-OD0O0OD0DD-6-000000000-2,4-00000
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(115) JP 2013-530942 A 2013.8.1

'H NMR (400 MHz, CDCls) § 7.49 (dd, J=5.2,

9.1 Hz, 1H), 7.43 - 7.30 (m, 10H), 7.27 (d, /= 7.2 Hz, 1H), 7.16 (dd, J= 2.7, 9.0 Hz, 1H}), 5.70 (s, br. 1H}, 5.40

(s, br. 1H), 4.78 (d, J = 5.4 Hz, 2H), 4.73 (d, J = 5.7 Hz, 2H). >C NMR (101 MHz, CDCL,) § 159.7, 159.6,
159.2, 158.4, 156.0, 148.9, 140.0, 138.4, 128.8, 128.5, 128.0, 127.7, 127.6, 127.0, 122.0, 121.8, 110.7, 110.6,
105.5, 105.3, 103.0, 45.6, 45.2. HRMS (m/z): calcd for CpHaoF N, (M+H) 359.1672; found 359.1672

H
N \Y N Cl
~N
L
KSC-16-174 L EMES XXV-4

N2-GB-0000000)-NMd-(p-00D0HO0DODODDO0O-2,4-00000
'"H NMR (400 MHz, CDCL3) § 7.89 (t, J
= 2.0 Hz, 1H), 7.66 (d, J= 8.1 Hz, 1H), 7.60 (dd, J = 1.6, 5.1 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.38 — 7.30 (m,
1H), 7.22 (ddd, J = 4.7, 7.4, 8.2 Hz, 2H), 7.16 (s, br. 2H), 7.12 (t, J = 8.1 Hz, 2H), 6.89 (ddd, /= 0.9, 2.0, 7.9
Hz, 1H), 2.32 (s, 3H). ’C NMR (101 MHz, CDCly) § 158.5, 156.1, 151.7, 141.4, 135.3, 134.6, 134.5, 133.3,

129.7,129.6, 126.8, 123.0, 122.5, 121.8, 120.5, 119.0, 117.0, 111.7, 21.0. HRMS (m/z): calcd for Cz1H5CIN,
(M+H) 361.1220; found 361.1228

H\/@
NYN
N

HN

MeOQ

KSC-16-172 LEMES VI-14

N2,Nd-O00000-6-000000000-=-2,4-00000
"H NMR (400 MHz, CDCl3) § 7.36 (d, /= 9.1

Hz, 1H), 7.32 - 7.08 (m, 11H), 6.77 (d, /= 2.7 Hz, 1H), 5.80 (s, 1H), 5.17 (s, 1H), 4.69 (d, /= 5.4 Hz, 2H), 4.61
(d, J = 5.4 Hz, 2H), 3.70 (s, 3H). *C NMR (101 MHz, CDCl;) 5 159.6, 158.6, 154.3, 147.3, 140.2, 138.9, 128.7,

128.4, 128.0, 127.6, 127.5, 127.0, 126.9, 123.4, 110.8, 101.4, 55.7, 45.7, 45.1. HRMS (m/z): calcd for
Ca3H2N4O (M+H) 371.1872; found 371.1874

1 L
NC N\\rN

KSC-16-167 LEMES VI-8

2,4-00 (0ocooooo)yoboobo-7y-00OO0O0oDODOO
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(116) JP 2013-530942 A 2013.8.1

'"H NMR (400 MHz, CDCl3) 8 7.79 (s, br. 1H), 7.55

(d,J=8.3 Hz, 1H), 747 - 7.30 (m, 10H), 7.24 (dd, /= 1.6, 8.3 Hz, 1H), 5.83 (s, 1H), 5.55 - 5.32 (m, 1H), 4.78
(d, J=5.4 Hz, 2H), 4.74 (d, J= 6.0 Hz, 2H). HRMS (m/z): calcd for Cy3HzoNs (M+H) 366.1719; found

366.1719
H\/©
MeO NYN
A

HN

KSC-16-166 EEHES VI3
N2,N4-00000-7-000000000-2,4-00000
"H NMR (400 MHz, CDCly) § 7.33 - 7.08 (m,

11H), 6.75 (s, 1H), 6.57 (dd, J = 2.5, 8.9 Hz, 1H), 5.72 (s, br. 1H), 5.32 (s, br. 1H), 4.64 (d, J = 5.5 Hz, 2H),
4.61 (d,J=5.8 Hz, 2H), 3.72 (s, 3H). °C NMR (101 MHz, CDCI3) § 163 .4, 160.1, 159.9, 154.5, 140.1, 138.9,

128.7,128.5, 128.0, 127.6, 127.5, 127.0, 122.3, 112.7, 105.2, 104.9, 55.4, 45.6, 45.0. HRMS (m/z): calcd for
Ca3H2sN4O (M+H) 371.1872; found 371.1872

H
NYN cl
_N
L
OCH; framEEXXV-3

N2-B-0000000)-NMd-(4-000D0D0O0O0O0DHYOODODODO-=-2,4-00000
'H NMR (400 MHz,

KSC-16-164

CDCly) & 'H NMR (400 MHz, CDCI3) & 7.85 (t, J = 2.0 Hz, 1H), 7.63 (d, J = 8.0 Hz, 1H), 7.61 — 7.52 (m, 2H),
7.49 - 7.39 (m, 2H), 7.31 — 7.11 (m, 4H), 7.08 (t, J = 8.1 Hz, 1H), 6.94 — 6.80 (m, 3H), 3.77 (s, 3H). "C NMR
(101 MHz, CDCl,) 6 158.8, 157.1, 156.2, 151.6, 141.4, 1344, 133.3, 130.8, 129.6, 126.7, 124.6, 122.9, 121.7,
120.6,118.9,117.0, 114.4, 111.6, 55.6. HRMS (m/z): calcd for C;1H5CIN,O (M+H) 377.11689; found

377.1169
H
NYN Cl
N

O
KSC-16-163 {EEES XXV-2

N2-(B-000D0DD0O0)-N-0DDO0O0O0O0O0O0OO0ODO-2,4-0000D0
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(117) JP 2013-530942 A 2013.8.1

'H NMR (400 MHz, CDCl3) § 7.88 (t, J =

2.0 Hz, 1H), 7.71 - 7.53 (m, 5H), 7.37 (dd, J= 5.2, 10.7 Hz, 3H), 7.31 (s, br. 1H), 7.22 (ddd, J=2.9, 5.3, 8.2
Hz, 1H), 7.17 - 7.00 (m, 3H), 6.89 (ddd, J=0.9, 2.0, 7.9 Hz, 1H). *C NMR (101 MHz, CDCl;) § 158.2, 156.1,
151.8,141.3,138.1, 134.5, 133.3, 129.7, 129.2, 126.9, 124.7, 123.1, 122.1, 121.9, 120.5, 119.1, 117.1, 111.7.
HRMS (m/z): calcd for CyoH16CINg (M+H) 347.1063; found 347.1061

H
FaC N N\/O
Y
N
HN

KSC-16-160 LEYESVI-7

N2,N4-0 0 00D0-7-(000000000)0O0000-2,4-00000
"H NMR (400 MHz, CDCI3) § 7.78

(s, IH), 7.60 (d, /= 8.5 Hz, IH), 7.39 — 7.33 (m, 9H), 7.32 - 7.21 (m, 2H), 5.91 (s, br. 1H), 5.51 (s, br. 1H), 4.80
(d,J= 5.4 Hz, 2H), 4.75 (d, J = 5.9 Hz, 2H). >’C NMR (101 MHz, CDCI3) § 160.0, 159.7, 152.0, 139.6, 138.2,

134.5,134.2, 128.8, 128.6, 128.0, 127.8, 127.6, 127.1, 125.2, 122.5, 121.9, 116.64, 116.61, 45.5, 45.2. HRMS
(m/z): caled for CagHzF 3N, (M+H) 409.1640; found 409.1642

O
Cl N\\]/N
=N
HN

KSC-16-159 L&MES VI-12

N2,Nd-O 00 00-7-0000000O00O-=-2,4-000003

"H NMR (400 MHz, CDCl3) § 7.54 (s, br. 1H),

7.50 - 7.37 (m, 10H), 7.32 (d, J = 7.0 Hz, 1H), 7.08 (dd, J = 2.1, 8.7 Hz, 1H), 5.82 (s, br. 1H), 5.42 (s, br. 1H),
4.83 (d, J = 5.4 Hz, 2H), 4.79 (d, J = 5.9 Hz, 2H). *C NMR (101 MHz, CDCl;) 8 160.1, 159.8, 153.3, 139.8,

138.7, 138.4, 128.8, 128.5, 128.0, 127.7, 127.6, 127.1, 124.8, 122.2, 121.6, 109.5, 45.5, 45.1. HRMS (m/z):
caled for CyHanCINg (M+H) 375.1376; found 375.1377

KSC-16-156 EEHES VI-11
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(118) JP 2013-530942 A 2013.8.1

N2,Nd-OD0O0ODD-7-00D0D000000-2,4-00000
"H NMR (400 MHz, CDCl;) § 7.49 (dd, J=5.9,

9.0 Hz, 1H), 7.46 — 7.31 (m, 9H), 7.30 — 7.23 (m, 1H), 7.12 (d, /= 10.3 Hz, 1H), 6.82 (1d, /= 2.5, 8.6 Hz, 1H),
5.81 (s, br. 1H), 5.41 (s, br. 1H), 4.78 (d,J= 5.4 Hz, 2H), 4.73 (d, /= 5.9 Hz, 2H). "C NMR (101 MHz, CDCl;)
5 167.0, 164.5,160.1, 159.8, 154.5, 154.3, 139.8, 138.5, 128.8, 128.5, 128.0, 127.6, 127.1, 123.1, 123.0, 110.4,
110.1, 45.5, 45.1. HRMS (m/z): calcd for CoHaoFN4 (M+H) 359.1672; found 359.1674

H
N\YN
=N

HN NO,

KSC-16-155 {LEYESI1-22
N4-ODODOO-N2-(3-0000000)I0000-2,4-00000
"H NMR (400 MHz, CDCl3) § 9.03 (t, J =

2.2 Hz, 1H), 7.82 - 7.68 (m, 2H), 7.62 (d, J= 3.6 Hz, 2H), 7.56 (d, J = 8.2 Hz, 1H), 7.45 (s, br. 1H), 7.42 - 7.26
(m, 6H), 7.20 (dd, J= 3.9, 8.0 Hz, 1H), 5.94 (s, 1H), 4.87 (d, J = 5.2 Hz, 2H). *C NMR (101 MHz, CDCl;) §
160.2, 156.3, 151.0, 148.8, 141.6, 137.9, 133.3, 129.3, 128.9, 127.9, 127.9, 126.6, 124.1, 123.0, 120.7, 116.1,
1134, 111.6,45.6, 29.7. HRMS (m/z): calcd for Co1H1gN5O, (M+H) 37241460; found 372.1462

i H\/©
N\\rN
=N
HN

KSC-16-154 EEMESVI-10

N2,N4d-O00000-8-000000000-2,4-00000
'"H NMR (400 MHz, CDCl3) § 7.47 — 7.12 (m,

12H), 6.95 (td, J=4.9, 8.0 Hz, 1H), 6.15 (s, br. 1H), 5.68 (s, br. 1H), 4.77 (d, /= 5.5 Hz, 2H), 474 (d, /= 5.7
Hz, 2H). *C NMR (101 MHz, CDCly) § 159.7, 159.6, 157.4, 154.9, 142.7, 142.6, 140.0, 138.5, 128.7, 128.5,

128.0, 127.6, 127.0, 119.8, 119.7, 117.0, 116.9, 116.6, 116.6, 112.8, 45.6, 45.1. . HRMS (m/z): calcd for
CpoHaoFN4 (M+H) 359.1672; found 359.1675

NYN

=N
HN

KSC-16-153 LEMESVI-9
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(119) JP 2013-530942 A 2013.8.1

N2,Nd-O0000-8-00000000-2,4-00000
'"H NMR (400 MHz, CDCl5) & 7.86 (dd, J = 1.1,

7.6 Hz, 1H), 7.68 —~ 7.19 (m, 11H), 6.90 (t, J= 7.8 Hz, 1H), 5.89 (s, br. 1H), 5.74 - 5.16 (m, 1H),4.77 (d, /=54

Hz, 4H). HRMS (m/z): calcd for CyoHzoBrN4s (M+H) 419.0871 and 421.0851; found 421.0848
H
NYN
=N

HN ]

KSC-16-152 LEMES I-21
N4-JOODO-N2-(3-0000000)0000-2,4-00000

"H NMR (400 MHz, CDCly) 8 8.38 (t, J =

1.9 Hz, 1H), 7.62 (tdd, J=4.1, 5.9, 9.2 Hz, 4H), 7.50 — 7.31 (m, 6H), 7.22 (ddd, J= 3.0, 5.2, 8.2 Hz, 2H), 7.02
(t, J= 8.0 Hz, 1H), 5.95 (s, 1H), 4.88 (d, J = 5.3 Hz, 2H). *C NMR (101 MHz, CDCl;) § 160.1, 156.5, 151.3,
141.6, 138.1, 133.1, 130.5, 130.2, 128.9, 127.9, 127.8, 127.7, 126.5, 122.6, 120.7, 118.1, 111.5, 94.3, 45.5.
HRMS (m/z): calcd for Cp1H4sIN4 (M+H) 453.0576; found 453.0571

H
NYN
N
RO
KSC-16-151 EEYES XXV-6

N2,N4-0 -p-00000000-2,4-00000
"H NMR (400 MHz, CDCls) & 7.70 (t, J = 8.0 Hz, 1H), 7.66
(dd, J=3.8, 4.5 Hz, 2H), 7.64 — 7.56 (m, 4H), 7.39 (s, br. 1H), 7.28 - 7.19 (m, 3H), 7.14 (d, /= 8.1 Hz, 2H),
7.08 (s, br. 1H), 2.42 (s, 3H), 2.37 (s, 3H). "C NMR (101 MHz, CDCl;) § 158.3, 156.8, 152.1, 137.6, 135.7,

134.1, 133.0, 131.5,129.5, 129.3, 126.7, 122.3, 122.3, 120.6, 119.7, 111.6, 21.0, 20.9. HRMS (m/z): calcd for
CQZH21N4 (M+H) 341.1766; found 341.1759

H
N\YN
_N
HN CFy4
KSC-16-150 LEMES 11-20

Nd-OOOO-N2-B3-(OO0O0opoOoooo)oooo)yyoopouooo-2,4-00000
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(120) JP 2013-530942 A 2013.8.1

"H NMR (400 MHz, CDCl;) &

8.34 (s, 1H), 7.77 (d, /= 8.2 Hz, 1H), 7.71 — 7.54 (m, 3H), 7.54 - 7.31 (m, 7TH), 7.24 (ddd, /=24, 5.0, 8.2 Hz,
2H), 5.95 (s, br. 1H), 4.89 (d,J = 5.3 Hz, 2H). "C NMR (101 MHz, CDCl) § 160.2, 156.5, 151.3, 140.9, 138.0,
133.1, 131.5, 131.2,130.9, 130.5, 129.1, 128.9, 127.9, 127.8, 126.5, 125.7, 123.0, 122.7, 121.7, 120.7, 118.1,

118.04, 118.00, 117.97, 115.7, 115.66, 115.62, 115.58, 111.6, 45.5. HRMS (m/z): calcd for CyoHygF3Ny
(M+H) 395.1484; found 395.1481

H
T
N
OCHs
L

KSC-16-149 OCH3 jL&i&S XXV-1

N2,N4-0 0 (4-00000000)I 0000 -2,4-00000
'"H NMR (400 MHz, CDCL) 8 7.71 (d, J = 8.0 Hz, 1H),

7.68 — 7.52 (m, 6H), 7.29 (s, br, 1H), 7.24 (ddd, /= 1.7, 6.5, 8.2 Hz, 1H), 7.08 — 6.92 (m, 3H), 6.93 - 6.83 (m,
2H), 3.87 (s, 3H), 3.83 (s, 3H). *C NMR (101 MHz, CDCl;) § 158.4, 156.9, 156.7, 155.1, 152.0, 133.3, 133.0,

131.3,126.5, 124.2, 122.2,121.5, 120.5, 114.2, 114.0, 111.4, 55.58, 55.56. HRMS (m/z): calcd for
C2H21N4O, (M+H) 373.1665; found 373.1659

(\NH
N_ _N
NS
/\hlr

HN

KSC-16-147 LEMES VII-4

N-DDODODO-2-(3,4-0000000000-1H-00)1 0000 -4-0000
'"H NMR (400 MHz, CDCly) § 7.82 (d, J =

7.8 Hz, 1H), 7.57 (dd, J= 6.2, 13.7 Hz, 3H), 7.45 — 7.31 (m, 5H), 7.21 — 7.09 (m, 1H), 6.94 — 6.84 (m, 1H), 6.62
(dd, J = 4.4, 12.2 Hz, 2H), 5.82 (s, br. 1H), 4.81 (d, J = 5.5 Hz, 2H), 4.40 — 4.25 (m, 2H), 3.55 ~ 3.45 (m, 2H).
3C NMR (101 MHz, CDCl3) § 159.6, 157.2, 152.0, 138.7, 137.2, 132.6, 128.7, 127.8, 127.5, 126.7, 126.6,

125.7,123.8,121.7,120.6, 116.1, 114.6, 111.2,45.2,42.4, 41,5, HRMS (m/z): calcd for CysH2oNs (M+H)
368.1875; found 368.1874

H
NYN
N
O
KSC-16-146 EEYES X

N2,NMd-O00D0D0O0o0ooob-=-2,4-00000
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(121) JP 2013-530942 A 2013.8.1

'"H NMR (400 MHz, CDCl;) § 7.79 — 7.71 (m, 6H), 7.71 - 7.65 (m,

2H), 7.48 — 7.42 (m, 2H), 7.40 (s, br. 1H), 7.38 — 7.29 (m, 3H), 7.26 — 7.20 (m, 1H), 7.17 (s, br. 1H), 7.09 - 7.00
(m, 1H). *C NMR (101 MHz, CDCl3) & 158.2, 156.5, 152.0, 140.0, 138.3, 133.2, 129.0, 128.8, 126.8, 124.5,
122.7,122.1,122.1, 1204, 119.5, 111.6. HRMS (m/z): calcd for CygH47N4 (M+H) 313.1453; found

313.1451
NYN
=N
HN

KSC-16-144 EEHES VII-2

N-OODD-2-(00000-1-00)00000-4-0000

"H NMR (400 MHz, CDCl;) § 8.50 (d, J = 8.0 Hz, 1H),

7.76 —7.53 (m, 3H), 7.52 -~ 7.32 (m, 5H), 7.23 ~ 7.11 (m, 3H), 6.91 (t, J=7.4 Hz, 1H), 590 (5, 1H),4.94 (d, J=
5.4 Hz, 2H), 4.45 - 4.28 (m, 2H), 3.19 (t, J = 8.7 Hz, 2H). 3C NMR (101 MHz, CDCl3)  159.7, 156.6, 151.9,
144.4, 138.6, 132.7, 132.4, 128.8, 127.9, 127.6, 127.1, 126.7, 124.5, 121.8, 120.8, 120.7, 115.4, 110.9, 49.0,
45.7,27.3. HRMS (m/z): calcd for CyaHysN4 (M+H) 353.1766; found 353.1761

N\\l/N
N

HN

KSC-16-125 EEHES VII-1
N-ODOOO-2-G,4-00000000-1@2H)-00)H)0 00 O00-4-0000

'H NMR (400 MHz, CDCl3) § 7.76 (d, J= 7.2

Hz, 1H), 7.50 (dd, J = 1.0, 4.5 Hz, 2H), 7.46 (d, J = 8.2 Hz, 1H), 7.33 - 7.20 (m, 5H), 7.10 = 7.00 (m, 2H), 6.94
(dd, /=4.1,11.4 Hz, 1H), 6.87 (td, /= 1.2, 7.3 Hz, 1H), 5.73 (s, br. 1H), 4.69 (d, J = 5.5 Hz, 2H), 4.23 - 4.03
(m, 2H), 2.75 (t, J = 6.6 Hz, 2H), 1.94 (dt, J= 6.6, 12.7 Hz, 2H). *C NMR (101 MHz, CDCl;) § 159.5, 158.1,
152.0, 140.5, 138.8, 132.6, 130.3, 128.7, 128 .4, 127.8, 127.5, 126.8, 125.1, 124.9, 122.3, 121.8, 120.6, 111.3,
45.2,45.1, 27.7, 24.1. HRMS (m/z): calcd for Cy4H23Ny (M+H) 367.1923; found 367.1917
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(122) JP 2013-530942 A 2013.8.1

1 Q)
Br N\\‘/N

KSC-16-122 LEHMES VI-16

N2,N4a-00000-7-00000000-2,4-00000
'"H NMR (400 MHz, CDCl;) § 7.67 (s, br. 1H), 7.47 ~ 7.32

(m, 10H), 7.31 = 7.25 (m, 1H), 7.17 (dd, J= 1.9, 8.6, 1H), 5.78 (s, br. 1H), 5.37 (s, br. 1H), 4.77 (d, J= 5.4 Hz,
2H), 4.73 (d, J= 5.9 Hz, 2H). HRMS (m/z): calcd for CyoH,oBrN, (M+H) 419.0871 and 421.0851; found

421.0845
L H\q/[::J
N YN
N
HN
KSC-16-121 ILEYES VI-5

N2,N4-0 0 000-8-000000000-2,4-00000

'"H NMR (400 MHz, CDCl;) § 7.44 — 7.18 (m,

11H), 7.11 (dd, J = 1.6, 7.9 Hz, 1H), 7.07 - 6.93 (m, 2H), 5.86 (s, br. 1H), 5.49 (s, br. 1H), ), 4.78 (d, /= 5.7 Hz,
2H), 4.75 (d, J = 5.7 Hz, 2H), 3.99 (s, 3H). *C NMR (101 MHz, CDCl;) § 160.1, 159.3, 153.2, 144.2, 140.2,
138.7, 128.7, 128.4, 128.0, 127.5, 126.8, 120.4, 112.5, 111.2, 110.9, 55.9, 45.7, 45.2. HRMS (m/z): calcd for
Ca3H23N4O (M+H) 371.1872; found 371.1871

H OMe
N \YN
PAN
HN F
KSC-16-120 {LEMES V-1

NA-OOOQO-N-(G-0000-2-00000000)00000-=-2,4-00000
'H NMR (400 MHz, CDCl;) § 8.75 —
8.57 (m, 1H), 7.71 — 7.52 (m, 3H), 7.40 (qdd, J= 5.5, 8.0, 13.6 Hz, 6H), 7.18 (ddd, J = 3.3, 4.8, 8.2 Hz, 1H),
6.76 — 6.60 (m, 2H), 5.91 (s, br. 1H), 4.88 (d, J = 5.4 Hz, 2H), 3.91 (s, 3H). >C NMR (101 MHz, CDCL3) §
160.0, 158.9, 156.8, 156.5, 151.6, 148.8, 148.7, 138.4, 132.9, 128.8, 127.9, 127.7, 126.5, 126.14, 126.11, 122.1,
120.7,119.3,119.2, 111.4, 106.4, 106.1, 98.6, 98.4, 55.9, 45.4. HRMS (m/z): calcd for CooHz20FN4O (M+H)
375.1621; found 375.1622
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(123) JP 2013-530942 A 2013.8.1

O
Me N\YN

KSC-16-118 {LEYES VI-6

N2,N4-0 00 O00-7-00000000-2,4-00000

'H NMR (400 MHz, CDCL;) § 7.47 — 7.19 (m, 12H),

6.93 (dd, J = 1.4, 8.3 Hz, 1H), 5.75 (s, br. 1H), 5.28 (s, br. 1H), 4.79 (d, J = 5.5 Hz, 2H), 4.75 (d, J = 4.5 Hz,
2H), 2.44 (s, 3H). '>C NMR (101 MHz, CDCL) § 156.0, 159.7, 152.4, 143.3, 140.2, 138.8, 128.7, 128.5, 128.0,
127.6, 127.5, 126.9, 125.2, 123.0, 120.6, 108.9, 45.6, 45.0, 21.8. HRMS (m/z): calcd for CpaHasNg (M+H)
355.1923; found 355.1924

Cl

KSC-16-117 {LEYES VI-3
N2,Nd-O00000-6-00000000-=-2,4-00000

'"H NMR (400 MHz, CDCl3) § 7.55 - 7.21 (m, 13H), 5.78

(s, br. 1H), 5.40 (s, br. 1H), 4.77 (d, J = 5.4 Hz, 2H), 4.73 (d, J = 5.9 Hz, 2H). "*C NMR (101 MHz, CDCl3) &
159.5, 159.2, 150.7, 139.8, 138.3, 133.2, 128.8, 128.5, 128.0, 127.7, 127.6, 127.2, 127.1, 126.0, 120.3, 45.6,
45.2. HRMS (m/z): calcd for CopHaoCIN, (M+H) 375.1376; found 375.1376

e
NYN

N
F HN

KSC-16-115 LEYES VI-2
N2,Nd-O 00 00-5-000000000-2,4-00000
'"H NMR (400 MHz, CDCly) 8 7.30 (dd, J = 8.2, 14.8 Hz,
1H), 7.22 - 7.17 (m , 8H), 7.12 ~ 7.08 (m, 2H), 6.82 ~ 6.63 (m, 1H), 6.58 (dd, J = 7.9, 12.7 Hz, 1H), 4.69 — 4.61
(m, 2H), 4.57 (d, J = 5.9 Hz, 2H). "C NMR (101 MHz, CDCI3) & 161.2, 159.8, 159.0, 158.7, 154.5, 139.8,
138.5, 132.5, 132.4, 128.7, 128.5, 127.7, 127.6, 127.5, 127.1, 121.3, 106.3, 106.1, 45.5, 45.0. HRMS (m/z):
caled for CyoHaFN, (M+H) 359.1672; found 359.1676
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(124) JP 2013-530942 A 2013.8.1

KSC-16-114 EEMES VI-1
N2,NMd-O00000-5-00000000-2,4-00000

'H NMR (400 MHz, CDCly) § 7.93 (s, br. 1H), 7.51 —

7.21 (m, 12H), 7.06 (dd, J=2.5, 6.3 Hz, 1H), 5.60 (s, br. 1H), 4.78 (d, /= 5.2 Hz, 2H), 4.72 (d, J= 6.0 Hz, 2H).
C NMR (101 MHz, CDCI3) § 159.6, 159.1, 155.2, 140.0, 138.5, 131.9, 129.1, 128.7, 128.5, 127.7, 127.6,

127.4, 127.0, 125.3, 123.3, 109.1, 45.6, 45.4. HRMS (m/z): calcd for CazHaoCIN, (M+H) 375.1376; found
375.1377

H OMe
N\\rN
N
HN Cl
KSC-16-113 {L&MES V-10

NA-OODOO-N-(G-000-2-00000000)Y0000-2,4-00000

'H NMR (400 MHz, CDCl;) § 8.83

(s, 1H), 7.75 = 7.41 (m, 4H), 7.41 — 7.21 (m, SH), 7.11 (ddd, J = 1.7, 6.5, 8.2 Hz, 1H), 6.80 (dd, J = 2.6, 8.6 Hz,
1H), 6.69 (d, J = 8.6 Hz, 1H), 5.87 (s, br. 1H), 4.81 (d, J = 5.3 Hz, 2H), 3.81 (s, 3H). °C NMR (101 MHz,
CDCly) 8 160.1, 156.3, 146.3, 138.2, 133.0, 131.0, 128.9, 128.0, 127.8, 126.4, 125.9, 122.6, 120.7, 120.2, 118.5,
111.4, 1104, 56.0, 45.5. HRMS (m/z): calcd for CoHzCINGO (M+H) 391.1326; found 391.1324

. “ Me
)
N
HN Cl
KSC-16-112 {LEMES V-9

Nd-ODOOO-N2-(G-0O00-2-000000C0HYIODODO-2,4-000000
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(125) JP 2013-530942 A 2013.8.1

'H NMR (400 MHz, CDCl;) & 8.48 (d,

J=2.1Hz, 1H), 7.61 — 7.44 (m, 3H), 7.38 — 7.21 (m, 5H), 7.12 (ddd, J= 2.8, 5.3, 8.2 Hz, 1H), 7.01 (d, /= 8.1
Hz, 1H), 6.85 (dd, J = 2.2, 8.0 Hz, 2H), 5.88 (s, br. 1H), 4.77 (d, J = 5.1 Hz, 2H), 2.24 (s, 3H). °C NMR (101
MHz, CDCl3) 8 160.2, 156.6, 139.3, 138.1, 133.1, 131.8, 131.0, 128.9, 128.0, 127.8, 126.2, 124.9, 122.6, 121.9,
120.7,120.5,111.5,45.4, 17.7. HRMS (m/z): calcd for CoHyoCINg (M+H) 375.1376; found 375.1379

H
NYN
=N

HN

OMe

KSC-16-110 LEYES V-8

NA-O D ODO-N2-(3-0000-4-00000000)I0000-2,4-00000

'H NMR (400 MHz, CDCL;) & 7.76

(dd, J = 2.6, 13.8 Hz, 1H), 7.59 — 7.41 (m, 3H), 7.39 — 7.20 (m, 5H), 7.16 — 7.02 (m, 2H), 6.95 (s, br. 1H), 6.81
(t,J=9.1 Hz, 1H), 5.83 (s, br. 1H), 4.75 (d, /= 5.2 Hz, 2H), 3.79 (s, 3H). >°C NMR (101 MHz, CDCl;) § 160.1,
156.7, 153.6, 151.4, 151.2, 142.6, 142.4, 138.2, 134.4, 134.3, 133.0, 128.9, 127.9, 127.7, 126.4, 122.3, 120.7,

1144, 114.4, 114.1, 114.1, 111.5, 108.5, 108.3, 56.9, 45.3. HRMS (m/z): calcd for CyHyeFN4O (M+H)
375.1621; found 375.1623

H
NYN
=N

HN F

Me

KSC-16-109 LEMES V-7
NA-OOOQO-N-GB-0000-4-0000000H)00000-2,4-00000

'H NMR (400 MHz, CDCl;) § 7.78 (dd,

J=2.1, 12.4, 1H), 7.64 — 7.55 (m, 2H), 7.51 (d, J = 8.1, 1H), 7.43 — 7.25 (m, 5H), 7.20 - 7.12 (m, 1H), 7.12 -
6.92 (m, 3H), 5.87 (s, br. 1H), 4.81 (d, J = 5.2 Hz, 2H), 2.20 (d, J = 1.6 Hz, 3H). "C NMR (101 MHz, CDCL) &
162.5, 160.11, 160.08, 156.6, 151.4, 139.6, 139.5, 138.2, 133.0, 131.02, 130.95, 128.9, 127.9, 127.7, 126.5,

122.4, 120.7, 117.6, 117.4, 114.14, 114.11, 111.5, 106.3, 106.1, 45.4, 14.02, 13.99. HRMS (m/z): calcd for
CozHoFN, (M+H) 359.1672; found 359.1673

H Me
N\\rN
N
HN F
KSC-16-108 {LEMES V-6
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(126) JP 2013-530942 A 2013.

NA-OODOQO-N-(G-0000-2-0000000)00000-2,4-00000

"H NMR (400 MHz, CDCL3) § 8.30 (dd,

J=2.6,12.1 Hz, 1H), 7.54 (d, J = 3.6 Hz, 2H), 7.49 (d, J = 8.2 Hz, 1H), 7.39 — 7.20 (m, SH), 7.11 (dt, J = 4.1,
8.2 Hz, 1H), 7.06 — 6.94 (m, 1H), 6.83 (s, br. 1H), 6.56 (td, J=2.7, 8.2 Hz, 1H), 5.87 (s, br. 1H), 4.76 (d, J= 5.2
Hz, 2H), 2.23 (s, 3H). *C NMR (101 MHz, CDCL) § 162.8, 160.5, 160.1, 156.6, 151.1, 139.6, 139.4, 138.1,
133.1, 130.7, 130.6, 128.9, 128.0, 127.8, 126.4, 122.6, 121.3, 120.7, 111.5, 108.3, 108.0, 107.4, 107.1, 45.4,
17.5. HRMS (m/z): calcd for CooHooFN4 (M+H) 359.1672; found 359.1678

Me

H
N\W/N Ci
=N

HN

KSC-16-107 LEMES V-5

NA-OODODO-N2-(3-000-2-0000000)I0000-2,4-00000

'"H NMR (400 MHz, CDCl;) & 8.02 (dd,

J=2.6,6.7 Hz, 1H), 7.60 — 7.53 (m, 3H), 7.41 - 7.26 (m, 5H), 7.16 (ddd, J = 1.5, 6.6, 8.2 Hz, 1H), 7.12 — 7.01
(m, 2H), 7.00 - 6.71 (s, br. 1H), 5.92 (s, br. 1H), 4.76 (d, J = 5.2 Hz, 2H), 2.38 (s, 3H). '*C NMR (101 MHz,
CDCly) § 160.2, 157.1, 151.1, 139.5, 138.2, 134.5, 133.1, 128.8, 127.9, 127.7, 126.9, 126.5, 126.1, 123.9, 122.4,
120.8, 120.7,111.4, 45.3, 14.8. HRMS (m/z): calcd for CaoHooCINg (M+H) 375.1376; found 375.1378

OMe

H
N\\rN F
N

HN

KSC-16-106 tEHES V-4

Nd-ODOOO-N2-(3-0000-2-00000CO00O0HMIODODO-2,4-000000
'"H NMR (400 MHz, CDCl;) & 8.44 (d,

J=8.4Hz, IH), 7.72 - 7.41 (m, 4H), 7.41 — 7.21 (m, 5H), 7.12 (ddd, /= 2.8, 5.3, 8.2 Hz, 1H), 6.89 (td, /= 6.0,
8.4 Hz, 1H), 6.62 (ddd, J= 1.5, 8.4, 11.2 Hz, 1H), 5.85 (s, br. 1H), 4.80 (d, /= 5.3 Hz, 2H), 3.92 (d, /= 1.6 Hz,
3H). C NMR (101 MHz, CDCl;) § 160.1, 156.5, 156.3, 153.9, 151.2, 138.2, 136.0, 135.8, 134.9, 134.9, 133.0,
128.9, 127.9, 127.8, 126.5, 123.5, 123.4, 122.6, 120.7, 114.3, 111.5, 108.8, 108.6, 61.5, 61.4, 45.5. HRMS
(m/z): caled for CaoHygFN4O (M+H) 375.1621; found 375.1624

10

20

30

40



(127) JP 2013-530942 A 2013.8.1

H
N\\rN F
=N
HN Me
KSC-16-105 tEMES V-3

Nd-ODDODDOO-N2-(B-0000-5-0000000)HY00000-2,4-00000D0
'"H NMR (400 MHz, CDCly) 8 7.64 (d, J

= 11.6 Hz, 1H), 7.54 (d, J = 3.5 Hz, 2H), 7.47 (d, J = 8.1 Hz, 1H), 7.39 — 7.21 (m, SH), 7.15 - 6.99 (m, 2H),
6.94 (s, 1H), 6.43 (d, J = 9.3 Hz, 1H), 5.85 (s, br. 1H), 4.77 (d, J = 5.0 Hz, 2H), 2.22 (s, 3H). °C NMR (101
MHz, CDCl;) 5 164.4, 162.0, 160.1, 156.5, 151.3, 141.7, 141.6, 140.1, 140.0, 138.2, 133.0, 128.9, 127.9, 127.8,

126.5,122.5,120.7, 114.74, 114.72, 111.5, 109.1, 108.9, 103.4, 103.2, 103.0, 45.4, 21.58, 21.56. HRMS (m/z):
caled for CooHyeFNy (M+H) 359.1672; found 359.1675

H Me
NYN
N

HN

KSC-16-104 LEYES V-2
NA-OOODO-N2-(3-0000-2-0000000)0000-2,4-00000

'H NMR (400 MHz, CDCl3) & 8.07 (d, J

= 8.3 Hz, 1H), 7.66 — 7.58 (m, 3H), 7.46 — 7.31 (m, 5H), 7.21 (ddd, J = 1.8, 6.3, 8.2 Hz, 1H), 7.15 (dd, J = 8.0,
15.0 Hz, 1H), 6.88 (s, br. 1H), 6.79 (t,J = 8.5 Hz, 1H), 5.97 (s, br. 1H),4.84 (d, /=5.2 Hz, 2H), 2.27(d, /=17
Hz, 3H). ®C NMR (101 MHz, CDCl;) § 162.4, 160.2, 160.0, 157.1, 151.5, 139.9, 139.9, 138.3, 133.0, 128.8,
127.9, 127.7, 126.5, 126 .43, 126.36, 122.4, 120.7, 116.89, 116.86, 115.1, 115.0, 111.5, 109.3, 109.0, 45.3, 9.32,
9.26. HRMS (m/z): calcd fo} CooHogF Ny (M+H) 359.1672; found 359.1677

OMe

H
NYN Ci
=N

HN

KSC-16-103 EEMES V-1

Nd-ODOOO-N2-(B3-000-2-00000000O)YD0O0O0O0ODO-2,4-00000
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(128) JP 2013-530942 A 2013.8.1

'H NMR (400 MHz, CDCl;) & 8.60

(s, 1H), 7.61 (dd, J= 1.2, 4.6 Hz, 2H), 7.55 (d, J = 8.1 Hz, 1H), 7.47 — 7.28 (m, 5H), 7.23 - 7.10 (m, 1H), 6.99
(t, J= 8.1 Hz, 1H), 6.93 (dd, /= 1.7, 8.1 Hz, 1H), 5.92 (s, br. 1H), 4.85 (d, J = 5.3 Hz, 2H), 3.91 (s, 3H). Bc
NMR (101 MHz, CDCly) § 160.1, 156.4, 144.6, 138.2, 135.4, 133.1, 128.9, 127.9, 127.8, 126.9, 126.3, 124.8,
122.7, 122.2, 120.7, 117.9, 111.5, 60.7, 45.5. HRMS (m/z): calcd for CH2CINSO (M+H) 391.1326; found

391.1324
e
MeO N\\rN
=N

MeO
HN

KSC-16-102 LEMES VI-4
N2,N4-00000-6,7-0000000000-2,4-00000

'H NMR (400 MHz, CDCly) 8 7.46 — 7.16 (m,

10H), 6.94 (s, 1H), 6.89 (s, 1H), 6.31 (s, 1H), 5.41 (s, 1H), 4.80 (d, J = 5.5 Hz, 2H), 4.70 (d, J = 5.7 Hz, 2H),
3.87 (s, 3H), 3.80 (s, 3H). °C NMR (101 MHz, CDCly) § 159.3, 159.0, 154.6, 148.5, 145.6, 140.1, 139.1, 128.6,
128.5, 128.1, 127.5, 127.4, 126.9, 1053, 103.8, 101.1, 56.1, 56.0, 45.6, 45.0. HRMS (m/z): calcd for
Ca4H2sN4O, (M+H) 401.1978; found 401.1978

H
N\\rN\©/C!
~N

HN

KSC-16-101 Br LEHES 1I-4

Nd-(4-0000D000)-N2-B-0000D0OOOHYODODODOO-2,4-00000

'"H NMR (400 MHz, CDCly) § 8.04 (t,

J=2.0Hz, 1H), 7.72 - 7.63 (m, 2H), 7.60 (d, J= 8.2 Hz, 1H), 7.57 - 7.48 (m, 2H), 7.48 — 7.40 (m, 1H), 7.31 (d,
J=8.5 Hz, 2H), 7.27 - 7.20 (m, 2H), 7.05 (s, br. 1H), 7.02 — 6.90 (m, 1H), 5.94 (s, br. 1H), 4.85 (d, /= 5.6 Hz,
2H). *C NMR (101 MHz, CDCly) § 160.1, 156.4, 151.4, 141.5, 137.3, 134.4, 133.2, 131.9, 129.7, 129.4, 126.7,
122.7,121.6,121.5,120.6, 118.9, 116.9, 111.4, 44.6. HRMS (m/z): calcd for C,1H4;BrCIN, (M+H) 439.0325
and 441.0305; found 441.0296
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(129)
H
NYN Ci
N
HN

KSC-16-100 Br  {t&®mES 14

NA-(3-0 000 0D00)-N2-(B3-0000000)I0000-2,4-00000

'H NMR (400 MHz, CDCly) &

8.01 (s, 1H), 7.68 — 7.62 (m, 3H), 7.58 (s, 1H), 7.47 (t,J = 9.1 Hz, 2H), 7.36 (d, J= 7.7 Hz, 1H), 7.28 - 7.20 (m,
3H), 7.00 {d, /= 9.0 Hz, 1H), 6.04 (s, br. 1H), 4.87 (d, /= 5.4 Hz, 2H). 3C NMR (101 MHz, CDCl;) & 160.1,
156.3, 151.2, 141.4, 140.6, 134.4, 133.2, 130.8, 130.7, 1304, 129.7, 126.5, 126.2, 122.9, 122.7, 121.7, 120.7,
118.9, 116.9, 111.4, 44.6. HRMS (m/z): calcd for Cp1H47BrCIN; (M+H) 439.0325 and 441.0305; found

441.0299
H
N\\rN Cl
=N
HN

Br

KSC-16-99 L&YES 119
Nd-(-0000000)-N2-@B-0000000)I0000-2,4-00000

'"H NMR (400 MHz, CDCl) &

8.01 (t, J = 2.0 Hz, 1H), 7.67 — 7.62 (m, 4H), 7.49 — 7.45 (m, 2H), 7.34 - 7.30 (m, 1H), 7.28 — 7.13 (m, 4H),
7.04 - 6.95 (m, 1H), 6.19 (s, br. 1H), 4.96 (d, J = 5.7 Hz, 2H). 3C NMR (101 MHz, CDCl;) 6 160.0, 156.3,
151.2, 141.5, 137.1, 134.4, 133.1, 133.0, 130.1, 129.7, 129.3, 127.8, 126.5, 123.8, 122.7, 121.7, 120.7, 119.0,
117.0, 111.5, 45.5. HRMS (m/z): calcd for CyHq;BrCINs (M+H) 439.0325 and 441.0305; found

441.0298
H
N\\rN Cl
=N

HN

KSC-16-98 F LEHES -3

N2-(3-0000D000)-NM4-(4-0UD00D0DOOOOHMIODOD-2,4-00000D0

JP 2013-530942 A 2013.8.1
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(130) JP 2013-530942 A 2013.8.1

'"H NMR (400 MHz, CDCI3) &

8.00 (t,J=2.0 Hz, 1H), 7.65 — 7.57 (m, 2H), 7.54 (d, J = 8.2 Hz, 1H), 7.44 - 7.38 (m, 1H), 7.35 (dd, J= 5.3, 8.7
Hz, 2H), 7.22 — 7.14 (m, 2H), 7.09 (s, br. 1H), 7.06 - 6.99 (m, 2H), 6.93 (ddd, J = 0.9, 2.0, 7.9 Hz, 1H), 5.89 (s,
br. 1H), 4.80 (d, J = 5.2 Hz, 2H). "C NMR (101 MHz, CDCI3) § 163.6, 161.1, 160.1, 156.4, 151.3, 141.6,
134.4, 133.93, 133.90, 133.1, 130.0, 129.54, 129.46, 126.6, 122.7, 121.6, 120.7, 118.9, 116.9, 115.8, 115.6,
111.5, 44.6. HRMS (m/z): calcd for CyqHy;CIFN, (M+H) 379.1126; found 379.1123

H
NYN Cl
~-N

HN

KSC-16-95 F LEYMES 113

N2-(3-0 00 0000)N4-(3-00000000)I0000-2,4-00000

'H NMR (400 MHz, CDCl,) &

8.02 (t, /= 2.0 Hz, 1H), 7.71 — 7.64 (m, 2H), 7.62 (d, J = 8.2 Hz, 1H), 7.46 (d, J = 8.2 Hz, 1H), 7.41 - 7.33 (m,
1H), 7.28 - 7.23 (m, 1H), 7.21 (d, J = 8.0 Hz, 2H), 7.15 — 7.12 (m, 2H), 7.04 (t, J = 8.2 Hz, 1H), 6.99 (dd, J =
1.1, 7.9 Hz, 1H), 6.00 (s, br. 1H), 4.90 (d, J = 5.4 Hz, 2H). *C NMR (101 MHz, CDCl;) & 164.3, 161.9, 160.1,
156.4, 151.3, 141.5, 140.9, 140.8, 134.4, 133.2, 130.4, 130.3, 123.0, 126.6, 123.2, 123.1, 122.7, 121.6, 120.6,
118.9, 116.9, 114.66, 114.65, 114.5, 114.4, 111.4, 44.73, 44.71. HRMS (m/z): calcd for CyiH;CIFN, (M+H)
379.1126; found 379.1125

H
NYNGQ
N

HN

KSC-16-92 LEMES -8
N2-(3-0000000)-N4-(2-00000000)IO0000-2,4-00000

'"H NMR (400 MHz, CDCl;) &

8.05 (t, J = 2.0 Hz, 1H), 7.71 — 7.57 (m, 3H), 7.53 — 7.40 (m, 2H), 7.38 — 7.30 (m, 1H), 7.28 — 7.20 (m, 2H),
7.20 — 7.07 (m, 3H), 7.04 — 6.96 (m, 1H), 6.02 (s, br. 1H), 4.95 (d, J = 5.6 Hz, 2H). "C NMR (101 MHz,
CDCly) 8 162.5, 160.1, 160.0, 156.4, 151.3, 141.6, 134.4, 133.1, 130.2, 130.1, 129.7, 129.5, 129.4, 126.6, 125.2,
125.1, 124.41, 124.38, 122.6, 121.6, 120.7, 119.0, 116.9, 1157, 115.5, 111.6, 39.4, 39.3. HRMS (m/z): calcd
for Ca1Hq7CIFN, (M+H) 379.1126; found 379.1127
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(131) JP 2013-530942 A 2013.8.1

KSC-16-89 Cl LEHES -2
NA-(4-000D0O000)-N2-(3-0000000)I0O000-2,4-00000
'H NMR (400 MHz, CDCl;) &

8.00 (t, /= 2.0 Hz, 1H), 7.63 - 7.61 (m, 2H), 7.55 (d, /= 8.2, 1H), 7.45 - 7.38 (m, 1H), 7.33 (s, 4H), 7.22 - 7.19
(m, 1H), 7.17 (d, J = 8.1 Hz, 1H), 7.03 (s, br. 1H), 6.94 (dd, J= 1.1, 7.9 Hz, 1H), 5.90 (s, br. 1H), 4.82 (d, /=
5.6 Hz, 2H). '*C NMR (101 MHz, CDCL) § 160.1, 156.4, 151.3, 141.5, 136.7, 134.4, 133.5, 133.2, 129.7,
129.1, 129.0, 126.6, 122.7, 121.6, 120.6, 118.9, 116.9, 1114, 44.6. HRMS {m/z): calcd for CyH;ClN4
(M+H) 395.0830; found 395.0826

H
NYN\OU
~N

HN

KSC-16-87 Cl {e&aHESIN-12
NA-(B-OO0O0D0DD0DOoOO)-N2-@B-00000O0O0)H)ODOODODO-=-2,4-00000
"H NMR (400 MHz, CDCl;) &

8.02 (t, J = 2.0 Hz, 1H), 7.73 — 7.57 (m, 3H), 7.49 — 7.39 (m, 2H), 7.33 - 7.32 (m, 3H), 7.29 - 7.18 (m, 2H),
7.12 (s, br. 1H), 7.05 — 6.93 (m, 1H), 5.98 (s, br. 1H), 4.88 (d, J = 5.5 Hz, 2H). *C NMR (101 MHz, CDCl;) §
160.1, 156.3, 151.2, 141.4, 140.3, 134.7, 134.4, 133.2, 130.1, 129.7, 127.8, 127.7, 126.5, 125.8, 122.7, 121.7,
120.7,119.0, 117.0, 111.4, 44.7. HRMS (m/z): calcd for C21H47Cl,N,; (M+H) 395.0830; found 395.0826

H
N\YN Cl
=N
HN

Cl

KSC-16-84 EEMES -7
N4-(2-0000000)-N2-(3-0000000)I0000-2,4-00000
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(132) JP 2013-530942 A 2013.8.1

"H NMR (400 MHz, CDCI3) &

8.02 (t, J = 2.1 Hz, 1H), 7.71 — 7.57 (m, 3H), 7.53 — 7.40 (m, 3H), 7.29 ~ 7.18 (m, 4H), 7.14 — 6.93 (m, 2H),
6.12 (s, br. 1H), 4.98 (d, J = 5.8 Hz, 2H). >C NMR (101 MHz, CDCl3) § 160.1, 156.4, 1514, 141.6, 135.5,
134.4, 133.8, 133.1, 129.9, 129.72, 129.69, 129.0, 127.1, 126.6, 122.7, 121.6, 120.7, 118.9, 116.9, 111.6, 43.2.
HRMS (m/z): caled for CoHy7ClaN, (M+H) 395.0830; found 395.0826

H
NYNOC[
=N

HN

KSC-16-79 OCH; LEMES -5
N2-(3-0000000)-NMd-(4-000D0D00O0O0OHYOODODODO-=-2,4-00000

'H NMR (400 MHz,

CDCls) 6 8.09 (t, J = 2.1 Hz, 1H), 7.65 (d, J = 3.5 Hz, 2H), 7.56 (d, J = 8.2 Hz, 1H), 7.53 — 7.47 (m, 1H), 7.38
(d, J= 8.8 Hz, 2H), 7.23 (dt, J = 6.0, 8.2 Hz, 2H), 7.03 (s, br. 1H), 6.99 (dd, J = 1.1, 7.9 Hz, 1H), 6.97 — 6.92
(m, 2H), 5.82 (s, br. 1H), 4.81 (d, J= 5.2 Hz, 2H), 3.85 (s, 3H). C NMR (101 MHz, CDCL) § 160.0, 159.3,
1564, 151.2, 141.6, 134.4, 133.0, 130.1, 129.7, 129.3, 126.5, 122.6, 121.6, 120.7, 118.9, 116.9, 114.3, 1115,
55.4,45.0. HRMS {m/z): caled for CooH20CINGO (M+H) 391.1326; found 391.1326

H
NYNO/C‘
=N

HN

KSC-16-78 OCH3 {Lam®E=111-15

N2-B-0000000)-NMd-GB-0 0000000y ooono-2,4-00000

'H NMR (400 MHz,

CDCly) § 8.06 (t, J= 2.1 Hz, 1H), 7.70 - 7.62 (m, 2H), 7.59 (d, J = 8.2 Hz, 1H), 7.48 (ddd, J= 0.9, 2.1, 8.2 Hz,
1H), 7.37 = 7.30 (m, 1H), 7.24 — 7.20 (m, 2H), 7.15 (s, br. 1H), 7.03 (d, J = 7.5 Hz, 1H), 7.00 — 6.93 (m, 2H),
6.89 (dd, J = 1.9, 8.2 Hz, 1H), 5.93 (s, br. 1H), 4.85 (d, J = 5.3 Hz, 2H), 3.82 (s, 3H). *C NMR (101 MHg,
CDCly) § 160.1, 160.0, 156.5, 151.3, 141.6, 139.8, 134.4, 133.0, 130.0, 129.7, 126.6, 122.6, 121.5, 120.7, 120.0,
118.8, 116.8, 113.6, 113.0, 111.5, 55.3, 45.4. HRMS (m/z): calcd for CaaHaoCINGO (M+H) 391.1326; found
391.1326
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OCH,

KSC-16-75 EEHES-10

N2-(3-0 0 00D000)-N4-(2-00000000)ID0D0O00-2,4-00000
'H NMR (400 MHz,

CDCly) § 8.12 (t, J = 2.1 Hz, 1H), 7.68 — 7.59 (m, 2H), 7.56 (d, J = 8.2 Hz, 1H), 7.48 (ddd, /= 0.9, 2.1, 8.2 Hz,
1H), 7.41 (dd, J = 1.7, 7.6 Hz, 1H), 7.38 — 7.30 (m, 1H), 7.27 — 7.18 (m, 2H), 7.16 (s, br. 1H), 7.04 — 6.91 (m,
3H), 6.25 (s, br. 1H), 4.89 (d, J = 5.6 Hz, 2H), 3.96 (s, 3H). '°C NMR (101 MHz, CDCl;) § 160.1, 157.8, 156.6,
151.3, 141.8, 134.4, 132.8, 129.9, 129.6, 129.1, 126.5, 126.1, 122.4, 121.4, 120.8, 120.7, 118.9, 116.9, 1118,
110.5, 55.5, 41.4. HRMS (m/z): calcd for CpHaoCINGO (M+H) 391.1326; found 391.1327

H
NQT/N\I:::]/Ci
N

HN

KSC-16-72 CHs LEHES -1
N2-B3-0000000)-NMd-(4-000D00O0OOHOOODODO-=-2,4-00000
'H NMR (400 MHz, CDCl5) &

8.08 (t, J = 2.0 Hz, 1H), 7.65 (d, J = 3.5 Hz, 2H), 7.57 (d, J = 8.2 Hz, 1H), 7.53 — 7.46 (m, 1H), 7.34 (d, J = 8.0
Hz, 2H), 7.25 — 7.20 (m, 4H), 7.06 (s, br. 1H), 6.98 (ddd, J = 0.9, 2.0, 7.9 Hz, 1H), 5.86 (s, br. 1H), 4.83 (d, /=
5.3 Hz, 2H), 2.40 (s, 3H). *C NMR (101 MHz, CDCly) & 160.1, 156.5, 151.3, 141.7, 137.6, 135.1, 134.4, 133.0,
129.7, 129.6, 1279, 126.6, 122.6, 121.5, 120.7, 118.8, 116.8, 111.6, 45.2, 21.2. HRMS (m/z): calcd for
CaoHaoCINg (M+H) 375.1376; found 375.1376

(\o
N. _N
N
o

HN

KSC-16-70 EEHES VI3

2-(2H-0 0 O [b][1.,4]10 0000 -4@H)-00)-N-0 00000000 -4-0000
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'"H NMR (400 MHz, CDCl;) § 8.12 (d,

J=28.3 Hz, 1H), 7.68 — 7.61 (m, 2H), 7.58 (d, /= 8.2 Hz, 1H), 7.45 - 7.30 (m, 5H), 7.25 - 7.12 (m, 1H), 7.03 -
6.89 (m, 2H), 6.88 — 6.77 (m, 1H), 5.94 (s, 1H), 4.84 (d, /= 5.5 Hz, 2H), 4.39 (dd, /= 3.1, 5.1 Hz, 2H), 4.34
(dd, J=3.1, 5.0 Hz, 2H). "C NMR (101 MHz, CDCl3) § 159.8, 156.7, 151.7, 146.3, 138.5, 132.8, 128.8, 128.1,
127.7,127.6,126.8, 124.7,123.4, 122.3, 120.7, 119.4, 116.7, 111.3, 66.2, 45.3, 42.2. HRMS (m/z): calcd for
Cy3H21N4O (M+H) 369.1715; found 369.1716

O
N\YN

=N
HN

KSC-16-67 LEYES IV-19
N2,N4-0 000000000 -2,4-00000

"H NMR (400 MHz, CDCl3) & 7.65-7.55 (m, 1H), 7.51 (d, J =
8.3 Hz, 2H), 7.45-7.22 (m, 10H), 7.10 (ddd, J = 1.3, 6.8, 8.1 Hz, 1H), 5.82 (s, 1H), 5.30 (s, 1H), 4.80

(d, J = 5.5 Hz, 2H), 4.76 (d, J = 5.8 Hz, 2H). °C NMR (101 MHz, CDCl3) 160.1, 159.6, 152.2, 140.1,
138.7, 132.8, 128.7, 128.5, 128.0, 127.6, 127.5, 127.0, 125.7, 121.1, 120.8, 111.1, 45.6, 45.1. HRMS
(miz): calcd for C22H21N4 (M+H) 341.1766; found 341.1763

H
NQT/N\I:::I,Ci
N

HN

KSC-16-66 CHy  LammEsi-11
N2-B-0000D000)-NM-@E-000D00O0O0)H)OoonDDO-=-2,4-00000

"H NMR (400 MHz, CDCL;) §

8.07 (t,J = 2.1 Hz, 1H), 7.65 (d, J = 3.5 Hz, 2H), 7.58 (d, J = 8.2 Hz, 1H), 7.49 (ddd, J = 0.9, 2.1 Hz, 8.2, 1H),
7.34 - 7.29 (m, 1H), 7.28 — 7.08 (m, 6H), 6.98 (ddd, J = 0.9, 2.0, 7.9 Hz, 1H), 5.90 (s, br. 1H), 4.84 (d, J= 5.2
Hz, 2H), 2.40 (s, 3H). *C NMR (101 MHz, CDCl3) § 160.1, 156.5, 151.3, 141.6, 138.7, 138.0, 134.4, 133.0,
129.7, 128.8, 128.7, 128.5, 126.6, 125.0, 122.6, 121.5, 120.7, 118.8, 116.8, 111.6, 45.4, 21.4. HRMS (m/z):
caled for CaoHagCINg (M+H) 375.1376; found 375.1379

H
N\\‘|/N Cl
N
HN

CHs

KSC-16-63 LEMESII-6
N2-(3-0000000)-N4-(2-0000000)00000-2,4-00000
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'H NMR (400 MHz, CDCl;) §

8.07 (1, J=2.0 Hz, 1H), 7.72 - 7.61 (m, 2H), 7.57 (d, J = 8.1 Hz, 1H), 7.52 - 7.42 (m, 1H), 7.38 (d, /= 7.3 Hz,
1H), 7.32 — 7.30 (m, 2H), 7.28 — 7.13 (m, 4H), 7.04 — 6.90 (m, 1H), 5.74 (s, br. 1H), 4.85 (d, J = 5.0 Hz, 2H),
2.44 (s, 3H). *C NMR (101 MHz, CDCl3) 8 160.1, 156.5, 151.3, 141.7, 136.8, 135.7, 134.4, 133.0, 130.7,
129.7, 128.6, 128.1, 126.6, 126.4, 122.6, 121.5, 120.7, 118.9, 116.8, 111.5, 43.7, 19.2. HRMS (m/z): calcd for
Ca2H20CINg (M+H) 375.1376; found 375.1376

Br
H\/©/
NYN
=N
HN

KSC-16-42 LEYES V-4
NA-OODODO-N2-(4-0000000DH)ODODODODO-2,4-00000

'H NMR (400 MHz, CDCI3) § 7.62 — 7.54

(m, 1H), 7.50 (t, J= 7.6 Hz, 2H), 7.43 (d, J = 8.4 Hz, 2H), 7.37 - 7.33 (m, 5H), 7.27 (d, /= 8.3 Hz, 2H), 7.12 (t,
J=28.1Hz, 1H), 5.80 (s, br. 1H), 5.28 (s, br. 1H), 4.79 (d, /= 5.5 Hz, 2H), 4.69 (d, /= 6.1 Hz, ZH). 3¢ NMR
(101 MHz, CDCl3) 6 160.1, 159.4, 152.1, 139.3, 138.5, 132.8, 131.5, 129.2, 128.8, 127.9, 127.6, 125.8, 121.3,
120.7,120.7, 111.1, 45.1, 44.9. HRMS (m/z): calcd for CaHyoBrN, (M+H) 419.0871 and 421.0851; found

421.0846
Y Br
=N

HN

KSC-16-41 LEMES IV-14
NA-OODOO-N2-G@B-00000O0O0)H)Yooooo-2,4-00000
'H NMR (400 MHz, CDCL) § 7.62 — 7.54

(m, 2H), 7.51 {t, J = 7.4 Hz, 2H), 7.43 — 7.30 (m, 7H), 7.18 {t, /= 7.8 Hz, 1H), 7.15 - 7.07 (m, 1H), 5.82 (s, br.
1H), 5.33 (s, br. 1H), 4.79 (d, J = 5.4 Hz, 2H), 4.72 (d, J = 6.0 Hz, 2H). *C NMR (101 MHz, CDCl;) 8 160.1,
159.4, 152.1, 142.8, 138.6, 132.8, 130.5, 130.0, 128.8, 127.9, 127.6, 126.1, 125.7, 122.5, 121.3, 120.8, 111.1,
45.1,44.9. HRMS (m/z): calcd for CpoHzoBrNg (M+H) 419.0871 and 421.0851; found 419.0866
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H
NYN
N Br
HN

KSC-16-40 L&EMES IV-9
NA-OODODO-N2-(2-0000000)H)I0O0DO0ODO-2,4-00000

'H NMR (400 MHz, CDCl3) § 7.58 (dd, J

=49, 11.7 Hz, 2H), 7.51 — 7.46 (m, 3H), 7.36 — 7.31 (m, 5H), 7.23 (t, /= 7.3 Hz, 1H), 7.16 — 7.05 (m, 2H), 5.82
(s, br. 1H), 5.47 (s, br. 1H), 4.82 (d, J = 6.4 Hz, 2H), 4.81 (d, J = 6.4 Hz, 2H). °C NMR (101 MHz, CDCl3) &
160.1, 159.4, 152.2, 139.2, 138.6, 132.8, 132.6, 129.7, 128.8, 128.5, 127.9, 127.5, 1274, 125.7, 123.5, 121.2,
120.7, 111.0, 45.6, 45.1. HRMS (m/z): calcd for CaoHaoBrN, (M+H) 419.0871 and 421.0851; found

419.0866
F
H\v/i:::I/
N\YN
2N

HN

KSC-16-38 LEMESIV-3

NA-OODODO-N2-(4-0000000D0HYIDODDOOO-2,4-00000

"H NMR (400 MHz, CDCl3) & 7.58 (ddd, J

= 14,69, 8.2 Hz, 1H), 7.51 (t, J = 8.3 Hz, 2H), 7.43 — 7.30 (m, 7H), 7.11 (ddd, J = 1.3, 6.9, 8.2 Hz, 1H), 7.00
(t,J = 8.7 Hz, 2H), 5.86 (s, br. 1H), 5.33 (s, br. 1H), 4.80 (d, J = 5.5 Hz, 2H), 4.70 (d, J = 5.9 Hz, 2H). °C NMR
(101 MHz, CDCl3) & 163.1, 160.7, 160.1, 159.4, 152.1, 138.6, 135.9, 132.8, 129.2, 129.1, 128.8, 127.9, 127.6,
125.8, 121.2, 1209, 115.3, 115.1, 111.0, 45.1, 44.8. HRMS (m/z): calcd for CaoHaoFN, (M+H) 359.1672;
found 359.1672

KSC-16-36 EEMES IV-13
N4-OODODO-N2-(3-00000000)I0000-2,4-00000
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"H NMR (400 MHz, CDCl3) § 7.57 (ddd, J

= 1.3, 6.8, 8.2 Hz, 1H), 7.51 (dd, J = 8.3, 11.7 Hz, 2H), 7.42 — 7.30 (m, 5H), 7.29 - 7.23 (m, 1H), 7.20 - 7.04
(m, 3H), 6.94 (td, J= 1.9, 8.3 Hz, 1H), 5.92 (s, br. 1H), 5.44 (s, br. 1H), 4.78 (d, J= 5.5 Hz, 2H),4.74 (d, /= 5.9
Hz, 2H). °C NMR (101 MHz, CDCl;) § 164.2, 161.8, 160.1, 159.4, 152.1, 143.1, 143.0, 138.6, 132.8, 129.9,
129.8, 128.8, 127.9, 127.6, 125.7, 123.0, 121.3, 120.8, 114.4, 114.2, 113.8, 113.6, 111.1, 45.1, 45.02, 45.00.
HRMS (m/z): calcd for CaaHaFN4 (M+H) 359.1672; found 359.1671

KSC-16-35 tEHES V-8

Nd-O0ODOO0O-N2-(2-00000000)HY0DODOO0-2,4-00000
'H NMR (400 MHz, CDCL;) § 7.51 — 7.43

(m, 1H), 7.40 (d, J= 7.9 Hz, 2H), 7.33 (s, 1H), 7.30 — 7.20 (m, 5H), 7.17 — 7.07 (m, 1H), 7.05 - 6.88 (m, 3H),
5.73 (s, br. 1H), 5.27 (s, br. 1H), 4.72 — 4.69 (m, 4H). 3C NMR (101 MHz, CDCI3) § 162.3, 160.1, 159.8,
1594, 152.2, 138.6, 132.8, 129.9, 128.8, 128.6, 128.5, 127.9, 127.6, 127.2, 127.0, 125.7, 124.0, 124.0, 121.2,
120.7, 115.3, 115.0, 111.0, 45.1, 39.24, 39.20. HRMS (m/z): calcd for CyyHaoFN, (M+H) 359.1672; found

3560.1672
Cl
H\Q/
N\\rN
=N

HN

KSC-16-33 ILEMES IV-2
NA-OODODO-N2-(4-0000000DH)DO0DOO0O-2,4-00000
'H NMR (400 MHz, CDCl;) & 7.61 - 7.55

(m, 1H), 7.51 (t, J = 8.1, 2H), 7.41 — 7.30 (m, 7H), 7.29 — 7.277 (m, 2H), 7.14 — 7.10 (m, 1H), 5.83 (s, br. 1H)

5.33 (s, br. 1H), 4.79 (d, J= 5.5 Hz, 2H), 4.71 (d, J = 6.0 Hz, 2H), HRMS (m/2): calcd for CaoHaoCINg (M+H)
375.1376; found 375.1369

\\( Cl
N

HN

KSC-16-32 EEYMESIV-12

Nd-ODDODDOO-N2-B-0000000)HYOoOOOO-2,4-0000D0
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'H NMR (400 MHz, CDCL3) 8 7.52 — 7.44

(m, 1H), 7.41 (t, J = 8.0 Hz, 2H), 7.35 — 7.20 (m, 6H), 7.18 — 7.09 (m, 3H), 7.06 — 6.98 (m, 1H), 5.75 (s, br. 1H),
5.28 (s, br. 1H), 4.68 (d, J= 5.5 Hz, 2H), 4.62 (d, J= 6.1 Hz, 2H). BC NMR (101 MHz, CDCl;) 6 160.1, 159.4,
152.1, 142.5, 138.6, 134.3, 132.8, 129.7, 128.8, 127.9, 127.6, 127.1, 125.7, 125.6, 121.3, 120.8, 111.1, 45,1,
45.0. HRMS (m/z): calcd for CoHyCIN, (M+H) 375.1376; found 375.1375

H
N\YN
=N Cl
HN

KSC-16-31 EEMESIV-7

NA-OODODO-N2--0000000)H)0O0DO0O0O-=-2,4-00000

'"H NMR (400 MHz, CDCl;) § 7.62 — 7.54

(m, 1H), 7.50 (dd, J = 4.1, 7.7 Hz, 3H), 7.42 — 7.30 (m, 6H), 7.24 — 7.14 (m, 2H), 7.10 (ddd, /= 1.2, 6.8, 8.1 Hz,
1H), 5.83 (s, br. 1H), 5.44 (s, br. 1H), 4.84 (d, J = 6.3 Hz, 2H), 4.80 (d, J = 5.5 Hz, 2H). "C NMR (101 MHz,
CDCly) 8 160.1, 159.4, 152.2, 138.6, 137.6, 133.4, 132.8, 129.6, 129.3, 128.8, 128.2, 127.9, 127.5, 126.8, 125.8,
121.2, 120.7, 111.0, 45.1, 43.2. HRMS (m/z): calcd for CpHaoCIN, (M+H) 375.1376; found 375.1376

H\/@\

N

N\\( OCH,
_N

HN

KSC-16-30 EEMES IV-15

Nd-ODOOO0O-N2-B3-00000000HYIDODDOODO-2,4-000000
'H NMR (400 MHz, CDCl3) 8 7.63 -

7.45 (m, 3H), 7.43 - 7.30 (m, 5H), 7.25 (t, J= 7.8 Hz, 1H), 7.09 (ddd, /= 1.3, 6.8, 8.1 Hz, 1H), 6.99 (d, /= 8.1
Hz, 2H), 6.82 (dd, J = 1.9, 8.2 Hz, 1H), 5.89 (s, br. 1H), 5.36 (s, br. 1H), 4.80 (d, /= 5.5 Hz, 2H),4.73 (d, /=
5.1 Hz, 2H), 3.80 (s, 3H). C NMR (101 MHz, CDCl3) 8 160.1, 159.8, 159.5, 152.2, 141.8, 138.7, 132.8, 129.5,

128.7, 128.0, 127.6, 125.7, 121.1, 120.8, 119.9, 113.1, 112.6, 111.1, 55.2, 45.6, 45.1. HRMS (m/z): calcd for
Ca3H23N4O (M+H) 371.1872; found 371.1870

H
N \\(N
~N OCHs
HN
KSC-16-29 {L&MES IV-10

Nd-ODDODOO-N2-(2-0000000O0OHYOOODOoODODO-2,4-00000
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'"H NMR (400 MHz, CDCL3) & 7.61 — 7.43 (m,

3H), 7.43 — 7.30 (m, 6H), 7.28 — 7.20 (m, 1H), 7.11 - 7.01 (m, 1H), 6.95 — 6.81 (m, 2H), 5.93 (s, br. 1H), 5.48
(s, br. 1H), 4.84 (d, J = 5.4 Hz, 2H), 4.75 (d, J = 6.0 Hz, 2H), 3.86 (s, 3H). °C NMR (101 MHz, CDCI3) §
160.1, 159.7, 157.6, 152.3, 138.8, 132.6, 129.4, 128.7, 128.2, 128.1, 128.0, 127.5, 125.6, 120.8, 120.8, 120.4,
110.9, 110.1, 55.3, 45.1, 41.1. HRMS (m/z): calcd for CasHa3N4O (M+H) 371.1872; found 371.1869

H\/@
NYN CH
=N

HN

3

KSC-16-28 EEHMES IV-11

Nd-ODDODDOO-N2-B-000O0000HYOoOOODDO-2,4-0000D0
'H NMR (400 MHz, CDCI3) § 7.62 — 7.46 (m,

3H), 7.43 — 7.30 (m, SH), 7.27 — 7.15 (m, 3H), 7.09 (ddd, J = 1.4, 6.7, 8.1 Hz, 2H), 5.92 (s, br. 1H), 5.35 (s, br.
1H), 4.80 (d, J = 5.5 Hz, 2H), 4.72 (d, J = 5.1 Hz, 2H), 2.35 (s, 3H). *C NMR (101 MHz, CDCL) & 160.1,
159.5, 152.2, 140.0, 138.7, 138.1, 132.8, 128.7, 128.4, 128.0, 127.7, 127.6, 125.7, 124.7, 121.1, 120.8, 111.1,
45.6,45.1,21.4. HRMS (m/2): calcd for CagHasNs (M+H) 355.1923; found 355.1922

3

H
NYN
=N CH
HN

KSC-16-8 LEMES IV-6

Nd-ODODOO-N2-(2-0000000)Y0O0O0DO-2,4-000000
'H NMR (400 MHz, CDCly) 8 7.59 — 7.52 (m,

3H), 7.43 — 7.30 (m, 6H), 7.25 — 7.13 (m, 3H), 7.13 — 7.04 (m, 1H), 5.93 (s, br. 1H), 5.19 (s, br. 1H), 4.80 (d, J =
5.4 Hz, 2H), 4.72 (d, J = 5.0 Hz, 2H), 2.40 (s, 3H). *C NMR (101 MHz, CDCl;) § 160.1, 159.4, 152.2, 138.7,
137.6, 136.4, 132.8, 130.3, 128.8, 128.3, 128.0, 127.6, 127.2, 126.0, 125.7, 121.1, 120.8, 111.1, 45.1, 43.7, 19.1.
HRMS (m/z): calcd for CasHasNs (M+H) 355.1923; found 355.1920

CF;
LT
NYN
=N

HN

KSC-16-6 tEYES IV-16

NA-OODOO-N-(4-(COO0O0O0oDoooHoooo)H)oooodo-2,4-00000

'H NMR (400 MHz, CDCl;) 8 7.59 —

7.48 (m, 7H), 7.33 — 7.31 (m, 5H), 7.11 (ddd, J = 1.3, 6.9, 8.2 Hz, 1H), 5.92 (s, br. 1H), 5.52 (s, br. 1H), 4.79
(d, J = 6.2 Hz, 2H), 4.77 (d, J = 5.5 Hz, 2H). *C NMR (101 MHz, CDCl;) & 160.1, 159.4, 152.1, 144.6, 138.5,

132.9, 129.2, 128.9, 128.8, 127.8, 127.6, 125.7, 125.6, 125.4, 125.34, 125.30, 125.26, 1229, 121.4, 120.8,
111.1, 45.05. HRMS (m/z): calcd for CyzHooF3N4 (M+H) 409.1640; found 409.1637
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KSC-16-4 EEHES IV-18

Nd-ODODDOO-N2-(4-000-3-(O0O0OoDbOOoOoOoo)H)bbooo)bDbDboOoOo-2,4-0000

O

'"H NMR (400 MHz, CDCl3) &

7.61 (s, 1H), 7.46 (ddd, J = 1.4, 6.9, 8.3 Hz, 1H), 7.42 (d, J = 8.3 Hz, 1H), 7.39 — 7.32 (m, 2H), 7.32 — 7.19 (m,
6H), 7.01 (ddd, /= 1.2, 6.9, 8.2 Hz, 1H), 5.83 (s, br. 1H), 5.50 (s, br. 1H), 4.65 (d, J = 5.5 Hz, 2H), 4.61 (d, J =
5.5 Hz, 2H). >C NMR (101 MHz, CDCl3) & 160.2, 159.3, 152.0, 139.8, 138.4, 132.9, 131.8, 131.4, 130.4,

128.8, 128.3, 128.0, 127.7, 127.6, 126.62, 126.58, 125.7, 1243, 121.6, 121.5, 120.8, 111.1, 45.1, 44.6. HRMS
(m/z): calcd for CosH4gCIF3N, (M+H) 443.1250; found 443.1246

Ci
\j/ Cl
N
HN

KSC-16-3 tEHES IV-17
NA-O O O0ODO-N2-(3,4-00000000)D00000-2,4-00000

'H NMR (400 MHz, CDCly) & 7.57 (ddd, J =

14,69, 8.3 Hz, 1H), 7.54 - 7.47 (m, 3H), 7.40 — 7.30 (m, 6H), 7.18 (d, J = 8.1 Hz, 1H), 7.11 (ddd, /= 1.3, 6.9,
8.2 Hz, 1H), 5.97 (s, br. 1H), 5.59 (s, br. 1H), 4.77 (d, J = 5.5 Hz, 2H), 4.66 (d, J = 6.0 Hz, 2H). *C NMR (101
MHz, CDCLy) & 160.2, 159.3, 152.0, 140.9, 138.5, 132.9, 132.3, 130.6, 130.3, 129.3, 128.8, 127.8, 127.6, 126.8,
1257, 1214, 120.8, 111.1, 45.1, 44.4. HRMS (m/z): calcd for CpHiClNg (M+H) 409.0987: found

409.0980
OCH;
LY
N \\rN
_N

HN

KSC-16-2 LEMESIV-5
N4-O OO O-N2-(4-00000000)00000-2,4-00000

'H NMR (400 MHz, DMSO) & 8.44 (s, 1H),
8.03 (d,J=7.3 Hz, 1H), 7.55 - 7.43 (m, 1H), 7.43 — 7.11 (m, 8H), 7.04 (t, /= 7.1 Hz, 2H), 6.82 (s, br. 2H), 4.74
(d, J = 4.7 Hz, 2H), 4.43 (s, br. 2H), 3.70 (s, 3H). *C NMR (101 MHz, DMSO) & 159.9, 159.8, 159.3, 157.8,

139.9, 133.2, 132.2, 129.2, 128.5, 128.2, 127.3, 126.6, 122.7, 119.9, 113.5, 113.4, 54.9, 43.4, 43.3. HRMS
(m/z): calcd for CaaH2sN4O (M+H) 371.1872; found 371.1868
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CH;
i Y
N\YN

=N
HN

KSC-1-300 LEYMES IV-1
NA-OODODO-N2-(4-0000000H)ODODOODO-=-2,4-00000

'"H NMR (400 MHz, CDCly) & 7.61 — 7.44 (m,

3H), 7.43 — 7.22 (m, 7H), 7.14 (d, J = 7.8 Hz, 2H), 7.12 - 7.03 (m, 1H), 5.92 (s, br. 1H), 5.32 (s, br. 1H), 4.80
(d, J = 5.4 Hz, 2H), 4.70 (d, J = 5.1 Hz, 2H), 2.36 (s, 3H). '°C NMR (101 MHz, CDCl3) § 160.1, 159.5, 152.2,

138.7, 137.0, 136.6, 132.7, 129.2, 128.7, 128.0, 127.6, 127.5, 125.6, 121.1, 120.8, 111.0, 454, 45.1, 21.1.
HRMS (m/z): calcd for Ca3Ha3N4 (M+H) 355.1923; found 355.1924

o
N\\{/N
_N
HN Cl
KSC-1-295 {LEMES11-18

NA-OODOO-N-(G-000-2-00000000)Y0000-2,4-00000

'H NMR (400 MHz, CDCl;) & 9.00 (dd,

J=12.6,73 Hz, 1H), 7.77 - 7.62 (m, 2H), 7.59 (d, J = 8.0 Hz, 1H), 7.52 ~ 7.32 (m, 5H), 7.25 — 7.23 (m, 1H),
7.21 (s, br. 1H), 7.03 (dd, J = 8.7, 11.0 Hz, 1H), 6.89 (ddd, J = 2.6, 4.3, 8.6 Hz, 1H), 5.93 (s, br. 1H), 4.88 (t, /=
7.5 Hz, 2H). *C NMR (101 MHz, CDCly) § 160.1, 156.1, 151.7, 151.2, 149.3, 138.1, 133.1, 130.1, 130.0,
129.4, 129.3, 128.9, 128.0, 127.8, 126.8, 123.0, 120.7, 120.53, 120.45, 120.0, 115.3, 115.1, 111.7, 45.5. HRMS
(m/z): caled for Cp1H47CIFN, (M+H) 379.1126; found 379.1119

H
N\YN Cl
=N

HN Cl

KSC-1-294 {LEMES11-19
NA-O OOO-N2-@@B,5-0000000o0)oo0ooo-2,4-00000

'"H NMR (400 MHz, CDCl3) § 7.75 (d, J=1.8

Hz, 2H), 7.69 ~ 7.61 (m, 2H), 7.58 (d, J = 8.2 Hz, 1H), 7.52 - 7.31 (m, 6H), 7.28 — 7.18 (m, 1H), 6.96 (t, /= 1.8
Hz, 1H), 6.00 (t, J = 5.3 Hz, 1H), 4.86 (d, J = 5.4 Hz, 2H). "C NMR (101 MHz, CDCly) 8 160.2, 156.3, 151.1,
142.4, 138.0, 134.8, 133.2, 128.9, 127.9, 127.8, 126.6, 122.9, 121.1, 120.8, 116.9, 111.6, 45.4. HRMS (m/z):
calcd for Cy1H17ClN, (M+H) 395.0830; found 395.0924
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H
NYN
=N
HN Br
KSC-1-293 EEYES 1115

Nd-ODDODDOO-N2-B-0000000)HYIOODO0ODDO-2,4-0000D0

"H NMR (400 MHz, CDCl,) § 8.21 (t,J= 1.9 Hz,

1H), 7.64 (1, J = 6.5 Hz, 2H), 7.58 (d, /= 8.2 Hz, 1H), 7.55 — 7.49 (m, 1H), 7.48 — 7.33 (m, 5H), 7.27 - 7.06 (m,
4H), 5.93 (t, /= 5.4 Hz, 1H), 4.88 (d, J = 5.4 Hz, 2H). BC NMR (101 MHz, CDCl3) 8 160.1, 156.5, 151.4,
141.8, 138.2, 133.0, 130.0, 128.9, 127.9, 127.8, 126.6, 124.4, 122.6, 122.6, 121.7, 120.7, 117.3, 111.6, 45.4.
HRMS (m/z): calcd for Cy1HqsBrNg (M+H) 405.0715 and 407.0694; found 407.0691

H
N\\rN
=N

HN F

KSC-1-292 tEHESI-14

Nd-ODODOO-N2-B-00000000)HYIDODOO0O-2,4-00000

'H NMR (400 MHz, CDCl;) 6 8.00 — 7.87 (m,

1H), 7.71 - 7.61 (m, 2H), 7.58 (d, J= 8.1, 1H), 7.50 — 7.33 (m, 5H), 7.29 — 7.12 (m, 4H), 6.78 — 6.62 (m, 1H),
5.97 (s, br. 1H), 4.87 (d, J = 5.3 Hz, 2H). BC NMR (101 MHz, CDCl3) & 164.5, 162.1, 160.1, 156.5, 1514,
142.2, 142.1, 138.2, 133.0, 129.7, 129.6, 128.89, 127.87, 127.8, 126.6, 122.6, 120.7, 114.12, 114.09, 111.6,
108.2, 108.0, 106.2, 105.9, 45.4. HRMS {m/z): calcd for CoiHqgFN, (M+H) 345.1515; found 345.1510

H
N\\rN
=N

HN OCHs

KSC-1-291 LEMES 1116

Nd-ODODOO-N2-B3-00000O00O0HYIDODOODO-2,4-00000

'H NMR (400 MHz, CDCl;) 6 7.70 - 7.59 (m,

3H), 7.56 (d, J = 8.0 Hz, 1H), 7.46 — 7.30 (m, 6H), 7.25 — 7.13 (m, 3H), 6.59 (ddd, J = 1.6, 2.4, 7.6 Hz, 1H),
6.01 (t, J = 5.3 Hz, 1H), 4.87 (d, J = 5.4 Hz, 2H), 3.81 (s, 3H). *C NMR (101 MHz, CDCl;) § 160.2, 160.2,
156.9, 151.6, 141.7, 138.4, 132.9, 129.4, 128.9, 127.9, 127.7, 126.5, 122.3, 120.8, 111.50, 111.47, 107.5, 104.7,
55.2,45.3. HRMS (m/z): calcd for CHpN4O (M+H) 357.1715; found 357.1715

H
RO
N OCH;

HN

KSC-1-290 tEmES -6
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Nd-OOOO-N2-4-0CO00000D0O0OHYODODODODO-2,4-000000

'H NMR {400 MHz, CDCl3) 6 7.66 — 7.58 (m,

4H), 7.56 (d, J = 8.2 Hz, 1H), 7.46 — 7.39 (m, 4H), 7.37 — 7.33 (m, 1H), 7.16 (ddd, J = 2.3, 5.8, 8.2 Hz, 1H),
7.02 (s, br. 1H), 6.93 — 6.81 (m, 2H), 5.95 (s, br. 1H), 4.84 (d, J = 5.3 Hz, 2H), 3.82 (s, 3H). Bc NMR (101
MHz, CDCl;) 6 160.1, 157.2, 154.9, 151.8, 138.4, 133.6, 132.9, 128.8, 127.9, 127.6, 126.3, 121.9, 121.2, 120.7,
114.0, 111.4, 55.6, 45.3. HRMS {m/z): calcd for CyoHz4N4O (M+H) 357.1715; found 357.1711

y C
NYN
_N

HN

KSC-1-289 LEMES -8

NMd-OD0DOO-N2-(2-0000000)YO00DO0-=-2,4-000000

'"H NMR (400 MHz, CDCL;) & 8.82 (dd, J = 1.5,

8.4 Hz, 1H), 7.72 — 7.62 (m, 2H), 7.59 (d, J = 8.1 Hz, 1H), 7.51 (s, br. 1H), 7.48 — 7.32 (m, 6H), 7.28 — 7.20 (m,
2H), 6.98 — 6.90 (m, 1H), 5.91 (s, br. 1H), 4.89 (d, J = 5.4 Hz, 2H). *C NMR (101 MHz, CDCl;) § 160.1, 156.4,
1514, 138.3, 137.0, 132.9, 128.93, 128.87, 128.0, 127.7, 127.3, 126.8, 122.7, 121.9, 121.8, 120.6, 120.3, 111.7,
45.4. HRMS (m/z): calcd for CayH1sCIN, (M+H) 361.1220; found 361.1213

H Br
N\\rN
N

HN

KSC-1-288 {L&HEESI-10
NA-OODODO-N2--0000000)H)IODODODO-=-2,4-00000
'H NMR (400 MHz, CDCl;) 6 8.67 (dd, J = 1.5,

8.3 Hz, 1H), 7.59 — 7.51 (m, 2H), 7.51 — 7.44 (m, 2H), 7.41 (s, br. 1H), 7.37 - 7.28 (m, 4H), 7.28 — 7.19 (m,
2H), 7.13 (ddd, J = 2.3, 5.8, 8.2 Hz, 1H), 6.81 — 6.73 (m, 1H), 5.81 (s, br. 1H), 4.78 (d, J = 5.4 Hz, 2H). '°C
NMR (101 MHz, CDCl3) § 160.1, 156.5, 151.4, 138.3, 138.1, 132.9, 132.2, 128.9, 128.0, 127.9, 127.7, 126.7,

122.7, 122.4, 120.7, 120.6, 112.8, 111.7, 45.4. HRMS (m/z): calcd for Cp1HgBrN4 (M+H) 405.0715 and
407.0694; found 407.0688

s
Mt

HN

KSC-1-260 EEMES XLV

N-ODO0O0O-2-4-00000000-1-00)H)00000-4-0000
'H NMR (400 MHz, CDCly) § 7.52 — 7.36 (m,

3H), 7.36 - 7.20 {m, 5H), 6.98 (ddd, /= 1.4, 6.6, 8.1 Hz, 1H), 5.76 (s, br. 1H), 4.72 (t, /= 4.7 Hz, 2H), 3.87 -
3.83 (m, 4H), 2.44 - 2.40 (m, 4H). HRMS (m/z): calcd for CyoHasNs (M+H) 334.2032; found 334.2026
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KSC-1-259 EEMES 117
N4-O O DODO-N2-(3,4-00000000)I0000-2,4-00000

'"H NMR (400 MHz, DMSO) § 12.77 (s, br.
1H), 10.53 (s, br. 1H), 10.26 (s, br. 1H), 8.42 (d, J = 8.0 Hz, 1H), 7.95 (s, br. 1H), 7.88 (1, J=7.4 Hz, 1H), 7.69

- 7.56 (m, 2H), 7.54 — 7.45 (m, 2H), 7.38 — 7.26 (m, SH), 4.82 (d, J = 5.9 Hz, 2H). HRMS (m/z): calcd for
Ca1H17CloN4 (M+H) 395.0830; found 395.0823

KSC-1-258 tEYESI-25

N-OO0GOoo-N~-Ooo-2-00000C0COD0DO0-4-0000

'H NMR (400 MHz, CDCl,) 6 9.36 (d, J = 8.4 Hz, 1H),
8.83 (d, /= 7.2 Hz, 2H), 8..05 (s, br. 1H), 7.89 (t, /= 7.2 Hz, 1H), 7.71 — 7.56 (m, 3H), 7.53 — 7.37 (m, 6H),
5.34 (s, 2H), 3.68 (s, 3H). HRMS (m/z): caled for CoaHygN; (M+H) 326.1657; found 326.1653

Cl Cl

N
~
I

HN

KSC-1-257
N-ODODOD0-2-(2,4-00000000)00000-4-0000

'H NMR (400 MHz, CDCl3) § 7.97 (d, J = 7.8 Hz, .
1H), 7.86 — 7.77 (m, 2H), 7.75 (d, J = 8.3 Hz, 1H), 7.52 (dd, J = 4.6, 9.0 Hz, 2H), 7.45 (d, J = 6.7 Hz, 2H), 7.43

— 7.32 (m, 4H), 6.01 (s, br. 1H), 4.97 (d, J = 5.4 Hz, 2H). HRMS (m/z): calcd for CyH1gClN3 (M+H)
380.0721; found 380.0714

o
KSC-1-254 O

tEHmES L
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N-(4-00000000)-2-(4-(4-0000000DH)IODOO0ODO-1-00)00000-4-0
000
'H NMR (400 MHz,

DMSO) 6 9.50 (s, 1H), 8.30 (d, J= 7.5 Hz, 1H), 8.09 (d, /= 9.5 Hz, 2H), 7.70 (d, /= 9.1 Hz, 2H), 7.61 (t, /=
7.0 Hz, 1H), 7.39 (d, J = 7.6 Hz, 1H), 7.19 (t,J = 7.0 Hz, 1H), 7.08 (d, /= 9.6 Hz, 2H), 7.00 (d, /= 9.1 Hz, 2H),
3.91 (s, br. 4H), 3.80 (s, 3H), 3.60 (s, br. 4H). HRMS (m/z): calcd for CysHasNsO3 (M+H) 457.1988; found
457.1980

NN

’d

\WIN/ \©/ 10
HN

KSC-1-253 LEMES 12
NA-OODODO-N2-(m-000)H)J0D0O0O0O-=-2,4-00000

'"H NMR (400 MHz, DMSO) & 12.53 (s, br. 1H), 10.27 (s,

br. 2H), 8.40 (d, J = 7.6 Hz, 1H), 7.86 (d, J = 7.3 Hz, 1H), 7.61 (d, J= 7.9 Hz, 1H), 7.51 (t, J = 7.1 Hz, 1H),
7.41 —7.19 (m, 7H), 7.03 (s, br. 1H), 4.82 (d, J = 5.9 Hz, 2H), 2.24 (s, 3H). HRMS (m/z): caled for CyoHaiN,
(M+H) 341.1766; found 341.1760

esPe
HN

LEMES -7

N4-O OO O-N2-(o-000)I0O0O00-2,4-00000

'H NMR (400 MHz, DMSO) §, 10.30 (s, br. 1H), 9.89 (s, 30
br. 1H), 8.40 (d, J = 7.6 Hz, 1H), 7.85 (t,J = 7.2 Hz, 1H), 7.59 (d, J = 7.9 Hz, 1H), 7.49 (t, J= 7.2 Hz, 1H), 7.44

- 7.34 (m, 2H), 7.31 ~ 7.24 (m, 5H), 7.18 (s, br. 2H), 4.61 (s, br. 2H), 2.23 (s, 3H). HRMS (m/z): calcd for
CasHa N4 (M+H) 341.1766; found 341.1760

H
SE RGN
HN

40
EEMES 112
N4-O OO O-N2-(p-000)00000-2,4-00000

'"H NMR (400 MHz, DMSO) & 10.29 (s, br. 2H), 8.41 (d, J

=7.8 Hz, 1H), 7.85 (t, /="7.3 Hz, 1H), 7.60 (d, /= 8.2 Hz, 1H), 7.50 (t, J = 7.3 Hz, 1H), 7.42 ~ 7.24 (m, TH),
7.20 (d, J = 8.2 Hz, 2H), 4.79 (d, J = 5.8 Hz, 2H), 2.33 (s, 3H). HRMS (m/z): calcd for CyoHyiN, (M+H)
341.1766; found 341.1758

20
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KSC-1-250 LEMES -6
N4-J O DODO-N2-(4-00000000)I0000-2,4-00000

'H NMR (400 MHz, DMSO) § 12.74 — 12.22
(m, 1H), 10.30 (s, 1H), 10.24 (s, 1H), 8.42 (d, J= 7.7 Hz, 1H), 7.84 (t, J = 7.3 Hz, 1H), 7.59 (d, J = 8.2 Hz, 1H),

7.48 (t,J = 7.7 Hz, 1H), 7.43 — 7.19 (m, 6H), 6.96 (d, J = 8.7 Hz, 2H), 4.75 (s, br. 2H), 3.79 (s, 3H). HRMS
(m/z): caled for CopHpiN4O (M+H) 357.1715; found 357.1711

NN
s

N -
HN

KSC-1-249 EEMES 114
N4-OOODO-N2-(4-00000000)00000-2,4-00000

'"H NMR (400 MHz, DMSO) § 10.40 (s, br. 2H),
8.46 (d, /= 7.7 Hz, 1H), 7.86 (t, /= 7.3 Hz, 1H), 7.60 (d, /= 7.8 Hz, 1H), 7.55 - 7.41 (m, 3H), 7.41 — 7.26 (m,

5H), 7.22 (t, J = 8.8 Hz, 2H), 4.76 (d, J = 5.8 Hz, 2H). HRMS (m/z): calcd for Cy1HsFN, (M+H) 345.1515;
found 345.1510

NL N
48e
~No
HN |

KSC-1-248 LEYMES -1
NA-OOODO-N2-(2-00000000)I0000-2,4-00000

'H NMR (400 MHz, DMSO) § 10.43 (s, br.
1H), 9.63 (s, br. 1H), 8.46 (d, /= 7.6 Hz, 1H), 7.87 {t,/=7.2 Hz, 1H), 7.66 (s, br. 1H), 7.58 (d, /= 8.1 Hz, 1H),

7.51 (t,J="1.7 Hz, 1H), 7.38 - 7.21 (m, 6H), 7.16 (d, /= 7.2 Hz, 1H), 6.96 (t,J = 7.6 Hz, 1H), 4.76 (d, J= 5.8
Hz, 2H), 3.84 (s, 3H). HRMS (m/z): calcd for CyoH24N4,O (M+H) 357.1715; found 357.1709

v N
4Be
XN
HN

KSC-1-247 EEMES -9
N4-O O ODO-N2-(2-00000000)I0000-2,4-00000
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'H NMR {400 MHz, DMSO) 6 10.49 (s, br. 1H),
10.11 (s, br. 1H), 8.46 (d, /= 7.5 Hz, 1H), 7.88 (1, /= 7.2 Hz, 1H), 7.67 - 7.61 (m, 2H), 7.52 (t, /= 7.7 Hz, 1H),
7.45 - 7.11 (m, 8H), 4.68 (d, J = 5.7 Hz, 2H). HRMS (m/z): calcd for Cy1H4gFN, (M+H) 345.1515; found

345.1516
N N
T L
X Cl
HN

KSC-1-246 LEMES 11-3
NA-OODODO-N2-(4-0000000DH)OODODODO-=-2,4-00000

'H NMR (400 MHz, DMSO) § 10.46 (s, 1H),

10.37 (s, br. 1H), 8.45 (d, J = 7.8 Hz, 1H), 7.87 (1, J = 7.8 Hz, 1H), 7.61 (d, J = 7.8 Hz, 1H), 7.54 — 7.48 (m,
3H), 7.41 (d, J = 8.9 Hz, 2H), 7.36 — 7.34 (m, 4H), 7.32 — 7.24 (m, 1H), 4.79 (d, J = 5.8 Hz, 2H). HRMS (m/z):
caled for Cy1H5CINg (M+H) 361.1220; found 361.1211

NN
g

NN Br
HN

KSC-1-245 LEYMES -5
N4-OODODO-N2-(4-0000000)00000-2,4-00000

'H NMR (400 MHz, DMSO) § 10.26 (s, br. 2H),
8.42 - 8.35 (m, 1H), 7.90 — 7.82 (m, 1H), 7.63 — 7.61 (m, 1H), 7. 7.56 — 7.47 (m, 3H), 7.46 — 7.42 (m, 2H), 7.37

— 7.26 {m, 5H), 4.80 (d, J = 5.9 Hz, 2H). HRMS (m/z): calcd for CyHysBrNs (M+H) 405.0715 and
407.0694; found 407.0687

H
N__N Cl
Sshv:
N
HN

KSC-1-244 EEMESI-13
NA-OODODO-N2-(3-0000000)00000-2,4-00000

"H NMR (400 MHz, DMSO) § 10.58 (s, br. 1H),

10.46 (s, br. 1H), 8.47 (d, J = 8.0 Hz, 1H), 7.88 (t, J = 7.2 Hz, 1H), 7.74 (s, 1H), 7.62 (d, J = 7.8 Hz, 1H), 7.52
(t,/=17.7 Hz, 1H), 7.44 -~ 7.31 (m, 5H), 7.31 - 7.22 (m, 2H), 4.82 (d, J= 5.9 Hz, 2H). HRMS (m/z}: calcd for
CH1gCIN, (M+H) 361.1220; found 361.1213
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KSC-1-242 o LamBESL
2-00000-N-4-000000DODOO0ODHYDOOOOD-4-0000

'"H NMR (400 MHz, DMSO) & 9.41 (s, 1H),
8.29 (d,/=17.5 Hz, 1H), 7.66 (d, /= 9.1 Hz, 2H), 7.59 (t, /= 7.6 Hz, 1H), 7.35 (d, /= 7.5 Hz, 1H), 7.18 (t, J =
7.0 Hz, 1H), 6.98 (d, J = 9.1 Hz, 2H), 3.82 — 3.61 (m, 12H), 3.16 ~ 3.05 (m, 4H). HRMS (m/z): calcd for

CasHaeNsO, (M+H) 392.2087; found 392.2080

jon
KSC-1-241 O E&WES XLV

N-(@-000o0o0oofd)2-¢-0000DO0ODODOD-1-00)XODDODDOO-4-0000D0

'"H NMR (400 MHz, DMSO) 6 9.47 (s,
1H), 8.26 (d, J= 7.5 Hz, 1H), 7.63 (dd, J = 6.8, 8.7 Hz, 4H), 7.58 (t, J = 7.7 Hz, 1H), 7.43 (d, J = 8.0 Hz, 2H),
7.32(d,J=17.6 Hz, 1H), 7.17 (t, J = 7.6 Hz, 1H), 6.97 (d, J= 9.1 Hz, 2H), 3.84 (s, br. 4H), 3.79 (s, 3H), 2.92 (s,
br. 4H), 2.37 (s, 3H). HRMS (m/z): calcd for CagHasNs03S (M+H) 490.1913; found 490.1901

o
4
=N
HN

KSC-1-240 EEYESXLVI

2-0 00 00-N-(l-0000O0O00)00onoood-4-0000
'H NMR {400 MHz, DMSO) 6 8.22 (d, J = 7.3 Hz,
2H), 7.52 (ddd, J = 1.4, 6.9, 8.3 Hz, 1H), 7.43 (d, /= 7.2 Hz, 2H), 7.35 - 7.23 (m, 3H), 7.20 (t,J= 7.3 Hz, 1H),
7.15-7.05 (m, 1H), 5.40 (t, /= 7.1 Hz, 1H), 3.77 —~ 3.45 (m, 8H), 1.58 (d, /= 7.1 Hz, 3H). HRMS (m/z): calcd
for CaoH23N4O (M+H) 335.1872; found 335.1868
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NYN\)

Z
N

e
KSC-1-239 O o~ IEEMES XLIX

N-(2,4-000000000)2-(4-(4-0000000)0000-1-00)00000 -4

-oooao

"H NMR (400 MHz,

DMSO0) 5 9.04 (s, 1H), 8.21 (d, J = 7.6 Hz, 1H), 8.07 (d, J = 9.5 Hz, 2H), 7.59 (t, /= 7.1 Hz, 1H), 7.50 (d, J =
8.6 Hz, 1H), 7.37 (d,J = 7.9 Hz, 1H), 7.16 (t, /= 7.1 Hz, 1H), 7.06 (d, J = 9.6 Hz, 2H), 6.71 (d, J = 2.7 Hz, 1H),
6.60 (dd, J=2.7, 8.7 Hz, 1H), 3.83 — 3.78 (m, 10H), 3.54 — 3.52 (m, 4H). HRMS (m/2); calcd for CosHz7NeO4
(M+H) 487.2094; found 487.2084

o™

HN

KSC-1-238 tEHES1-29

2-0000-N~~-Q@Q-00000D0O0OHY0O0DODOD0 40000

'"H NMR (400 MHz, CDCl;) 6 8.46 — 8.35 (m, 2H), 7.85 (d,

J =82 Hz, 1H), 7.70 - 7.60 (m, 2H), 7.43 (d, /= 10.9 Hz, 2H), 7.41 - 7.30 (m, 4H), 7.34 - 7.27 (m, 2H), 7.22
(t,J=17.3 Hz, 1H), 5.79 (d, /= 6.6 Hz, 1H), 5.78 — 5.68 (m, 1H), 1.68 (d, J = 6.8 Hz, 3H). HRMS (m/z): calcd
for CooHyoN3 (M+H) 326.1657; found 326.1653

-~

HN

KSC-1-237 E&MES1-30

N-(l-000O0000)-2-(p-000)I0000-4-0000

'"H NMR (400 MHz, CDCL;) & 8.31 (d, J = 8.2 Hz, 2H),

7.87 = 7.79 (m, 1H), 7.69 - 7.58 (m, 2H), 7.47 — 7.39 (m, 2H), 7.36 ~ 7.25 (m, 3H), 7.22 (dt, /= 3.7, 8.1, 3H),
5.76 (d, J = 6.8 Hz, 1H), 5.69 (p, J = 6.8 Hz, 1H), 2.35 (s, 3H), 1.68 (d, J = 6.7 Hz, 3H). HRMS (m/z): calcd
for CasHzoNg (M+H) 340.1814; found 340.1807
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Cl
N
“
N
HN
KSC-1-236 LEWES 16

N-OODOD0D-2-4-0000000)HO0OODODOD-4-000¢0

'H NMR (400 MHz, DMSO) & 8.84 — 8.72 (m, 1H), 8.64

(d, /= 8.8 Hz, 2H), 8.36 — 8.17 (m, 2H), 7.99 - 7.93 (m, 3H), 7.71 (d, /= 7.1 Hz, 2H), 7.59 (, J = 7.4 Hz, 2H),
7.51 (d,J=17.3 Hz, 1H), 5.25 (d, J = 6.0 Hz, 2H). HRMS (m/z): calcd for CyH7CIN3 (M+H) 346.1111;
found 346.1103

Q
N* o
N
“
NAL
_N
KSC-1-235 LEYMES1-28

N-OODOO-N-OO00-2-(4-0000000)I0000-4-0000
'H NMR (400 MHz, DMSO) & 8.73 — 8.63 (m,
2H), 8.38 — 8.29 (m, 2H), 8.16 (d, J = 7.8 Hz, 1H), 7.96 — 7.88 (m, 1H), 7.88 — 7.79 (m, 1H), 7.55 ~ 7.36 (m,

SH), 7.32 (t, J = 7.0 He, 1H), 5.16 (s, 2H), 3.46 (s, 3H). HRMS (m/z): calcd for CpHigN,O, (M+H)
371.1508; found 371.1500

N
\O-
N
o
N
HN
KSC-1-234 LamES18

N-OOOD0-2-4-000000O0HODOOODO-4-00000

'"H NMR (400 MHz, DMSQ) 6 9.12 (s, br. 1H), 8.71 - 8.64

(m, 2H), 8.41 - 8.30 (m, 3H), 7.85 (d, /= 3.6 Hz, 2H), 7.63 ~ 7.54 (m, 1H), 7.48 (t, J = 8.9 Hz, 2H), 7.35 (t, J =
7.5 Hz, 2H), 7.25 (t, J = 7.3 Hz, 1H), 4.95 (d, J = 5.8 Hz, 2H). HRMS (m/z): calcd for CpqH;7N4O, (M+H)
357.1352; found 357.1342
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Sy

HN

KSC-1-227 tEaYESI1-9

N-ODOO0O0O-2-4-0000000O00O0DHMO0ODODOO-4-0000

'"H NMR (400 MHz, CDCl3) 6 8.57 (d, J = 8.9 Hz, 2H),

7.94 (d, J= 8.3 Hz, 1H), 7.79 — 7.65 (m, 2H), 7.50 (d, J = 7.1 Hz, 2H), 7.43 - 7.33 (m, 4H), 7.03 (d, /= 8.9 Hz,
2H), 5.94 (s, br. 1H), 5.05 (d, J = 5.4 Hz, 2H), 3.91 (s, 3H). HRMS (m/z): calcd for CopHyNsO (M+H)
342.1606; found 342.1602

. _N

HN

KSC-1-226 L&YMESI-5

N-OOoOGOQo-2-(m-000D)O0OCODODO-4-00000
'H NMR (400 MHz, CDCl) 6 8.40 (d, /= 6.6 Hz, 2H), 7.98 (d, /=

8.0 Hz, 1H), 7.80 — 7.74 (m, 1H), 7.72 (d, J = 8.2 Hz, 1H), 7.51 (d, J= 7.1 Hz, 2H), 7.48 ~ 7.29 (m, 6H), 5.96
(s, br. 1H), 5.06 (d, J = 5.4 Hz, 2H), 2.49 (s, 3H). HRMS (m/z): calcd for CoyHaoN5 (M+H) 326.1657; found
326.1653

KSC-1-225 F tEMmESI-24

N-(4-00000000)2-(m-000)I0000-4-0000
'"H NMR (400 MHz, CDCly) & 8.34 (d, J = 7.4 Hz, 2H),

7.94 (d, J=7.8 Hz, 1H), 7.73 (t,J = 7.7 Hz, 1H), 7.68 (d, /= 8.3 Hz, 1H), 7.46 — 7.38 (m,3H),7.35(d,J=28.5

Hz, 1H), 7.26 (d, /= 9.8 Hz, 1H), 7.05 (t, /= 8.7 Hz, 2H), 5.89 (s, br.1H), 4.98 (d, /= 5.4 Hz, 2H), 2.45 (s, 3H).
HRMS (m/z): caled for CpoHqgF N3 (M+H) 344.1563; found 344.1559

JP 2013-530942 A 2013.8.1
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N
HN

KSC-1-224 LEYMES1-10
N-OODO-2-(p-000)I0000-4-0000

'"H NMR (400 MHz, CDCI3) 6 8.50 (d, J= 8.2 Hz, 2H), 7.96 (d, J =

7.8 Hz, 1H), 7.75 (ddd, /= 1.3, 7.0, 8.4 Hz, 1H), 7.71 (d, J = 8.3 Hz, 1H), 7.51 (d, /= 7.3 Hz, 2H), 7.46 — 7.34
(m, 4H), 7.32 (d, J = 8.0 Hz, 2H), 5.94 (s, br. 1H), 5.05 (d, J = 5.4 Hz, 2H), 2.46 (s, 3H). HRMS (m/z): caled
for CooHypN3 (M+H) 326.1657; found 326.1656

KSC-1-223 F L&EHES1-23
2-(4-00000D00O0)-N-@-00DD0OOOO0ODOHYODDOO-4-0000

'H NMR (400 MHz, CDCl;3) § 8.59 — 8.48 (m,

2H), 796 (d, /= 8.1 Hz, 1H), 7.82 — 7.75 (m, 1H), 7.72 (d, /= 8.2 Hz, 1H), 7.51 — 7.42 (m, 5H), 7.09 (t,J = 8.7
Hz, 2H), 5.97 (s, br. 1H), 5.01 (d, J = 5.5 Hz, 2H). HRMS (m/z): calcd for C;1HsCIFN3 (M+H) 364.1017;
found 364.1009

KSC-1-222 Ci tEamES1-22
N-(4-0000000)2-4-00000000)I0000-4-0000

'H NMR (400 MHz, CDCl;) & 8.58 — 8.48

(m, 2H), 7.95 (d, J = 8.3 Hz, 1H), 7.75 (t,J = 7.7 Hz, 1H), 7.71 (d, J = 7.8 Hz, 1H), 7.45 - 7.41 (m, 3H), 7.39 -
7.33 (m, 2H), 7.02 (d, J = 9.0 Hz, 2H), 5.95 (s, br. 1H), 5.02 (d, J = 5.6 Hz, 2H), 3.91 (s, 3H). HRMS (m/z):
caled for CyH1gCIN;O (M+H) 376.1217; found 376.1209
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O\
N
~
N
HN
KSC-1-221 t&mES1-21

2-4-00DODO0O0O0O0O0)-N@-0O00C0QO0OQOOHYoODOoDQoOQb-4-0Q0noao

'H NMR (400 MHz, CDCl;) & 8.59 (d, J =

8.9 Hz, 2H), 8.03 — 7.88 (m, 1H), 7.73 (t,J= 7.7 Hz, 1H), 7.69 (d, J= 7.9 Hz, 1H), 7.43 — 7.39 (m, 3H), 7.22 (d,
J=17.8 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 5.91 (s, br. 1H), 5.00 (d, J = 5.3 Hz, 2H), 3.92 (s, 3H), 2.39 (s, 3H).
HRMS (m/z): caled for Co3HoN,O (M+H) 356.1763; found 356.1757

O\
N
o
N
HN
KSC-1-220 O LEMBEE1-20

N-(@-000o0ooogd)-2-¢-00ooooooOo)H)oopDOooD-4-0000

"H NMR (400 MHz, CDCl,) § 8.60 (d, J =

8.7 Hz, 2H), 8.00 (s, br. 1H), 7.74 - 7.70 (m, 2H), 7.45 — 7.37 (m, 3H), 7.04 (d, J = 8.9 Hz, 2H), 6.94 (d, J= 8.7
Hz, 2H), 4.97 (d, J = 5.3 Hz, 2H), 3.92 (s, 3H), 3.85 (s, 3H). HRMS (m/z): calcd for CosHzN30, (M+H)
372.1712; found 372.1708

O\
Nﬁ
o
@;(N

HN

KSC-1-219 F EEMES 117
N-(4-00000000)2-4-00000000)I0000-4-0000

'H NMR (400 MHz, CDCl3) § 8.55 (d, /= 9.0

Hz, 2H), 7.94 (d, J = 8.4 Hz, 1H), 7.75 (t, J = 7.7 Hz, 1H), 7.70 (d, J = 8.2 Hz, 1H), 7.47 (dd, J= 5.4, 8.7 Hz,
2H), 7.42 (t, J = 7.6 Hz, 1H), 7.08 (t, J = 8.7 Hz, 2H), 7.03 (d, /= 9.0 Hz, 2H), 5.94 (s, br. 1H), 5.01 (d, J=5.5
Hz, 2H), 3.91 (s, 3H). HRMS (m/z): calcd for CpoHgFN3O (M+H) 360.1512; found 360.1505
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KSC-1-218 LEMES1-26

N-OO0OD0-2-(2z-00000000)-NN-ODO0O0O0OOODO-4-000C

'"H NMR (400 MHz, CDCl,) 6 8.16 (td, J = 1.8,
7.7 Hz, 1H), 8.05 — 7.94 (m, 2H), 7.74 (t,J = 7.1 Hz, 1H), 7.51 - 7.39 (m, 5H), 7.37 (t, /= 7.7 Hz, 2H), 7.27 -
7.11 (m, 2H), 5.08 (s, 2H), 3.38 (s, 3H). HRMS (m/z): calcd for CyHoFN; (M+H) 344.1563; found

344.1561
F’
/N. I ]
!

HN
Cl

KSC-1-217 tEHESI1-16

N-(2-000000D0)-2-(2-00000D00O00HYOOOD0O0-4-00000

"H NMR (400 MHz, CDCl,) & 8.14 (td, /= 1.9,

7.7 Hz, 1H), 7.97 (d, J = 8.4 Hz, 1H), 7.80 — 7.75 (m, 2H), 7.63 (dd, J= 3.5, 5.8 Hz, 1H), 7.53 — 7.48 (m, 1H),
748 ~7.41 (m, 2H), 7.29 — 7.20 (m, 4H), 6.25 (s, br. 1H), 5.10 (d, J = 5.9 Hz, 2H). HRMS (m/z): calcd for
Co1H16CIFN3 (M+H) 364.1017; found 364.1012

F

N

HN

KSC-1-216 LEmESI-31

2-(2-0o0ooogooO0)-N~@Q-0CO0O0D0O0O0OHYODODOO0O0D-4-00000

'"H NMR (400 MHz, CDCLy) § 8.03 (td, J = 1.8,

7.7 Hz, 1H), 7.97 (d, J= 8.2 Hz, 1H), 7.83 - 7.70 (m, 2H), 7.53 — 7.47 (m, 3H), 7.43 - 7.39 (m, 3H), 7.32 (t, /=
7.3 Hz, 1H), 7.28 - 7.16 (m, 2H), 5.91 (d, /= 7.1 Hz, 1H), 5.81 - 5.68 (m, 1H), 1.77 (d, /= 6.8 Hz, 3H). HRMS
(m/z): caled for CpHigFN3 (M+H) 344.1563; found 344.1561
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N

HN

KSC-1-215 Cl {L&HESI-15
N-(4-0000000)-2-000000000-4-0000
'"H NMR (400 MHz, CDCly) § 8.62 — 8.53 (m, 2H), 7.98

(d,J=17.8 Hz, 1H), 7.78 (ddd, J = 1.3, 7.0, 8.4 Hz, 1H), 7.73 (d, J = 8.2 Hz, 1H), 7.55 — 7.48 (m, 3H), 7.48 -

7.40 (m, 3H), 7.40 - 7.33 (m, 2H), 5.98 (s, br. 1H), 5.03 (d, J = 5.6 Hz, 2H). HRMS (m/z): caled for
CQ1H17C‘N3 (M+H) 346.1111, found 346.1104

N
~
N
HN
Cl
KSC-1-214 LEMESI-14

N-(2-0000000)-2-000000000-4-0000
'"H NMR (400 MHz, CDCl3) 8 8.60 (dd, J = 1.7, 8.0 Hz,
2H), 7.97 (d, J = 8.5 Hz, 1H), 7.80 — 7.71 (m, 2H), 7.64 — 7.61 (m, 1H), 7.57 - 7.41 (m, 5H), 7.28 — 7.26(m,

2H), 6.19 (s, br. 1H), 5.17 (d, J = 5.9 Hz, 2H). HRMS (m/z): calcd for Cy4H47CIN; (M+H) 346.1111; found
346.1105

KSC-1-213 LEMES 1-35

4-B.4-00 00000000 -2H)-00)H)-2-00O0O0O0OO0OO0O
'H NMR (400 MHz, CDCly) 6 8.52 (dd, J = 1.6,

8.1 Hz, 2H), 7.92 (t, J= 9.4 Hz, 2H), 7.70 - 7.62 (m, 1H), 7.47 - 7.34 (m, 4H), 7.16 (s, 4H), 4.99 (s, 2H), 4.06
(t, /= 5.8 Hz, 2H), 3.16 (t, J = 5.8 Hz, 2H). HRMS (m/z): calcd for CyzHyN; (M+H) 338.1657; found
338.1650
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e

N
HN

KSC-1-212 F ita®&ES13
N-(4-00000000)-2-000000000-4-0000
'"H NMR (400 MHz, CDCl3) 8 8.62 - 8.55 (m, 2H), 7.98 (d,

J=17.8 Hz, 1H), 7.78 (ddd, J= 1.3, 7.0, 8.4 Hz, 1H), 7.72 (d, J=8.2 Hz, 1H), 7.58 — 7.39 (m, 6H), 7.13 — 7.04
(m, 2H), 5.95 (s, br. 1H), 5.03 (d, J = 5.5 Hz, 2H). HRMS (m/z): caled for CyyHy;FN3 (M+H) 330.1407:

found 330.1400
e
i

N
HN

KSC-1-211 Cl tawES1-12
N-B-0000O0O00)-2-000000000-4-00003
'H NMR (400 MHz, CDCl,) & 8.60 — 8.52 (m, 2H), 7.99

(d,/=17.8 Hz, 1H), 7.82 - 7.76 (m, 1H), 7.75 (d, J = 8.2 Hz, 1H), 7.57 - 7.43 (m, 5H), 7.40 — 7.37 (m, 1H), 7.35

~ 730 (m, 2H), 6.00 (s, br. 1H), 5.04 (d, J = 5.6 Hz, 2H). HRMS (m/z): calcd for CpyHi7CINg (M+H)
346.1111; found 346.1105

g
N
o e

HN

KSC-1-208 L E&HES XLVII
N-ODOOO-2-(4-000000000-1-00H)I0000-4-0000

'H NMR (400 MHz, DMSO) § 10.28 — 10.15 (m,

1H), 8.37 (d, /= 8.2 Hz, 1H), 7.84 (d, J = 5.6 Hz, 2H), 7.54 — 7.41 (m, 3H), 7.38 (1, J = 7.4 Hz, 2H), 7.32 - 7.20

(m, 3H), 7.01 (d, /= 7.9 Hz, 2H), 6.85 (d, /= 7.3 Hz, 1H), 4.84 (d, J= 5.7 Hz, 2H), 4.03 (s, br. 4H), 3.29 (s, br.
4H). HRMS (m/z): caled for CosHaeNs (M+H) 396.2188; found 396.2177
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KSC-1-203 EEMES XXl

N-ODOO0ODO0O-2-4-000000000-1-00)H)00000-4-0000
'H NMR (400 MHz, CDCly) & 7.45 — 7.38 (m,
12.7, 3H), 7.35 — 7.19 (m, 10H), 6.99 ~ 6.89 (m, 1H), 5.76 (s, br. 1H), 4.70 (d, J = 5.4 Hz, 2H), 3.91 - 3.76 (m,

4H), 3.69 — 3.65 (m, 2H), 2.44 - 2.40 (m, 4H). HRMS (m/z): calcd for CygHzeNs (M+H) 410.2345; found
410.2339

Ci
N [ Cl
N
HN
KSC-1-200 L&YMES -1

N-OOOD0-2-B,4-00000000HXIDODOODO-4-00D00

'H NMR (400 MHz, CDCl;) 6 8.69 (d, J = 2.0 Hz,

1H), 8.44 (dd, J= 2.0, 8.4 Hz, 1H), 7.96 (d, /= 7.8 Hz, 1H), 7.83 - 7.75 (m, 1H), 7.73 (d, /= 8.2 Hz, 1H), 7.57
(d, J= 8.4 Hz, 1H), 7.53 = 7.47 (m, 3H), 7.47 — 7.32 (m, 3H), 6.01 (s, br. 1H), 5.03 (d, /= 5.4 Hz, 2H). HRMS
(m/z): caled for Ca1H46ClN3 (M+H) 380.0721; found 380.0714

O\
cl Nﬁ
7
L

HN

KSC-1-195 LEMESI-34
N-OODODO0-7-000-2-(4-00000000)00000-4-0000

'"H NMR (400 MHz, CDClL;) § 8.50 - 8.41 (m,

2H), 7.83 (s, 1H), 7.52 (d, J = 8.7 Hz, 1H), 7.39 (d, J = 6.8 Hz, 2H), 7.35 — 7.28 (m, 2H), 7.28 — 7.21 (m, 2H),

6.97 — 6.87 (m, 2H), 5.91 — 5.70 (m, 1H), 4.93 (d, J = 5.4 Hz, 2H), 3.81 (s, 3H). HRMS (m/z): calcd for
CoH1gCIN,O (M+H) 376.1217; found 376.1213
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Cl N

\

HN

KSC-1-194 tEHES1-33

N-OO0GOQo0-7-00oo-2-(p-0OO00HYODODDOO-4-0D000O

'H NMR (400 MHz, CDCl;) & 8.38 (d, J = 8.2 Hz, 2H),
7.85 (s, 1H), 7.53 (d, /= 8.7 Hz, 1H), 7.39 (d, /= 7.3 Hz, 2H), 7.34 — 7.20 (m, 6H), 5.81 (s, br. 1H),4.93 (d, J =
5.4 Hz, 2H), 2.36 (s, 3H). HRMS (m/z): calcd for Co,H1gCINg (M+H) 360.1268; found 360.1261

Cl N

d

i
N

HN

KSC-1-193 LEMES1-32

N-OO0Goo-7-000-2-00000O0CO00-4-0000

'H NMR (400 MHz, CDCl;) 5 8.63 — 8.54 (m, 2H), 7.96 (d,
J=2.1Hz, 1H), 7.64 (d, J= 8.7 Hz, 1H), 7.57 — 7.46 (m, SH), 7.46 — 7.32 (m, 4H), 5.93 (s, br. 1H), 5.04 (d, /=
5.4 Hz, 2H). HRMS (m/z): calcd for C4H47CIN; (M+H) 346.1111; found 346.1108

H
70
=N

HN

KSC-1-153 EEHES -1
N4-O OO O-N2-000000000-2,4-00000

'H NMR (400 MHz, MeOD) & 8.23 (dd, J = 0.8, 8.3
Hz, 1H), 7.87 (ddd, J = 1.3, 7.3, 8.5 Hz, 1H), 7.58 (d, J = 8.4 Hz, 1H), 7.53 (ddd, J = 1.1, 7.3, 8.3 Hz, 1H), 7.47
—7.42 (m, 4H), 7.39 — 7.25 (m, 6H), 4.87 (s, 2H)

S

Ny
=N

HN

KSC-1-152 EEHES XX

N-OOOoo0D-2(O00O00~-1-00)H)oD0ODDOO-4-0D0000
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'H NMR (400 MHz, CDCl;) § 9.42 (s, br. 1H), 8.20

(d,J=8.1 Hz, 1H), 8.10 (d, J = 8.4 Hz, 1H), 7.46 (d, J = 6.7 Hz, 2H), 7.33 - 7.30 (m, 2H), 7.27 ~ 7.24 (m, 2H),
7.00 (t, J = 7.4 Hz, 1H), 4.80 (d, J = 5.7 Hz, 2H), 3.92 (s, br. 4H), 1.73 (s, br. 4H). HRMS (m/z): calcd for
CaoHaaNg (M+H) 319.1923; found 319.1921

0O

NN
o
HN

KSC-1-151 L&mES XLIV
N-ODOO0O0-2-0000000000-4-0000

'H NMR (400 MHz, CDCl3) 4 9.26 (s, br. 1H), 8.22 - 8.18
(m, 2H), 7.44 - 7.29 (m, 6H), 7.11 (t,J = 7.3 Hz, 1H), 4.82 (d, J = 5.8 Hz, 2H), 4.06 (s, br. 4H), 3.80 (s, br. 4H).
HRMS (m/z): calcd for CygHy4N4O (M+H) 321.1715; found 321.1716

F

2N
HN

KSC-1-150 {LEaHES 11
N-ODOOO0O-2-(2-00000000)I0000-4-0000

'"H NMR (400 MHz, CDCly) 5 8.15 (td, J = 1.9, 7.7

Hz, 1H), 7.99 (d, J = 7.8 Hz, 1H), 7.79 (ddd, / = 1.3, 7.0, 8.4 Hz, 1H), 7.74 (d, J = 8.2 Hz, 1H), 7.52 - 7.32 (m,
7H), 7.26 — 7.19 (m, 2H), 5.97 (s, br. 1H), 5.00 (d, J = 5.4 Hz, 2H). HRMS (m/z): calcd for CaqHy7FN4 (M+H)
330.1407; found 330.1408

N\ NO,
N
HN
KSC-1-149 LEMES -4

N-OOOD0-2-B3-0000000HDOODODO-4-00D0000

'"H NMR (400 MHz, CDCl;) & 9.34 - 9.24 (m, 1H),

8.86 — 8.75 (m, 1H), 8.19 (ddd, /= 1.1, 2.4, 8.1 Hz, 1H), 7.86 (d, J = 7.8 Hz, 1H), 7.68 (ddd, J = 1.3, 7.0, 8.4
Hz, 1H), 7.63 (d, J = 8.3 Hz, 1H), 7.53 (t, /= 8.0 Hz, 1H), 7.37 (td, J = 1.3, 7.0 Hz, 3H), 7.33 — 7.26 (m, 2H),
7.23 (t,J="7.3 Hz, 1H), 5.97 (s, br. 1H), 4.91 (d, J = 5.4 Hz, 2H). HRMS (m/z): calcd for Cy1H;N4O; (M+H)
357.1352; found 357.1350
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N
N N02
=N

-

KSC-1-148 t&MES 127
N-OODODO-N-000-2-(3-0000000)I0000-4-0000

'H NMR (400 MHz, CDCl;) § 9.35—9.27

(m, 1H), 8.85 - 8.76 (m, 1H), 8.22 (ddd, /= 1.1, 2.4, 8.1 Hz, 1H), 7.91 (d, J = 8.9 Hz, 2H), 7.66 (ddd, J = 1.4,
6.9, 8.3 Hz, 1H), 7.55 (t, J/ = 8.0 Hz, 1H), 7.41 - 7.32 (m, 4H), 7.28 (ddd, J = 1.3, 5.7, 8.5 Hz, 2H), 5.01 (s, 2H),
3.36 (s, 3H). HRMS (m/z): calcd for CpHigN4O, (M+H) 371.1508; found 371.1512

Br
AT
N
CC
HN

KSC-1-147 LEMES I-7
N-ODOOO-2-(4-0000D000OHOOOODO-4-0000

"H NMR (400 MHz, CDCL) § 8.52 - 8.42 (m, 2H),

7.95(d,J=17.8 Hz, 1H), 7.78 (ddd, J= 1.3, 7.0, 8.4 Hz, 1H), 7.72 (d, J = 8.2 Hz, 1H), 7.67 — 7.59 (m, 2H), 7.52

~ 7.33 (m, 6H), 5.98 (s, br. 1H), 5.04 (d, J = 5.4 Hz, 2H). HRMS (m/z): calcd for CpsHq7BrN; (M+H)
390.0606 and 392.0585; found 390.0599

KSC-1-146 tEMESI-3
N-OOO0OO0-2-(2-0000000)0000-4-0000

'"H NMR (400 MHz, CDCL;) & 7.88 (d, /= 7.8 Hz,

1H), 7.77 = 7.72 (m, 1H), 7.69 (ddd, J = 1.3, 7.0, 8.4 Hz, 1H), 7.65 (d, J = 8.3 Hz, 1H), 7.44 — 7.21 (m, 9H),
5.90 (s, br. 1H), 4.88 (d, J/ = 5.4 Hz, 2H). HRMS (m/z): calcd for C,1H4;CIN; (M+H) 346.1111; found
346.1112
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KSC-1-145 LEHmES -2
N-OOO0OO0-2-000000000-4-0000

'"H NMR (400 MHz, CDCl;) 6 8.61 (ddd, J = 2.4, 4.2, 6.0 Hz,

2H),7.98 (dd, J= 0.6, 8.4 Hz, 1H), 7.77 (ddd, J= 1.3, 7.0, 8.4 Hz, 1H), 7.72 (d, /= 8.2 Hz, 1H), 7.58 - 7.32 (m,
9H), 5.98 (s, br. 1H), 5.06 (d, J = 5.4 Hz, 2H). HRMS (m/z): calcd for CyyH1gN; (M+H) 312.1501; found
312.1504
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