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'HNMR
(DMSO, 400 MHz): § 8.33(s, 3H), 7.45-7.37(m, 4H), 7.34-7.30(m, 2H), 7.19(s, 1H), 7.02(t,
J=10Hz, 211), 5.10(s, 2H), 3.97(s, 2H).
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THNMR (DMSO, 500 MHzZ): 5 8.58 (t, J=12Hz 1H), 7.60-7.57 (m, 4H), 7.44-7.29(m, 10H),
§7.21(t, J=16.5Hz, 21), 6.85(d, J=6.5Hz, 2H), 6.81(d, J=8.0Hz, 1H), 5.00(s, 2H), 4.24(d,

J=6Hz, 2H), 3.51(s, 2H).
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HNMR (DMSO, 400 MHz): 5 9.34(s, 1H), 8.53(s, 1H), 7.63(d, J=8Hz, 2H), 7.58(d,

J=8 4Hz, 2H), 7.44(t, J=7.6Hz, 2H), 7.35(d, J~8Hz, 3H), 7.07(t, J~8Hz, 1H), 6.65-6.60(m,
I, 4.17(d, J=5.6Hz21D), 3.5(s, 2H).
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"H NMR (DMSO,
500 MHz): & 8.62(, J=11Hz, 1H), 7.63(d, J= 8Hz, 211), 7.5%(d, /=8.5Hz, 2H), 7.44(t,
J=1.5Hz, 2H), 7.37-7.31(m, 4H), 7.08-7.01(m, 3H), 4.28(d, J=5.5Hz, 2H), 3.52(s, 2HD).
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Ooooao
LOMS 514.2 (mr+H) 536.2(m+ Na). '"HNMR (300 MHz,

CDCls) & (ppm) 3.65(s, 211), 4.50 (d, 5.7Hz, 2H), 4.96 (s, 4H), 5.71 (s, 1H), 6.43 (s, 2H), 6.49
(s, 1H), 7.58-7.26 (m, 19H).
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LOMS 424.1(m+H), 446.2(m-+Na), 847.0(2m-+H),
868.9(2m+Na). 'HNMR (400 MHz, CDCl;) 5 (ppm) 3.66(s, 2H), 4.38 {(d, 5.6Hz, 2H), 4.98
(s, 2H), 5.71(s, 1ED), 6.43 (s, 2H), 6.49 (s, 1H), 7.30-7.45 (m, 10H), 7.54-7.57(m, 4H).
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'HNMR (300 MHz,
CDCl3) & (ppm) 3.72 (s, 2H), 7.26-7.60 (m, 9H).
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) THNMR (500 Mliz, CDCl) 8 (ppm)
3.73 (5, 2H), 7.16 (t, 10.5Hz, 1H), 7.22 (1, 7.5Hz, 1H), 7.32 (qd, 1.5Hz, 7.5Hz, 1H), 7.38 (d,
8.0Hz, 2H), 7.44 (i, 1.5Hz, 7.5Hz, 1H), 7.54 (d, 8.0Hz, 2H).

oo boooooobobobooobobobobobooooboboboboono
ugbobooooobooboboboooboobobobobooobooboboboononn
uybobooooobooboboooouoboboboboooobobobobooon
goobooooobooocooooboboooobooooobOooooboooooon
gdbOxgobooobuooobobdoobbooboxgogobuoobobuooboboooboo
ugbooboogooobooboboboooboboboboboooboobooboboonn
goobOooooobooocooooboooooboooooooooonn
gboooog
ogoooao

LCMS 360.1

(o+Na) 696.8(2m+Na). 'HNMR (300 MHz, CDCl3) & (ppm) 3.67 (s, 2H) 4.21 (d, 6.0Hz,

2H) 5.79 (s, 1H) 6.87-6.98 (m, 3H) 7.10-7.44 (m, 711) 7.53 (dd, 1.5Hz, 7.5Hz, 2H).
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'H;-NMR INOVA-500 (CDCl5) 5 3.805 (s,
2H), 6.815 (t, =8.5 Hz, 15), 7.068(d, J=8.0 Hz, 1H), 7.218-7.284(m, 2H), 7.380-7.499(m,

6H) 7.620-7.664(m, 4H). MS (m/z) 306.2 (M-+H)".

goooboao

O

O oOooo

X OooOooooo

[ -

I o [y

O oo ooogogog
oo ooooQgogoo
OoooooooQgogoo
O oD oooogogog
O oo oooogogoo
Ooo0oooooQgoogoo
OO0 oooogogog
OO0 oooogogoog
oo oooogogoo
OoOoooooooQgoogoo
OO0 oooogogog
oo oooogogoo
OooooooQgogoo
OO0 oooogogog
O o0ooooogogoog
oo ooooQgogoo

O
O
O

O
O
O

O
O
O

gpbooog

OoOoo0oood

O B

H!-NMR

INOVA-500 (DMSO de) 8 3.623 (s, 2H), 7.192 (m, 1H), 7.358(d, I=8.0 Hz, 2H), 7.474-

7.515(m, 3H), 7.652(d, J=8.0 Hz, 2H), 12.316(s, 1H).
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7.477-7.518(m, 3H), 7.657(d, 1=8.0Fz, 2H), 8.652(t, J=5.5Hz, 1H). MS (/) 338.1 (M+H)".

Ooooooooooog
Ooooocoooooodg
OO0 oDooo4Qgoooodg

O

O

O
0
O
O
U

O

O O

Oooooogogoao

O

Ooooooooooodg
Oooooooooood

Oooooooggogooao
OooooooogoQgooao
Ooooooooogooao
OO0 oooooggogoao
OoooooogogQgooao
Ooooooooogooao
Oooooooogooao
Oooooooggooao

O Ooooo

O oo ooogogoog
oo oooogogoo

OoOoo0oood

oo

ubooooboobobad
ooooooooboog
oboooooboobobo
oboood

H-NMR INOVA-500 (DMSO dg) 8 3.550(s, 2H), 4.303(d,
1=6.5H7, 2H), 7.027-7.097(m, 3H), 7.197(m, 1H), 7.350(m, 15, 7.389(d, J=8.0Hz, 2H),
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H'-NMR INOVA-500 (DMSO d) 8 3.621(s,

2H), 7.290(t, J=8.5Hz, 2H), 7.351(d, J=7.5Hz, 2H), 7.593(d, 1=7.5Hz, 2H), 7.695(t, J=THz,
2H), 12.386(s, 1H).
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HI-NMR INOVA-500 (DMSO ds) § 3.541(s, 2H), 4.304(d, J=5.5Hz, 2H), 7.027-

7.098(m, 3H), 7.273-7.382(m, 5H), 7.582(d, 1=8.0, 2H), 7.694(m, 2H), 8.641(t, J=5.5Hz, 2H)
MS (m/z) 338.1 (M+H)".
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HL-NMR INOVA-500 (DMSO de) 2.813(s, 3H,).

3.000(s, 3 Hy), 3.784(s, 2H,), 3.841(s, 2Hy), 4.543(s, 2Hy), 4.681(s, 2Hy), 6.931-7.64%(m, 13
Hy+13 Hy). MS (m/z) 334.2 (M+H)".
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ITL.NMR INOVA-500 (DMSO ds) § 3.436 (s, 2), 7.005(s, 1H), 7.289(t, }=8.0Hz,
1H), 7.361(d, J=8.081z, 1H), 7.478(m, 1H), 7.517(s, 1H).
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H-

NMR INOVA-500 (DMSO dg) § 3.619(s, 2H), 7.316(t, J=8.0Hz, 1H), 7.379(dd, ]=8.0,
1.5Hz, 1H), 7.516(dd, J=8.0, 1.5Hz, 1H), 12.555(s, 1H).
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H'-NMR INOVA-500 (DMSO

de) & 3.675(s, 2H), 7.382-7.518(m, 6H), 7.707(d, J=7.5Hz, 2H), 12.498(s, 1H).
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H'-NMR INOVA-500 (DMSO d5)

3.612(s, 2H), 4.318(d, F=6Hz, 2H), 7.064-7.117(m, 3H), 7.345-7.503(m, 7H), 7.695(d,
J=7.5Hz, 2H), 8.660(t, J=6Hz, 1H). MS (m/z) 338.1 (M+H)".
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H'-NMR INOVA-500 (CDCls) 53.645(s, 2H),
4.438(d, J=5.5Hz, 2H), 5.867(s, 1H), 6.925-7.009(m, 3H), 7.268(m, 1H), 7.408-7.493(m,
3H), 7.735(tn, 2H), 7.965-7.982(m, 2H), 8.582(s, 1H). MS (m/z) 321.2 (M+H)".
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2H), 7.345(t, J=6.0Hz, 1H), 7.381(d, J=8.5Hz, 2H), 7.879(t, J=8.0Hz, 1H), 7.951(d,

J=8.0Hz, 1H), 8.034(d, J=8.0Hz, 2H), 8.662(d, J=4.0Hz, 1H), 12.390(s, 1H).
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Ooo0o0ogano
H-NMR INOVA-500

(DMSO de) & 3.563(s, 211), 4.305(d, J=6.0Hz, 2H), 7.032-7.095(m, 31T}, 7.332-7.360(m, 2H),
7.404(d, J=8.0Hz, 211}, 7.874(1, J=7.0Hz, 1H), 7.948(d, }=8.0Hz, 1H), 8.034(d, J=8.0Hz, 2H),
8.659(d, =4 Hz, 2H). MS (m/z) 321.2 (M+H)".
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TLC, Rf 0.2
(1:1DCM:EtOAC). LCMS 321.3 (m+H) 640.8 (2m-Na) 662.9 (2M+Na). 'HNMR (500
MHz, DMSO) 3.54 (s, 2H) 4.29 (d, 6.0Hz, 2H) 7.00-7.08 (m, 3H) 7.34 (g, 8.0 Hz, 1H) 7.40
(d, 10.0Hz, 2H) 7.47 (dd, 6.0Hz, 10.0Hz, 1H) 7.66 (d, 10.0Hz, 2H) 8.05 (dt, 2.5Hz, 10.0Hz,
1H) 8.55 (ad, 2.0Hz, 6.0Hz, 1H) 6.40 (t, 7.0Hz, 1H) 8.78 (d, 2.5Hz, 111),
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TLC, Rf0.2 (1:1DCM:EtOAc). LCMS 321.3 (m+H). 'HINMR (500 MHz, DMSO0) 3.56 (s,
2H) 4.29 (d, 6.0Hz, 2H) 7.04 (m, 3H) 7.34 (q, 6.5Hz, 1H) 7.42 (d, 8.0Hz, 2H) 7.69 (d, 6.0Hz,

2H) 7.75 (d, 8.5Hz, 2H) 8.61(d, 6.0Hz, 2H) 8.64 (t, 5.5Hz, 1H).
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HNMR INOVA-500
(DMSO ds) 8 3.611(s, 2H), 4.314(d, J=6.0Hz, 2H), 7.048-7.106(m, 3H), 7.364(m, 1H),
7.500-7.545(m, 2H), 7.808(dd, J=8.0, 2.0Hz, 1H), 7.997(d, J=8.0Hz, 1H), 8.046(d, J=8.011z,
1H), 8.126(d, J=2.0Hz, 1H), 8.578(s, 1H), 8.699(bs, 1H). MS (m/z) 355.2 (M+H)".
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H-NMR INOVA-500
(CDCls) 8 3.562(s, 2H), 4.429(d, 1=6.5Hz, 2H), 5.868(s, 1H), 6.929-7.015(m, 3H), 7.300-
7.333(m, 2H), 7.668(dd, J=8, 2.5Hz, 1H), 8.280(d, }=2.5Hz, 1H).
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HLNMR INOVA-300 (DMSO ds) 8 1.228(t,
¥=7.5 Hz, 3H), 2.669(q. J=7.5Hz, 2H), 3.590(s, 2H), 4.321(d, J=6Hz, 2H), 7.053-7.113(m,
3H), 7.324-7.375(m, 3H), 7.766(dd, 3=9.0, 2.0Hz, 1H), 7.887(d, J=8.5Hz, 1H), 7.994(d,
1=8.0Hz, 211), 8.548(s, 1H), 8.696(t, J=5.5Hz, 1H). MS (m/z) 349.3 (M+H)".
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OO
H!-NMR INOVA-500 (CDCly) § 7.416-7.495(m, 3H), 7.581-7.661(m, 4H), 7.723(d,
J=8.0Hz, 1H), 9.991(s, 1H).
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H!-NMR INOVA-500 (CDCls) 8 2.266(s, 11T), 4.683(s, 2IT), 7.142-
7.168(m, 2H), 7.339-7.442(m, 4H), 7.519-7.535(m, 2H).
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HLNMR INOVA-500
(DMSO dp) 8 3.672(s, 2H), 7.191-7.254(m, 2H), 7.389-7.560(m, 6H), 12.494(s, LH).
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H-NMR. INOVA-500
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O

(DMSO de) & 3.580(s, 2H), 4.316(d, I=5.5Hz, 2H), 7.037-7.110(m, 3H), 7.210-7.247(m, 2H),
7.343-7.372(m, 2H), 7.457-7.501(m, 3H), 7.544(d, J=8.0Hz, 2H), 8.660(t, ]=6.0Hz, 111). MS

(m/z) 338.1 (M+H)".
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H'-NMR. INOVA-500

(CDCl3) 3 3.562(s, 2H), 4.429(d, J=6.5Hz, 2H), 5.868(s, 1H), 6.929-7.015(m, 3H), 7.300-
7.333(m, 2H), 7.668(dd, J=8, 2.5Hz, 1H), 8.280(d, J=2.5Hz, 1H).
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H'-NMR INOVA-500 (DMSO dg) 5 3.587(s,

2H), 4.306(d, J=5.0Hz, 21, 7.041-7.099(m, 3H), 7.295-7.363(m, 3H), 7.777(d, I=7.5, 1H),
7.913(d, J=8.0Hz, 1H), 8.119(s, 211), 8.546(s, 1H), 8.702(s, 1H). MS (m/z) 339.2 (M+H)'".
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H'NMR INOVA-500

(CDCls)  3.562(s, 2H), 4.429(d, J=6.5Hz, 2H), 5.868(s, 1H), 6.929-7.015(m, 3H), 7.300-

7.333(m, 2H), 7.668(dd, J=8, 2.5Hz, 1H), 8.280(d, ]=2.5Hz, 1H).
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H-NMR INOVA-500 (DMSO ds) 5 3.614(s,
2H), 4.318(d, J=6.0Hz, 2H), 7.053-7.099(m, 3H), 7.273(t, }=9.0Hz, 1H), 7.367(q, J=7.0Hz,
1H), 7.542(q, I=7.0Hz, 1H), 7.812(d, J=8.0Hz, 1H), 7.891(d, J=10.0Hz, 1), 7.942(d,
J=7.5Hz, 1T0), 7.992(d, }=8.0Hz, 1H), 8.583(s, 1H), 8.717(s, 1H). MS 339.2 (M+H)".
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H:-NMR INOVA-500
(CDCls) & 3.562(s, 2H), 4.429(d, J=6.5Hz, 2H), 5.868(s, 1H), 6.929-7.015(m, 3H), 7.300-
7.333(m, 2H), 7.668(dd, J=8, 2.5Hz, 1H), 8.280(d, J=2.5Hz, 1H).
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HLNMR INOVA-500 (DMSO dg) & 1.366(t,

J=7.0Hz, 31, 3.591(s, 2H), 4.110(q, J=7.0Hz, 2H), 4.312(d, J=5.5Hz, 2H)}, 6.985(d,

¥=7.5Hz, 1H), 7.048-7.105(m, 3H), 7.342-7.402(m, 2H), 7.621(m, 2H), 7.770(d, J=7.0Hz,

1H), 7.826(d, J=8.0Hz, 1H), 7.942(d, J=7.5Hz, 1H), 8.550(s, 1H), 8.701(s, 1H). MS (m/z)

365.2 (M+H)".
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H!-NMR INOVA-500
(CDCls) § 3.562(s, 2H), 4.429(d, J=6.5Hz, 2H), 5.868(s, 1H), 6.929-7.015(m, 3H), 7.300-
7.333(m, 2H), 7.668(dd, J=8, 2.5Hz, 1H), 8.280(d, J=2.5Hz, 1H).
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H-NMR INOVA-500 (DMSO de) 5 3.625(s, 2H), 4.318(d, J=5.5Hz, 2H), 7.053-7.111(m,

3H), 7.376(q, J=7.0Hz, 1H), 7.8341(d,J=8.0, 1H), 8.015-8.063(m, 3ID), 8.206(d, J=8.0Hz,

110), 8.613(s, 1H), 8.724(t, J=5.5, 1H). MS (m/z) 365.3 (M+H)".
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H-NMR INOVA-500
(CDCls) § 3.562(s, 2H), 4.429(d, 1=6.5Hz, 211), 5.868(s, 1H), 6.929-7.015(m, 3H), 7.300-
7.333(m, 2H), 7.668(dd, I=8, 2.5Hz, 1H), 8.280(d, J=2.5Hz, 1F).
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H-NMR INOVA-500 (DMSOQ dg) 3

1.339(t, =7.0Hz, 3H), 3.581(s, 2I), 4.112(q, J=7.0Hz, 2H), 4.322(d, J=5.5Hz, 2H), 7.032-
7.135(m, 5H), 7.358-7.387(m, 2H), 7.703(d, J=7.0, 1H), 7.748(d, I=7.0Hz, 11), 7.871(d,
J=7.0Hz, 1H), 8.548(s, 1H), 8.725(s, 1H). MS (m/z) 365.2 (MHH)".
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H!-NMR INOVA-500

(CDCls) & 3.562(s, 2H), 4.429(d, J=6.5Hz, 2H), 5.868(s, 1H), 6.929-7.015(m, 3H), 7.300-
7.333(m, 2H), 7.668(dd, I=8, 2.5Hz, 1H), 8.280(d, J=2.5Hz, 1H).
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H'-NMR INOVA-500 (DMSO ds) § 1.357(t,

J=7.0Hz, 3H), 3.564(s, 2H), 4.090(q, I=7.0Hz, 2H), 4.309(d, ]=6.0Hz, 2H), 7.012-7.103(m,
5H), 7.361(q, J=7.0Hz, 1H), 7.726(d, }=8.0Hz, 1H), 7.842(d, }=8.0Hz, 1H), 8.012(d,
1=8.5Hz, 2H), 8.503(s, 110), 8.686(s, 1FT). MS (m/z) 365.2 (M+H)".
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H'-NMR INOVA-500 (CDCl3) &

3.562(s, 2H), 4.429(d, J=6.5Mz, 2H), 5.868(s, 1H), 6.929-7.015(m, 3H), 7.300-7.333(m, 2H),
7.668(dd, J=8, 2.5Hz, 1H), 8.280(d, J=2.5Hz, 1H).
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H'-NMR INOVA-500 (DMSO ds) 8

1.386 (i, J=7.0Hz, 3H), 3.822(s, 2H), 4.179(q, }=7.0Hz, 211), 4.339(d, ]=6.0Hz, 2H), 7.074~
7.182(m, SH), 7.374(m, 1H), 8.106(d, J=8.0Hz, 1H), 8.263(d, J=8.0Hz, 1H), 8.312(s, 2H),
8.718(s, 1H), 8.981(s, 1H). MS (m/z) 365.2 (M-+H) .
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H'-NMR INOVA-500
(CDCL3) § 3.562(s, 2H), 4.429(d, J=6.5Hz, 2H), 5.868(s, 1H), 6.929-7.015(m, 3H), 7.300-

7.333(m, 2H), 7.668(dd, J=8, 2.5Hz, 1H), 8.280(d, }=2.5Hz, 1H).
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H'-NMR
INOVA-500 (DMSO de) & 3.341(s, 3H), 3.635(s, 2H), 4.315(d, J=7.0Hz, 2H), 7.047-
7.110(m, 31), 7.366(q, 1=9.0Hz, 1H), 7.857(d, J=8.5Hz, 1H), 8.027-8.081(m, 3H), 8.343(d,
J7=10.5Hz, 2H), 8.631(s, 1H), 8.731(s, 1H). MS (m/z) 399.2 (M+H)",
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LCMS 321.3 (m+H). "HNMR. (500 MHz, DMSO) 3.61 (s, 2H) 4.29 (d, 7.5Hz, 2H)
7.04 (m, 3H) 7.34 (q, 9.5Hz, 1H) 7.50 (d, 10.5Hz, 2H) 7.95 (d, 10.511z, 2H) 8.24 (d, 8.0Hz,

2H) 8.70 (s. 1H) 8.87(d, 8.0Hz, 2H).
000 0ooooooooao

OoOooooooooogdg
O oOoooooooao
OO0 oo4gogooooogd
O OoOooogogooooaog
OoooooogooQgoao
OOo0oo0oooogoogoao
OOooooogogdg
OooooooQgoo
Oooo0oooQgdg
O 0OooOooo x »oodg
Oooooogoggoao
OooooooQgdg
Oooo0oooogoao
OOoooooggg
OoooooooQgg
OoOoo0oooQgdg
OOooooogogdg
Ooooooogoogdg
OooooooQgg
OO0 oooogoogdg
OOooooogogdg
O Ooo0ooooo
O Ooo0ooooao
O O0Oo0ooooaog
O Ooo0ooooaog
O Ooo0ooooao
O 0O0o0ooooog
O Ooooooaog
O Ooo0ooooao
O OoOo0oo0oooao
O Ooooooaog
O Ooooooo
O OoOo0ooooao
O 0O0o0ooooaog
O Ooooooaog
O X OoOoooog
O Ooo0oo0oo0ooao
O Ooo0ooooaog
O Ooo0ooooao
O Ooo0ooooao

0
LCMS 337.2 (M+H), 672.9 (2M+H), 694.8 (2M+Na). "HNMR (400 MHz, DMSO)

3.54 (s, 2H), 4.28 (d, 6.01z, 2H), 7.00-7.08 (m, 3H), 7.34 (g, 8.0Hz, 1H), 7.40 (d, 8.4Hz,
2H), 7.72 (4, 8.4Hz, 2H), 7.75 (d, 7.2Hz, 2H), 8.24 (d, 8.4Hz, 211), 8.63 (t, 5.6Hz, 1H).
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IHNMR (500 MHz, CDCLs) & (ppm) 3.58 (s, 2H), 4.45 (d, 6.0Hz,

2H), 5.70(bs, 1H) 6.93 (m, 3H), 7.16 (d, 8.1Hz, 2H), 7.26 (m, 1H) 7.48 (d, 8.1Hz, 2H).
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LCMS 242.1 (m+H). "HNMR (400 MHz, CDCls ) 2.58 (s, 3H)

7.26 (4, 8.4Hz, 1H) 7.52 (dd, 2.8Hz, 8.411z, 1H) 8.47 (d, 2.8Hz, 1H).
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LCMS 170.2(m+H). "HNMR (400 MHz, CDCls) 3.60 (s, 3H) 7.22 (d, 8.0Hz, 1H) 7.38 (,

7.2Hz, 1H) 7.46 (t, 7.21z, 21]) 7.56 (d, 8.0Hz, 2H) 7.77(dd, 2.4Hz, 8.0Hz, 1H) 8.73 (d,

2.4Hz, 1H).
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Ooo00oao
'"HNMR (500 MHz, CDCl; ) 1.30 (m, 3H) 2.61 (s, 2H) 4.20 (m, 3H) 7.22 (d, 8.0Hz, 1H)
7.38 (t, 7.5Hz, 1H) 7.48 (t, 7.5Hz, 2H) 7.58(m, 2I) 7.78 (dd, 2.5Hz, 8.0Hz, 1H) 8.73 (d,
2.5Hz, 1H).
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O

LCMS 214.1 (m+H) 236.0(m*+Na). "HINMR (400 MHz,

CD10D) 3.64 (s, 2H) 7.24-7.28 (m, 4H) 7.25 (t, 8.4Hz, 2H) 7.52 (d, §.4Hz, 2H) 7.87 (dd,
2.0Hz, 8.0Hz, 1H) 8.53 (d, 2.0Hz, 1H).
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TLC, Rf 0.2 (1:1DCM:EtQAc).

LCMS 321.2 (m+H), 343.1 (m-+Na), 662.9 (2m+Na). "HNMR (400 MHz, CDCl;) 3.82 (s,
2H), 4.46 (d, 8.8Hz, 2H), 6.91(t, 9.2Hz, 2H) 6.99 (d, 7.6z, 1), 7.25 (1, §.4Fz, 2H), 7.34 (d,
8.0Hz, 2H) 7.40 (tt, 1.2Hz, 7.2Hz, 21T) 7.55 (d, 7.611z, 211) 7.80 (b, 1) 7.86 (dd, 2.0Hz,
7.6Hz, 1H) 8.73 (d, 2.0Hz, 1H).
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I'-NMR INOVA-400 (DMSO ds) & 1.357(t, J=7.0Hz, 3H),
3.564(s, 2H), 4.090(q, J=6.8Hz, 2IT), 4.309(d, J=5.60Hz, 2H), 7.012-7.103(m, 5H), 7.243(d,
J=8.0Hz, 111, 7.729(m, 1H), 7.529(d, J=8.0Hz, 1H), 7.800(d, }=-8.5z, 2H), 8.225(s, 1H),

8.663(t, 1=5.6 Hz, 1H). MS (m/z) 380 (M-+1D) ™.
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'H NMR (300 MHz,CDCl3) 6 8.70 (d, 1H, /=2.0 Hz), 7.81 (dd, 1H, J=2.4 Hz,
J=8.0Hz), 7.65 (br s, 1H), 7.49 (d, 2H, J=8.8 Hz), 7.37-7.20 (m, 6H), 7.01 (d, 211, /=8.8
Hz), 4.49 (d, 2H, J=5.8 Hz), 4.16 (1, 2H, J=5.7 Hz, 3.82 (s, 2H), 3.78-3.72 (m, 41D, 2.84 (1,
2H, J=5.7 1z), 2.62-2.58 (m, 4H); HPLC ( A% B)98.0% (AUC), tg = 1.834 4 ; APCI
MS m/z 432 [M+H]". '
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Ooo00oao
'H NMR (300 Milz,CDCl;) §

8.71 (brs, 1H), 7.86-7.84 (m, 1H), 7.78 (br s, 1 H), 7.37 (t, 2H, J=7.5Hz), 7.28-7.21 (m,
31, 7.02 (ad, 1H, J=0.6Hz, J=7.7Hz), 6.98-6.90 (m, 2H), 4.49 (d, 2H, J=5.9Hz), 3.84 (s,
2H), 372-3.75 (m, 4H), 3.52 (s, 2H), 2.47-2.50 (m, 41); HPLC (5 A) 98.7% (AUC), e
=3.866% ; APCIMS m/z 438 [M+H]"
gojodooododl—o0o0o0—0—00o0b0O0oo0b00obOb0oo0obOooboUooooao

gbooood
gboooao

N/\/O\C[F
O\) Br

O

Ooooooogodg
O Oo0oooogdg
Oo0oooooogdg
Ooooooogdg
OO0 ooooogd
O Oo0ooooogdg
O o0oooooogdg
OOooooood
O 0O0oooogd
Oo0ooooogdg
Ooooooogodg
OO0 ooooogdg
O oooooogdg
Ooooooogodg
O 0o oooogdg
O Oo0oooogd
Oo0ooooogdg
Ooooooogodg
O Ooooooogdg
Ooooooogdg
Oooooooogodg
O 0o oooogdg
O Oo0ooooogd
OO0 ooooogdg
Ooooooood
O Oo0oooogdg
Oo0oooooogdg
Ooooooogdg
OO0 ooooogd
O Oo0ooooogdg
O o0oooooogdg
OOooooood
O Oo0oooogd
Oo0ooooogdg
Ooooooogodg

oo oooooooooogdg
O 0ooo
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

oo oooooooooogdg
OO0 ooooooooooogodg
OO0 0o ooogog4gooooaog
OO0 Ooooocogooooogdg

@
X
2

=]

O
O
O
OJ
O
O

|
[ |
[ B |
DDDDDDDDD|
]
|
O
I B |

O
|

OOoooooggdg
OO o oOoooog
Ooooooogoggoo
OoooooogQgse
OO0 ooooogogog
oo oooooogoQgog
oo oooooogooQgo-g
OO0 oooooggog
OO0 ooooogoQgog
oo oooooogoQgo-g
OO0 oDooooggog
OO0 ooooogogog
oo ooooogoQgog
Ooooooooogoogo-g
OO0 ooooogogog

O
OoooooooQgooao

Oo0oooooggooao
OoooooogoQgHse

Ooooooooogooao
OO0 ooDoooggogooao
Ooooooogoggooao
OoooooooQgooao
OO0 ooDoogogoogoao
Ooooooogoggooao
OooooooogogQgooao
Ooooooooogooao
OoDooDoog<= gooo
Oooooooogogooao
OooooooooQgooo
OO0 ooDooogogogoao

Ooooooogogse

O

OO0 ooooooooooggog
O

oo ooooooooooggog
OoooooooooooogogQgoQg
OO0 o0ooDoogoguoooooggog
oo oooooQgooooo
Ooooooooogoooao

]

OO0 ooooogoQgog

oo oooooogoQgoQg

10

20

30

40



oo oooooogogooo
oo oooooooooogdg
OO0 oDooogogooooogdg
Oooooooooooogdg
OooooooooooOgodg
OO0 oDooogogogoooogdg
Ooooooooooogdg
OoooooooooooQgdg
Oooooooooooodg
OoDoDooogogogoooogdg
Oooooooooooogdg
Oooooooooooodg
OO0 oDooogogoooogdg
Oooooooooooogdg
OoooooooooooQgodg
OO0 oDooogoo0oooooogdg

oo
uo
od
oo
ao
od
od
go
g
od
oo
uo
od
oo
od

Oo0oooooooooogogood
Oooooooooooogoood

I

OO0 oooooogogogoo

O

O

(131)

OoooooooooooQgdg
Oooooooooooodg
OO0 oDooogoggogoooogdg
Oooooooooooogdg
OoooooooooooQgodg
OO0 oDooogooooooogdg
Ooooooogooooogdg
Oooooooooooogodg
Oooooooooooodg
OoDoDooogoogoooogdg

O Ooo

Ooooooogoggoao

OoooooooooooOgodg
OO0 oDooogog4ogoooogdg
Oooooooooooogdg
OoooooooooooQgdg
Oooooooooooodg
OoDooooogoooogdg

"HNMR (500

MHz,CDCLs) 6 8.67 (br s, 1H), 7.77-7.85 (m, 2H), 7.21-7.37 (m, 3H), 7.02 (d, 1H, J=7.7Hz),
6.90-6.97 (m, 2H), 6.82 (dd, 111, J=2.5Hz, J=8.6Hz), 6.76 (dd, 1H, J=2.4Hz, J=12.4Hz),

4,49 (d, 2H, J=5 9Hz), 4.15 (t, 2H, J=5.THz), 3.83 (s, 2H0), 3.71-3.78 (m, 4H), 2.83 (1, 2H,
A) >99% (AUC), t = 4.026 %

J=5.7Hz), 2.56-2.63 (m, 4H); FIPLC (%
m/z 468 [M+H]™.
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'H NMR (300
MHz,CDCL) & 8.66 {br s, 1H), 7.78-7.94 (m, 2H), 7.20-7.40 (m, 3H), 6.88-7.06 (m, 3H),
6.70-6.85 (m, 2H), 4.47 (d, 2H, J=5.9Hz), 4.14 (1, 2H, J=5.7Hz), 3.83 (s, 2H), , 2.85 (t, 2H,
J=5.THz), 2.41-2.77 (m, SH), 2.34 (s, 31); HPLC (5% A)>99% (AUC), r=3.778%
APCI MS m/z 481 [M+HT".
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= 3
HT-29 c-Src 3T3
#HE., 20— L% W OV hO—IL%
T8 n=3 T n=3
HOLH# CMPD | 5uM |500nM| 50 nM Glsg 10 uM 1.0uM | 100 nM
Kx2328 | Az T | 100 | 73.0 | 99nM (c-Src 3T3), 794 nM (HT29) T T 13.0
53 M (c-Src 3T3), 484 nM (HT29)
Kx1-136 | 1 T T | 831 ;gg%%ﬂ;g)) T T 4623
330 nM (A549)
349 nM (c-Src 3T3), 877 oM (HTZ29),
Kx1-305 | 2 T T | 1077 P ((m‘;g)) T T 35.0
1.03 uM (AB49)
KX1307 | 4 | 39.4 | 938 | 859 42 453 85.7
KX1308 | 5 | 323 | 761 | 879 87.1 77.7 945
Kxi312 | © | 337 | 676 | 937 12.1 94.5 96.5
KX1308 | 3 T T | 1244 T T 47.0
KX1313 | 10 T T | 802 T T 91.6
Kx1319 | 16 T T | 1012 T T 88.2
KX1309 | 6 T T | 295 T T T
Kx1310 | 7 T T | 933 T T 101.8
KX1-311 | 8 T T | 604 T T 813
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oooao
KX1-327 | 24 T T 31.6 | >200 nM {c-Src 3T3), 680 nM (HT29) T T 81.3
KX1-316 13 T 45.1 77.8 >200 nM (c-Src 3T3) T T 88.2
KX1-315 12 T 50.3 66.0 T 38.1 89.3
KX1-314 11 14.4 83.7 | 53.21 39.3 88.4 93.6
KX1-317 14 T 64.0 835 T 85.6 94.2
KX1-318 16 T 93.2 164.7 T 71.0 Q1.4
KX1-320 17 862 | 1320 | 1112 73.1 86.5 90.4
KX1-321 18 237 | 1181 | 127.2 55.8 96.2 95.5
KX1-322 19 T 8§7.2 | 1141 3,730 nM (Src 3T3) T T 94.6
KX1-323 20 B80.8 | 106.2 | 1056 93.2 97.3 95.6
KX1-324 21 NG 95,7 91.0 T 90.0 96.0
KX1-325 22 T T 85.0 207 oM (¢-Src 3T3), 2156 nM (HT29) T 542 97.6
KX1-326 23 437 73.2 65.4 55.7 87.3 92.2
KX1-329, 25 T T 101 269 nM (c-Src 3T3), 338 nM (HT29) T T 95.0
KX1-357 26 NT NT NT 8.0 95.4 101.3
KX1-358 27 NT NT NT 82.7 91.4 92.2
KX2-359 28 T T T 34 nM (c-Src 3T3), 45 nM (HT29) T T T
KX2-360 54 T T 91 T T 106.0
KX2-361 75 T T T 11 nM (c-Sre 3T3), 10 nM (HT29) T T T
KX2-362 78 T T 86 56 nM (c-Src 3T3), 56 nM (HT29) T T 101
KX2-363 74 T &7 92 100 70 92
KX2-364 82 T 80 105 T 81 92
KX2-365 40 T T 33 133 nM (c-Src 3T3}, 93 nM (HT29) T T 88
KX2-366 75 T 54 39 T 83 103
KX2-367 41 T G 64 T T 102
KX2-368,
b3 hic 29 T 70 107 27 101 89
5%
KX2-369 558 T 72 87 T 101 100
KX2-370 77 81 93 112 106 105 104
KX2-371 81 16 33 98 16 72 75
KX2-372 80 T T T 58 nM (c-Src 3T3); B7naM (HT-29) T T T
KX2-373 72 T T 64 96 nM {c-Src 3T3); 639 nM (HT-29) T T a7
KX2-374 115 T 57 74 T 84 110
KX2-375 35 T T 99 206 nM (c-Src 3T3); 354 nM (HT-29) T T T
KX2-376 74 T 03 o8 =1,600 nM {c—Srczg')m); =400 nM (HT- T T T
KX2-377 38 T T T 118 nM (c-Src 3T3); 111 nM (HT-29) T T T
KX2-378 31 T 61 88 48 107 122
KX2-379 70 T 88 89 T 104 106
KX2-380 30 T 50 100 T 119 124
KX2-381 33 T T 58 914 nM (c-Src 3T3); 375 nM (HT-29) T T 116
KX2-382 68 50 97 80 103 114 117
KX2-383 116 327 nM (c-Sre 3T3); 248 nM (HT-29)
KX2-384 64 1,430 nM (c-Src 3T3); &M (HT-29)
KX2-385 83 232 nM (c-Src 3T3)
KX2-386 37 897 nM {c-Src 3T3); FFE# (HT-29)
KX2-387 38 AEM {c-Sre 3T3); 1,880 nM (HT-29)
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KX2-388 66 >1,600 nM {c-Src 3T3); 906 nM (HT-29)
KX2-389 60 FEME  (o-SrcaTa); REM (HT-29)
KX1-329 . .

N | 138 &M (c-Sro 3T3) FEME (HT-29)
KX2-380 | 114 797 nM (c-Src 3T3); 868 nM (HT-26)
KX2-391 | 133 13 nM (c-Src 3T3); 23 nM (HT-28)
KX2-392 | 134 13 nM (c-Src 3T3); 21 nM (HT-28)
KX2-393 | 136 24 nM (c-Src 3T3); 52 nM (HT-29)
KX2-394 | 137 13 nM (c-Src 3T3); 26 nM (HT-29)

NG =187/ L., #IE5EMEE | T=Hi~OMEELEE. BORK ; NT=HBZL
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