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F1. EYICERSh-HEMEZAVTERFA1ICEROLEBYEEL-EED

K i BHET—4

NH, HCI MS (ESI): m/z 184 [M+H]. 'H NMR (300 MHz, DMSO-ds) 6
8.58 (brs, 3H), 7.58 (d, ./ = 8.4 Hz, 1H), 7.42 (dd, /= 8.4, 2.1
Hz, 1H), 7.32 (d, J= 1.8 Hz, 1H), 4.83 (d, /= 15.6 Hz, 1H),
4.69 (d,.J=15.9 Hz, 1H), 436 (s, 1H), 4.18 (dd, /=126, 1.8
Hz, 1H), 3.88 (dd, J = 12.6, 2.4 Hz, 1H).

¥
%O
9]

NH, HCI MS (ESI): m/z 168 [M+H]. "H NMR (300 MHz, DMSO-ds) 6
8.61 (brs, 3H), 7.65-7.61 (m, 1H), 7.23-7.12 (m, 1H), 7.01
(dd, J=9.6,2.7 Hz, 1H), 4.83 (d, J= 15.9 Hz, 1H), 4.69 (d, J
=15.6 Hz, 1H), 4.35 (s, 1H), 4.20 (dd, /= 12.6, 1.8 Hz, 1H),
3.88 (dd, /= 12.6, 2.7 Hz, 1H).

w
éo
Tn

NH, HCI MS (ESI): m/z 164 [M+H]. 'TH NMR (300 MHz, DMSO-ds) &

8.50 (brs, 1H), 7.42 (d,J= 7.8 Hz, 1H), 7.14 (d, /= 7.8 Hz,
1H), 6.98 (s, 1H), 4.78 (d, J= 15.3 Hz, 1H), 4.67 (d, J= 153
Hz, 1H), 4.28 (s, 1H), 4.17 (dd, J = 12.3, 1.8 Hz, 1H), 3.87
(dd, J=12.3, 2.7 Hz, 1H), 2.30 (5, 3H).

3

NH, HCI | MS (ESI): mz 184 [M+H]. "HNMR (300 MHz, DMSO-d;) 0
8.76 (s, 3H), 7.60 (d, J= 7.5 Hz, 1H), 7.51 (d, /= 7.2 Hz,
1H), 7.40 (t,.J = 7.8 Hz, 1H), 4.82 (d, J= 15.9 Hz, 1H), 4.63
(d,J=15.9 Hz, 1H), 4.39 (s, 1H), 4.24 (d, J = 12.3 Hz, 1H),
3.89 (dd, /= 12.6, 2.4 Hz, 1H).

th
o
98

NH, HCI MS (ESI): m/z 167 [M+H]. 'THNMR (300 MHz, DMSO-d;) 6
8.57 (brs, 2H), 7.43 (d, /= 9.6 Hz, 1H), 7.24 (d, /= 12.0 Hz,

2H), 4.82 (d,.J= 15.3 Hz, 1H), 4.68 (d, /= 15.3 Hz, 1H),

4.37 (s, 1H), 4.14 (d, J= 12.6 Hz, 1H) 3.90 (dd, J = 12.6 Hz,

(=2}
O g
m

3.0 Hz, 1H).
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F2. EEH1OICREDLEBEYHEL-LEY

=il HiE BiET—4
MS (ESI): m/z 206 [M+H]. "H NMR (300 MHz,
1 NH; HCI DMSO-d;) 6 8.53 (br s, 3H), 7.60 (s, 1H), 7.41 (dd, J =

8.1, 1.8 Hz, 1H), 7.09 (d,J = 8.1 Hz, 1H), 4.79 (d, J =
15.0 Hz, 1H), 4.66 (d,.J= 15.3 Hz, 1H), 431 (s, 1H),
415(d,J=12.3 Hz, 1H), 3.89 (dd, /= 12.6, 2.7 Hz,
1H), 1.29 (s, 9H).
NH, HCI MS (ESI): 2z 150 [M+H]. "THNMR (300 MHz,
12 CD;0D) & 7.48-7.34 (m, 3H), 7.20 (d, J= 7.5 Hz, 1H),
{D 4.95(d,J=15.3 Hz, 1H), 4.81 (d,.J= 15.6 Hz, 1H),
0 438 (s, 1H), 426 (dd, J=12.9, 1.5 Hz, 1H), 3.99 (dd, J
=105, 2.1 Hz, 1H).
‘ MS (ESI): m/z 200 [M+H]. "HNMR (300 MHz,

@)

HCI NH
13 “

DMSO-d;) 6 8.46 (br s, 3H), 8.17 (d, /= 8.4 Hz, 1H),
O 7.99 (d, J = 8.4 Hz, 2H), 7.65-7.60 (m, 2H), 7.31 (d, J =

8.4 Hz, 1H), 5.05-4.88 (m, 3H), 4.38 (d, /= 12.3 Hz,
1H), 3.96 (dd, /= 12.6, 1.8 Hz, 1H).

MS (ESI): m’z 180 [M+H]. "HNMR (300 MHz,

o NH2 HCI CDs0D) 6 7.36 (d, J = 8.4 Hz, 1H), 6.91 (dd, J = 8.4,
é@ 2.7 Hz, 1H), 6.75 (d, J=2.1 Hz, 1H), 4.90 (d, ./ = 15.6
o} 0/

o)

Hz, 1H), 4.75 (d, J=15.6 Hz, 1H), 4.30 (s, 1 H), 4.22
(dd, J=12.6, 1.2 Hz, 1H), 3.94 (dd, /= 12.6, 2.1 Hz,
1H), 3.82 (s, 3H).
MS (ESI): m/z 201 [M+H]. "HNMR (300 MHz,
CD;0D) 6 9.43 (d, J=8.7 Hz, 1H), 9.29 (d, /= 5.1 Hz,
1H), 8.32 (d, /= 9.0 Hz, 1H), 8.22 (dd, /=8.7, 5.1 Hz,
1H), 7.99 (d, J= 9.0 Hz, 1H), 5.25 (d,J=17.7 Hz,
2H), 5.11 (t, /= 17.7 Hz, 1H), 4.50 (d, J = 12.9 Hz,
1H), 4.12 (d, J = 14.7 Hz, 1H).

_‘( MS (ESI): m’z 221 [M+H]. "H NMR (300 MHz,
HCI NH, N=

S

15

16 DMSO-d;) 6 8.04 (d, /= 8.4 Hz, 1H), 7.22 (d, /= 8.4
Hz, 1H), 4.95 (d, J=15.6 Hz, 1H), 4.79 (d, /= 16.2
o Hz, 2H), 4.23 (d, /= 12.3 Hz, 1H), 4.00 (dd, J = 12.6,

2.4 Hz, 1H), 2.85 (s, 3H).
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22

HCl NH, F

o8

MS (ESI): m'z 168 [M+H]. "H NMR (300 MHz, CD-0D) ¢
7.52-7.44 (m, 1H), 7.14 (t, J= 9.0 Hz, 1H), 7.06 (d, /= 7.8
Hz, 1H), 4.97 (d, J = 15.9 Hz, 1H), 4.80 (d, J = 15.9 Hz, 1H),
4.58 (s, 1H), 4.28 (d, /= 12.9 Hz, 1H), 3.95 (dd, J=13.2, 2.4
Hz, 1H).

23

HCl NH,

g

MS (ESI): m’z 168 [M+H]. 'H NMR (300 MHz, CD;0D) 6
7.46-7.39 (m, 1H), 7.30 (d, /= 7.8 Hz, 1H), 7.20 (t, /= 9.3
Hz, 1H), 5.05 (d,.J=15.9 Hz, 1H), 4.77 (d, /= 15.9 Hz, 1H),
4.41 (s, 1H), 4.24 (d, J=12.0 Hz, 1H), 3.97 (dd, /= 12.9, 2.1
Hz, 1H).

24

HCl NH,

g

o
=
o

MS (ESI): m/z 180 [M+H]. '"H NMR (300 MHz, CD;0D) ¢
7.37 (t,J=6.0Hz, 1H), 7.05(d, /=63 Hz, 1H), 497 (d, /=
12.3 Hz, 1H), 4.65 (d, /= 12.0 Hz ,1H), 434 (s, 1 H), 4.21
(dd, J=9.6, 0.9 Hz, 1H), 3.93 (dd, /= 9.6, 1.5 Hz, 1H), 3.88
(s, 3H).

25

HCl NH, OMe

o

MS (ESI): m’z 180 [M+H]. '"H NMR (300 MHz, CD;0D) 6
738 (t,.J/= 7.8 Hz, 1H), 6.96 (d, /= 7.5 Hz, 1H), 6.77 (d, J =
7.8 Hz, 1H), 4.89 (d, /= 15.0 Hz,1H), 4.72 (d, J = 15.3 Hz
,1H), 4.44 (d,J=1.2 Hz,1 H), 4.25 (d, /= 12.9 Hz, 1H),
3.93 (s, 3H), 3.90 (dd, J = 13.5, 3.0 Hz, 1H).

26

HCI NH;,

g

MS (ESI): m’z 164 [M+H]. '"H NMR (300 MHz, DMSO-d6)
0 8.69 (brs, 3H),7.32 (s, 1H) , 7.21 (d, J = 7.8 Hz, 1H), 7.07
(d,J=7.8 Hz, 1H), 4.80 (d,.J=15.3 Hz, 1H), 4.67 (d, J =
15.3 Hz, 1H), 4.29 (s, 1H), 4.13 (dd, /= 12.6, 1.8 Hz, 1H),
3.88 (dd, J = 12.6, 2.7 Hz, 1H), 2.30 (s, 3H).

27

HCI NH,

3

MS (ESI): m’z 164 [M+H]. 'TH NMR (300 MHz, CD;0D) ¢
7.29-7.25 (m, 3H), 4.94 (d, /= 17.7 Hz, 1H), 471 (d, J =
15.9 Hz, 1H), 4.35 (s, 1H), 4.23 (d, J = 12.6 Hz, 1H),
3.95(dd, J=12.6, 1.8 Hz, 1H), 2.21 (s, 3H).

28

HCI NH, ClI

oS

MS (ESI): m’z 184 [M+H]. "H NMR (300 MHz, DMSO-d6)
3 8.49 (s, 3H), 7.48-7.42 (m, 2H), 7.20 (d, J = 6.3 Hz, 1H),
4.89(d,.J=15.9 Hz, 1H), 4.71 (d, /= 15.6 Hz, 1H), 4.48 (s,
1H), 4.28 (d,.J= 12.6 Hz, 1H), 3.76 (d, J = 12.6 Hz, 1H).

29

HCl NH,

LS

MS (ESI): M/Z 178 [M+H]. 'TH NMR (300 MHz, CDCl3) 6
8.78 (brs, 3 H), 7.61 (d, /= 7.5 Hz, 1H), 7.35 (t, /= 7.5 Hz,
1H), 7.26 - 7.21 (m, 1H), 7.15 (d, J=7.8 Hz, 1H), 4.36 (s,
1H), 4.29 (d, /= 12 Hz, 1H), 4.04 (d, J= 12 Hz, 1H), 1.78 (s,
3H), 1.50 (s, 3H).

30

Z
I
]

HC

o

MS (ESI): m’z 164 [M+H]. "H NMR (300 MHz, DMSO-ds)

8 8.59 (brs, 3H), 7.36 - 7.23 (m, 4H), 4.41 (s, 1H), 4.12 - 4.00
(m, 2H), 3.74 (d, J = 12.6 Hz, 1H), 3.60 — 3.49 (m, 2H), 2.89
-2.80 (m, 1H).

32

HC

o
=z
N

MS (ESI): mz 214 [M+H]. 'H NMR (300 MHz, CD;0D) 6
8.23 (d,J=8.7 Hz, 1H), 7.94 (t, J = 8.4 Hz, 2H), 7.66 (t, /=
7.2 Hz, 1H), 7.56 (t,./= 7.5 Hz, 1H), 7.41 (d, /= 8.4 Hz,
1H), 5.52 (d, J= 4.2 Hz, 1H), 4.46 - 4.31 (m, 2H), 3.90 (d, J
= 14.4 Hz, 1H), 3.84 - 3.70 (m, 2H), 3.10 — 3.04 (m, 1H).
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34

Q
e
I

L]

<

H

MS (ESI+): m/z 178 [M+H]. 'H NMR (300 MHz, CD;0D) o
7.18 — 7.13 (m, 3H), 4.88 - 4.71 (m, 3H), 4.20 - 4.15 (m, 1H),
4.07 - 4.00 (m, 1H), 2.40 (s, 3H), 2.24 - 2.16 (m, 2H).

35

T
e} (@)
z
T
QN

MS (ESI+): m/z 214 [M+H]. 'H NMR (300 MHz, CD;0D) o
8.26 (d,.J=8.7 Hz, 1H), 7.95 (t, J = 6.6 Hz, 2H), 7.70 (t, /=
7.2 Hz, 1H), 7.59 (t, /= 7.8 Hz, 1H), 7.35 (d, /= 8.7 Hz,

1H), 5.73 - 5.70 (m, 1H), 5.21 (d, J=16.5 Hz, 1H), 5.05 (d, J
=16.2 Hz, 1H), 4.27 - 4.07 (m, 2H), 2.63 - 2.57 (m, 2H).

36

o
pa
=

LS

H

MS (ESI+): m/z 178 [M+H]. 'H NMR (300 MHz, CD;0D) 6
7.21 (s, 2H), 7.12 (s, 1H), 4.85 - 4.72 (m, 3H), 4.20 - 4.12 (m,
1H), 4.07 - 3.99 (m, 1H), 2.35 (s, 3H), 2.32 - 2.20 (m, 2H).

37

Il ©
N
z

HCI

3

MS (ESI+): m/z 178 [M+H]. "H NMR (300 MHz, CD;0D) 4
7.22-7.13 (m, 3H), 5.12 (d, J = 15 Hz, 1H), 4.67 - 4.62 (m,
2H), 4.16 - 4.07 (m, 1H), 3.99 - 3.90 (m, 1H), 2.30 - 2.25 (m,
SH).

38

o
=
I
>

g

H

MS (ESI+): m/z 198 [M+H]. "TH NMR (300 MHz, DMSO-
ds): 0 8.85 (brs, 3H), 7.48 - 7.43 (m, 2H), 7.34 - 7.30 (m, 1H),
4.78 - 4.65 (m, 3H), 4.11 - 4.06 (m, 1H), 3.97 - 3.89 (m, 1H),
2.13 - 1.91 (m, 2H).

39

=z
L
S

HCI

MS (ESI+): m/z 178 [M+H]. "H NMR (300 MHz, CDCl5) &
8.79 (brs, 3H), 7.28 - 7.13 (m, 2H), 6.95 - 7.00 (m, 1H), 5.12
-5.00 (m, 2H), 4.70 (d,.J=15.3 Hz, 1H), 4.31 -4.21 (m,
1H), 4.01 - 3.95 (m, 1H), 2.70 - 2.51 (m, 4H), 2.31 - 2.20 (m,
1H).

40

I
5]

N
HCI

by

MS (ESI+): m/z 198 [M+H]. "H NMR (300 MHz, DMSO-
ds) 6 8.84 (brs, 3H), 7.46 (d, J= 6.0 Hz, 1H), 7.40 (d, J= 5.7
Hz, 1H), 7.33 (d,J= 5.7 Hz, 1H), 5.17 (d, /= 11.1 Hz, 1H),
4.85(d,J=5.7Hz, 1H),4.74 (d, J=11.1 Hz, 1H), 4.11 -
4.06 (m, 1H), 3.99 - 3.93 (m, 1H), 2.25 - 2.15 (m, 1H) 2.10 -
2.00 (m, 1H).

41

Hcl NH:Cl

o

MS (ESI+): m/z 198 [M+H]. 'H NMR (300 MHz, CD;0D) d
7.47(d,J=8.1 Hz, 1H), 7.36 (t,J=7.5 Hz, 1H), 7.22 (d, /=
7.8 Hz, 1H), 5.26 (d, /= 5.4 Hz, 1H), 5.01 (d, /= 16.2 Hz,
1H), 4.87 (d, /= 16.2 Hz, 1H), 4.15 - 3.98 (m, 2H), 2.52 -
2.37 (m, 2H).
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Ei bl BiE BHET—2
MS (ESI): m/z 220 [M+H]. "H NMR (300 MHz, DMSO-
/L HCI ds) 6 8.52 (s, 1H), 8.34 (s, 1H), 7.23(d, J= 9.0 Hz, 1H),
55 NH 6.93 (d.J=9.0 Hz, 1H), 4.90 (d.J=15.0 Hz, 1H), 4.73

(d,J=15.0Hz, 1H),4.61(d,J=9.0 Hz, 1H),4.43 (d,J =
& 12.0 Hz, 1H),3.71 (d,J=15.0 Hz, 1H), 3.64-3.62 (m,
1H), 2.26 (d,J = 6.0 Hz, 6H), 1.38-1.09 (m, 6H).

MS (ESI): m/z 222 [M+H]. 'HNMR (300 MHz, DMSO-
HO .~y ds) 5 8.80 (d, J=24.9 Hz, 2H), 7.23 (d,J = 7.5 Hz, 1H),

36 - 6.92(d,J=7.2Hz, 1H),5.32 (s, 1H),4.88 (d,J=15.6
Hz, 1H),4.70 (d,J=15.3 Hz, 1H), 4.62-4.61 (m, 2H),
o] 4.50 (d,J=12.6 Hz, 1H), 3.77-3.70 (m, 3H), 3.13-3.07
(m, 2H), 2.26 (d, J=4.8 Hz, 6H).
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MS (ESI): m’z 206 [M+H]. "H NMR (300 MHz, DMSO-
ds) 6 8.81 (s, 1H), 8.50 (s, 1H), 7.23 (d, /= 9.0 Hz, 1H),
6.93 (d,J=9.0 Hz, 1H), 4.88 (d, /= 15.0 Hz, 1H), 4.71
(d, J=15.0 Hz, 1H), 4.51-4.43 (m, 2H), 3.74 (d, /= 12.0
Hz ,1H), 3.12-3.09 (m, 1H), 2.25 (d, J = 6.0 Hz, 6H), 1.26
(t,J = 9.0 Hz, 3H).

59

=5
Q
Pd
z
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d

MS (ESI): m/z 192 [M+H]. "H NMR (300 MHz, CD;0D)
§7.26 -7.16 (m, 3H), 5.01 (d, /= 15.6 Hz, 1H), 4.83 (d, J
=15.3 Hz, 1H), 4.50 - 4.47 (m, 1H), 4.15 - 4.09 (m, 1H),
4.03 -3.96 (m, 1H), 2.73 (s, 3H), 2.47 - 2.39 (m, SH).

258
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Q

5§

MS (ESI): m/z 192 [M+H]. "H NMR (300 MHz, DMSO-
ds) 3 9.08 (s, 1H), 8.55 (s, 1H), 7.51 (d, /= 7.8 Hz, 1H),
7.45-7.42 (m, 1H), 7.33 (t, J=7.2 Hz, 1H), 722 (d, J =
7.8 Hz, 1H), 4.97 (d, /= 15.9 Hz, 1H), 4.80 (d, /= 15.9
Hz, 1H), 4.32 (s, 1H), 3.75-3.70 (m, 1H), 2.42 (s, 3H),
1.80-1.70 (m, 2H), 1.02 (t, /= 7.2 Hz, 3H).
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MS (ESI): m/z 192 [M+H]. "H NMR (300 MHz, DMSO-
ds) 8 9.58 (s, 1H), 9.00 (s, 1H), 7.51 (d, J= 7.5 Hz, 1H),
7.43-7.40 (m, 1H), 7.35-7.30 (m, 1H), 7.21 (d, /= 7.5 Hz,
1H), 4.80 (d, /= 16.2 Hz, 1H), 4.69 (d,J = 16.5 Hz, 1H),
4.29-427 (m, 1H), 4.18 (s, 1H), 2.51 (s, 3H), 1.52-1.38
(m, 2H), 0.95 (t,.J = 7.5 Hz, 3H).

262

MS (ESI): m'z 192 [M+H]. TH NMR (300 MHz, CD;0D)
§7.48-7.43 (m, 2H), 7.39-7.34 (m, 1H), 7.21 (d, J =
7.5Hz, 1H), 4.97 (d, J= 15.6Hz, 1H), 4.81(d,.J=15.6
Hz, 1H), 4.43 (dd, J= 132, 1.2Hz, 1H), 4.29 (s, 1H), 3.92
(dd, J=13.2, 1.8Hz, 1H), 3.11-3.06 (m, 2H), 1.81-1.68
(m, 2H), 1.02 (t,J = 7.4 Hz, 3H).

263

NH HCI

\\

3

MS (ESI): m/z 188 [M+H]. "H NMR (300 MHz, CD;0D)
8 7.47(t,J = 7.5 Hz, 2H), 7.37 (t,J = 7.8 Hz, 1H), 7.22
(d,J=17.5Hz, 1H), 498 (d, /= 15.6Hz, 1H), 4.83(d, /=
15.6Hz, 1H), 4.48-4.41 (m, 2H), 4.09-3.90 (m, 3H), 3.33
(t,J=2.4Hz, 1H).

264

N~"NH HCI

g

MS (ESI): m/z 206 [M+H]. "HNMR (300 MHz, CDCl5)
§7.42-7.39 (m, 2H), 7.32-7.27 (m, 1H), 7.15 (d, J= 7.8
Hz, 1H), 4.80-4.75 (m, 2H), 4.51-4.48 (m, 1H), 4.08 (s,
1H), 3.01-2.87 (m, 2H), 1.71-1.62 (m, 2H), 1.18 (d, J =
6.6 Hz, 3H), 0.94 (t, J = 7.5 Hz, 3H).

265

HCI

8_

MS (ESI): m/z 192 [M+H]. "H NMR (300 MHz, CD;0D)
§7.45(t,J = 7.5Hz, 2H), 7.37 (d, J = 7.8 Hz, 1H), 7.21
(d,J=17.5Hz, 1H), 497 (d, /= 15.6 Hz, 1H), 4.81 (d, J =
15.6 Hz, 1H), 4.43 (dd,/ = 13.2, 1.2Hz, 1H), 4.29 (s, 1H),
3.92 (dd, J= 13.2, 1.8Hz, 1H), 3.13-3.06 (m, 2H), 1.81-
1.68 (m, 2H), 1.02 (t,J = 7.5 Hz, 3H).
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266

MS (ESI): m/z 188 [M+H]. "H NMR (300 MHz, CD;0D)
8 7.47 (t,J = 7.2 Hz, 2H), 7.37 (t,J = 7.5 Hz, 1H), 7.22
(d,J=7.5Hz, 1H), 4.97 (d, /= 15.6 Hz, 1H), 4.82 (d, /=
15.6 Hz, 1H), 4.48-4.41 (m, 2H), 4.08-3.90 (m, 3H), 3.32
(t,J=2.4Hz, 1H).

267

MS (ESI): mz 202 [M+H]. 'H NMR (300 MHz, CDCl3) &
7.62(d,J=7.5 Hz, 1H), 7.42-7.28 (m, 2H), 7.10 (d, J =
7.5 Hz, 1H), 5.05-5.00 (m, 2H), 4.78 (d, /= 15.9 Hz, 1H),
4.36 (s, 1H), 4.09 (dd, J=17.1, 2.4 Hz, 1H), 3.50 (dd, J =
17.1,2.4 Hz, 1H), 2.60 (t, /- 2.4 Hz, 1H), 1.26 (d,.J= 6.6
Hz, 3H).

268

MS (ESI): m/z 206 [M+H]. "H NMR (300 MHz, CD-0D)
8 7.42-7.39 (m, 2H), 7.32-7.27 (m, 1H), 7.15 (d, J = 7.8
Hz, 1H), 4.80-4.75 (m, 2H), 4.51-4.48 (m, 1H), 4.08 (s,
1H), 3.01-2.87 (m, 2H), 1.71-1.62 (m, 2H), 1.18 (d, J =
6.6 Hz, 3H), 0.94 (t,.J = 7.5 Hz, 3H).

269

MS (ESI): m/z 206 [M+H]. "H NMR (300 MHz, CD;0D)
§7.27-7.21 (m, 2H), 7.16-7.11 (m, 1H), 7.01 (d, J =
7.8Hz, 1H), 4.79 (d, J = 15.6 Hz, 1H), 4.65 (d, /= 15.6
Hz, 1H), 4.07 (s, 1H), 3.89-3.86 (m, 1H), 2.70 (t, J— 8.4
Hz, 2H), 1.61-1.41 (m, 2H), 1.26 (d, J = 6.9Hz, 3H), 0.74
(t,J= 7.5 Hz, 3H).

270

MS (ESI): m/z 202 [M+H]. '"H NMR (300 MHz, CDCl;) &
7.62(d,J=7.2 Hz, 1H), 7.42-7.28 (m, 2H), 7.10 (d, J =
7.5Hz, 1H), 5.05-5.00 (m, 2H), 4.78 (d, /= 15.9Hz, 1H),
436 (s, 1H), 4.09 (dd, J=17.1, 2.4 Hz, 1H), 3.50 (dd, /=
17.1,2.4 Hz, 1H), 2.60 (t,.J= 2.4 Hz, 1H), 1.26 (d, /= 6.6
Hz, 3H).

271

MS (ESI): m/z 202 [M+H]. '"H NMR (300 MHz, CDCl3)
7.68 (d, J=7.5 Hz, 1H), 7.41-7.26 (m, 2H), 7.09 (d, J =
7.5Hz, 1H), 5.13 (d,J=15.6 Hz, 1H), 485 (d, J=15.6
Hz, 1H), 438 (s, 1H), 421 (dd, /= 16.8, 2.4 Hz, 1H),
4.06 (q,J= 6.9 Hz, 1H), 3.52 (dd, J = 16.8, 2.4 Hz, 1H),
2.57 (t,J- 2.4 Hz, 1H), 1.74 (d, J = 6.9 Hz, 3H).

272

MS (ESI): m/z 206 [M+H]. '"H NMR (300 MHz, CDCl3) 5
10.09 (brs, 1H), 9.23 (brs, 1H), 8.20-8.17 (m, 1H), 7.40-
7.37 (m, 2H), 7.12-7.09 (m, 1H), 5.10 (d, J = 15.6 Hz,
1H), 4.82 (d,J = 15.6 Hz, 1H), 4.48 (s, 1H), 4.06-4.02 (m,
1H), 3.20-3.06 (m, 1H), 2.65-2.47 (m, 1H), 2.05-1.74 (m,
2H), 1.75 (d, J = 6.9Hz, 3H), 0.88 (t, /= 7.2 Hz, 3H).
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61

HCI

~Na

N

&

MS (ESI): m’z 206 [M+H]. "H NMR (300 MHz,
CD;0D) 6 7.31 (d,/=8.1 Hz. 1H), 6.98 (d, /= 7.8
Hz, 1H), 4.97 (d,J=15.6 Hz, 1H),4.79 (d,J = 15.6
Hz, 1H), 4.67 (d,J = 12.6 Hz, 2H), 3.88 (d, /= 12.6
Hz, 1H), 2.92 (s, 6H) , 2.35 (d, /= 2.7 Hz, 6H).

62

HCI

N/

<

MS (ESI): m/z 206 [M+H]. 'H NMR (300 MHz,
CD;0D) 6 7.29 - 7.26 (m, 2H), 7.19 (d, /= 7.8 Hz,
1H), 5.14 (d, /= 15.9 Hz, 1H), 481 (d, /= 15.9 Hz,
1H), 4.45 (d,J = 3.6 Hz, 1H), 4.21 - 4.15 (m, 1H),
4.00 - 3.96 (m, 1H), 3.13 (s, 3H), 2.72 - 2.68 (m,
1H), 2.66 (s, 3H), 2.41 - 2.48 (m, 1H), 2.38 (s, 3H).

260

~y~ HCI

2

MS (ESI): m/z 206 [M+H]. 'H NMR (300 MHz,
DMSO-d,) § 7.55-7.50 (m, 2H), 7.37 (t,.J = 7.2 Hz,
1H), 7.27 (d,J= 7.5 Hz, 1H), 5.02 (d, /= 15.9 Hz,
1H), 4.79 (d,J = 15.9 Hz, 1H), 4.55 (s, 1H), 3.80-
372 (m, 1H), 2.86 (d, /= 5.1 Hz, 3H), 2.46 (d, J =
4.8 Hz, 3H), 1.97-1.87 (m, 2H), 1.03 (t, /= 7.2 Hz,
3H).

261

/’;,,

~yn~ HCI

o

MS (ESI): m/z 206 [M+H]. 'H NMR (300 MHz,
DMSO-d,) § 7.63 (d, J= 7.5 Hz, 1H), 7.49-7.44 (m,
1H), 7.36 (t,J = 7.2 Hz, 1H), 7.23 (d, /= 7.8 Hz,
1H), 4.83 (d,.J= 16.5 Hz, 1H), 4.66 (d, /= 16.5 Hz,
1H), 4.54-49 (m, 1H), 4.38 (s, 1H), 2.70 (s, 6H),
1.50-1.39 (m, 2H), 0.96 (t, ./ = 7.2 Hz, 3H).
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283 O
(0] O/H\N/”\\

MS (ESI): m/z 279 [M+H]. "H NMR (300 MHz,
CD;0D) § 7.48 (d,.J= 8.4 Hz, 1H), 7.06 (d, /= 8.4
Hz, 1H), 6.94 (s, 1H), 4.87 (d, /= 15.9 Hz, 1H),
4.68 (d,J=15.9 Hz, 1H), 4.57 (d, J = 13.9 Hz, 1H),
431 (s, 1H), 3.86-3.79 (m, 1H), 3.44-3.26 (m, 2H),
2.95 (d, J=33.9 Hz, 3H), 2.85 (s, 3H), 2.81 (s, 3H),
1.17 (dt, J = 22.5, 6.9 Hz, 3H).

HCI |
284 OTN\/
o) o)

MS (ESI): m’z 279 [M+H]. '"H NMR (300 MHz,
CD;0D) 6 7.25 (d, /= 1.8 Hz, 1H), 7.20-7.15 (m,
2H), 4.88 (d, J=15.6 Hz, 1H), 4.68 (d, /= 15.6 Hz,
1H), 4.55(d, J=13.8 Hz, 1H ), 4.27 (s, 1H), 3.82
(dd, J=14.1, 2.4 Hz, 1H), 3.43-3.27 (m, 2H), 2.95
(d, J =36.0 Hz, 3H), 2.82 (s, 6H), 1.20-1.06 (m,
3H).

285

MS (ESI): m/z 293 [M+H]. 'H NMR (300 MHz,
CD;0D) § 7.34-7.27 (m, 3H), 5.05 (d, /= 15.9 Hz,
1H), 4.89 (d, .J = 15.9 Hz, 1H), 4.48-4.45 (m, 1H),
4.20-4.11 (m, 1H), 3.50-3.36 (m, 2H), 3.06 (d, J =
36.3 Hz, 3H), 3.05 (s, 3H), 2.70 (s, 3H), 1.58 (d, J =
6.9 Hz, 3H), 1.24 (dt, J = 25.1, 7.2 Hz, 3H).

286

MS (ESI): m/z 293 [M+H]. 'H NMR (300 MHz,
CD;0D) § 7.34-7.26 (m, 3H), 4.90-4.88 (m, 2H),
4.83-4.76 (m, 1H), 4.26 (s, 1H), 3.58-3.36 (m, 2H),
3.06 (d,.J =36.0 Hz, 3H), 2.95 (s, 3H), 2.88 (s, 3H),
1.31-1.18 (m, 6H).

287

MS (ESI): m/z 293 [M+H]. 'H NMR (300 MHz,
CD;0D) & 7.26-7.16 (m, 3H), 4.99 (d, ./ = 15.6 Hz,
1H), 4.85 (d, J = 15.6 Hz, 1H), 4.28 (s, 1H), 4.05 (q,
J=6.6Hz, 1H), 3.57-3.31 (m, 2H), 3.05 (d, /= 34.1
Hz, 3H), 1.41 (d, J = 6.6 Hz, 3H), 1.24 (dt, J=23.7,
72 Hz, 3H).

288 g

MS (ESI): m’z 293 [M+H]. 'H NMR (300 MHz,
CD;0D) § 7.09-7.00 (m, 3H), 4.69 (s, 2H), 4.17-
4.04 (m, 2H), 3.40-3.32 (m, 2H), 2.89 (d, J = 34.8
Hz, 3H), 1.17 (d, J = 6.6 Hz, 3H), 1.09 (dt, J = 24.6,
7.2 Hz, 3H).
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HCI NH, MS (ESI): m’z 192 [M+H]. "H NMR (300 MHz,
78 DMSO-d;) 6 8.17 (brs, 3H), 7.18 (d, J = 7.8 Hz,
1H), 6.88 (d, /= 7.8 Hz, 1H), 4.86-4.70 (m, 2H),
o 4.36 (s, 1H), 3.90-3.83 (m, 1H), 2.23 (s, 3H), 2.21
(s, 3H), 132 (d, J = 6.6 Hz, 3H).
HCl NH, MS (ESI): m'z 192 [M+H]. 'H NMR (300 MHz,
79 . DMSO-dy) 6 8.36 (brs, 3H), 7.19 (d, J = 7.8 Hz,
% 1H), 6.90 (d, J = 7.8 Hz, 1H), 4.74-4.20 (d, J= 5.1
0 Hz, 2H), 4.43- 4.33 (m, 2H), 2.25 (s, 6H), 1.11 (d, J
= 6.6 Hz, 3H).
HCI NH, ClI MS (ESI): m’z 198 [M+H]. '"H NMR (300 MHz,
30 CD;0D) 6 7.47-7.31 (m, 2H), 7.28-7.17 (m, 1H),
5.01-4.78 (m, 2 H), 4.45 (d, /= 2.1 Hz, 1H), 4.05-
0 3.89 (m, 1H), 1.41 (d, J = 6 Hz, 3H).

10
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HCI NH, Cl MS (ESI): m/z 198 [M+H]. '"H NMR (300 MHz,
it ’ DMSO-dy) d 8.55 (brs, 3H), 7.50-7.42 (m, 2H), 7.22
(dd, J =3 Hz, 6 Hz, 1H), 4.85-4.71 (m, 2H), 4.51-
O(\':© 4.44 (m, 1H), 432 (d,J=3 Hz, 1H), 1.15(d, J=6
Hz, 3H).
HCI NH, MS (ESI): m/z 178 [M+H]. 'TH NMR (300 MHz,
55 DMSO-ds) 6 8.13 (brs, 3H), 7.29 (t, ./ = 7.5 Hz,
1H), 7.16 (d, J= 7.5 Hz, 1H), 6.99 (d, J=7.5 Hz,
o 1H), 4.92-4.76 (m, 2H), 4.34-4.32 (m, 1H), 3.95-
3.89 (m, 1H), 2.37 (s, 3H), 1.33 (d, /= 6.6 Hz, 3H).
HCl NH, MS (ESI): m/z 178 [M+H]. '"H NMR (300 MHz,
- ) DMSO-d;) d 8.42 (s, 1H), 7.30 (d, J= 9 Hz, 1H),
7.15(d, J=9 Hz, 1H), 7.00 (d, /=9 Hz, 1H), 4.83 -
o 4.69 (m, 2H), 4.46 - 439 (m, 1H), 4.26 (s, 1H), 2.41
(s, 3H), 1.12 (d, J =9 Hz, 3H).
HCI NH, MS (ESI): m/z 194 [M+H]. "H NMR (300 MHz,
84 OMe | CD;0D) 6 7.09 (d, /= 8.4 Hz, 1H), 7.01 — 6.97 (m,
1H), 4.92 - 4.82 (m, 2H), 4.19 (s, 1H), 4.02 — 3.99
o) (m, 1H), 3.82 (s, 3H), 1.38 (d, /= 6.9 Hz, 3H).
HCI NH, MS (ESI): m/z 194 [M+H]. '"H NMR (300 MHz,
85 OMe | CD;0D) ¢ 7.12 - 7.08 (m, 1H), 7.02 - 6.97 (m, 2H),
1 4.78 (s, 2H), 4.25 - 4.20 (m, 1H), 4.14 (d, J=2.7
o) Hz, 1H), 3.82 (s,3H), 1.30 (d, J = 6.6 Hz, 3H).
HCI NH, MS (ESI): m/z 198 [M+H]. '"H NMR (300 MHz,
- CD;0D) 6 7.50 - 7.47 (m, 1H), 7.41 - 7.37 (m, 1H),
5.02(d, J=16.5Hz, 1H), 4.77 (d, J= 16.2 Hz, 1H),
0 4.29 (s, 1H), 4.04 -3.99 (m, 1H), 1.41 (d, /= 6.6
Hz, 3H).
Cl
HCl NH,
MS (ESI): m/z 198 [M+H]. "H NMR (300 MHz,
87 k CD;0D) 6 7.52 - 7.48 (m, 1H), 7.43 - 7.39 (m, 2H),
0 4.90 - 4.73 (m, 2H), ,4.33 - 4.29 (m, 1H), 4.23 (d, .J
=2.1Hz, 1H), 1.29 (d, J= 6.9 Hz, 3H).
Cl :
HCI NH, MS (ESI): m’z 182 [M+H]. 'H NMR (300 MHz,
4% . DMSO-ds) 6 8.40 (brs, 3H), 7.43 (dd, J=8.4 Hz,
1.5 Hz, 1H), 7.29 - 7.25 (m, 2H), 4.87 (d, /=12 Hz,
o 1H), 4.76 (d, J=11.7 Hz, 1H), 4.27 (s, 1H), 4.00 -
3.94 (m, 1H), 1.33 (d, J = 4.8 Hz, 3H).
HCl NH, MS (ESI): mz 182 [M+H]. '"H NMR (300 MHz,
%9 , e DMSO-d,) 6 8.64 (brs, 3H), 7.53 (d, J= 8.0 Hz,
1H), 7.25 (dd, J = 1.8 Hz, 8.0 Hz, 2H), 4.81- 4.71
& (m, 2H), 4.21 (d,.J=3.0 Hz, 1H), 4.11 — 4.08 (m,
1H), 1.31 (t,./= 4.8 Hz, 3H).
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HCI NH,

’
’
I,’

MS (ESI): m/z 214 [M+H]. 'H NMR (300 MHz,
CD;0D) 6 8.13 (d, /= 8.0 Hz, 1H), 8.00 (d,./=8.0
Hz, 2H), 7.72 - 7.70 (m, 1H), 7.64 - 7.62 (m, 1H),
7.31 (d, J=8.0 Hz, 1H), 5.04 (s, 2H), 4.97 (s, 1H),
4.59 - 4.57 (m, 1H), 1.35 (d,.J = 4.0 Hz, 3H) .

91

HCI NH, ‘
9

MS (ESI): m/z 214 [M+H]. 'H NMR (300 MHz,
CD;0D) 4 8.10 (d, /= 8.0 Hz, 1H), 7.99 (d, /= 8.0
Hz, 2H), 7.72 - 7.70 (m, 1H), 7.64 - 7.62 (m, 1H),
731 (d,J=8.0 Hz, 1H), 5.13 - 5.10 (m, 2H), 5.02
(s, 1H), 420 - 4.18 (m, 1H), 1.55 (d,J = 4.0 Hz,
3H).

92

HCI NH, Cl
cl

o i

MS (ESI): m/z 232 [M+H]. 'H NMR (300 MHz,
CD;0D) d 7.64 (d, J=6.3 Hz, 1H), 7.20 (d, J=6.3
Hz, 1H), 4.84 (s, 2H), 4.51 (s, 1H), 4.45 - 4.40 (m,
1H), 1.27 (d, J = 6.3 Hz, 3H).

93

xI
@
Z
T
)

MS (ESI): m/z 198 [M+H]. "H NMR (300 MHz,
CDs0D) 6 7.43 (d, J= 8.4 Hz, 1H), 7.37 - 7.33 (m,
1H), 7.25 - 7.19 (m, 1H), 4.97 - 4.80 (m, 2H), 4.28 -
4.25 (m, 1H), 4.05 - 3.98 (m, 1H), 1.39(d, /= 6.6
Hz, 3H),

94

I
Ql o
=
=
N

5§
@)

MS (ESI): m/z 198 [M+H]. '"H NMR (300 MHz,
CD;0D) 6 7.44 - 7.35 (m, 2H), 7.26 (s, 1H), 4.82 (s,
2H), 4.31 - 4.23(m, 1H), 4.24 - 4.18 (m, 1H), 1.31
(d,J= 6.6 Hz, 3H).

95

T
Q
pa
T

N

MS (ESI): m’z 178 [M+H]. "H NMR (300 MHz,
CD;OD) 6 7.29 (d, /= 7.8 Hz, 1H), 7.16 (d, /= 7.8
Hz, 1H), 7.00 (s, 1H), 4.92 (d, /= 15.6 Hz, 1H),
4.82 (d, J=15.6 Hz, 1H), 4.20 (s, 1H), 4.04 - 3.91
(m, 1H), 2.34 (s, 3H), 1.38 (d, J = 6.6 Hz, 3H).

96

T
Qlo
prd
T

N

MS (ESI): m/z 178 [M+H]. 'H NMR (300 MHz,
CD;0D) 6 7.31(d, J=78 Hz,1H), 7.16 (d,J=7.8
Hz, 1H), 7.00 (s, 1H), 4.80 (s, 2H), 4.28 - 4.21 (m,
1H), 4.13 (s, 1H), 2.34 (s, 3H), 1.29 (d, /= 6.9 Hz,
3H).

97

I 5
o) Q| o=
Z; :—-
I
N

MS (ESI): m/z 178 [M+H]. "H NMR (300 MHz,
DMSO-ds) 6 8.23 (brs, 3H), 7.31 - 7.20 (m, 3H),
482 (d,J=15.9 Hz, 1H), 4.69 (d, /= 15.9 Hz, 2H),
422 -4.21 (m, 1H), 3.97 - 3.90 (m, 1H), 2.14 (s,
3H), 1.31 (d, J = 6.6 Hz, 3H).

98

I
o
Z
I
%)

o &

MS (ESI): m/z 178 [M+H]. '"H NMR (300 MHz,
DMSO-ds) & 8.54 (brs, 3H), 7.42 (d, /= 8.4 Hz,
1H), 7.27 - 7.18 (m, 2H), 4.68 (s, 2H), 4.20 - 4.12
(m, 2H), 2.15 (s, 3H), 1.24 (d, J = 6.3 Hz, 3H).
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MS (ESI): m/z 198 [M+H]. 'H NMR (300 MHz,
CD;0D) §7.50 (d, J=2.1 Hz, 1H), 7.43 (dd, J =

83,2.1Hz, 1H), 720 (d, J=8.3 Hz, 1H),4.95(d,J

=15.8Hz, 1H), 483 (d, J = 15.8 Hz, 1H), 4.28 (s,
1H), 4.03 (m, 1H), 1.40 (d, J = 6.6 Hz, 3H).

196

T
OEQ
Z
T

N

MS (ESI): m’z 218 [M+H]. "H NMR (300 MHz,

CD;OD) 47.11(d,J=7.9 Hz, 1H), 6.89 (d, J=7.8
Hz, 1H), 4.90 (d, /= 15.5 Hz, 1H), 4.83 (d, J = 15.5

Hz, 1H), 4.34 (s, 1H), 3.96 (m, 1H), 2.86-2.73 (m,
4H), 1.92-1.72 (m, 4H), 1.39 (d, J = 6.6 Hz, 3H).

197

& T
o— @
>_>DZ

I

LS

MS (ESI): m/z 218 [M+H]. "H NMR (300 MHz,

CD;0D) 67.11(d,.J=7.9 Hz, 1H), 6.89 (d,/=7.8
Hz, 1H), 4.90 (d, /= 15.5 Hz, 1H), 4.83 (d,J = 15.5

Hz, 1H), 4.34 (s, 1H), 3.96 (m, 1H), 2.86-2.73 (m,
4H), 1.92-1.72 (m, 4H), 1.39 (d, J = 6.6 Hz, 3H).

212

x
o
z
I

N

g

MS (ESI): m’z 182 [M+H]. "H NMR (300 MHz,
D,0) 6 7.42 (dd, J=8.6, 5.5 Hz, 1H), 7.08 (td, J =
8.7,2.6 Hz, 1H), 6.94 (dd, J= 9.4, 2.5 Hz, 1H),
4.99-4.86 (m, 2H), 4.35 (s, 1H), 4.16-4.08 (m, 1H),
137 (d, J = 6.7 Hz, 3H).

213

I
Q
z
I

N

o—
.,.;

MS (ESI): m/z 182 [M+H]. "H NMR (300 MHz,
D,0) J 7.42 (dd, J= 8.6, 5.5 Hz, 1H), 7.10 (td, J =
8.7, 2.7 Hz, 1H), 6.95 (dd, /= 9.3, 2.6 Hz, 1H),
4.89-4.82 (m, 2H), 4.42-4.35 (m, 1H), 4.29 (d, J =
1.7 Hz, 1H), 1.26 (d, J = 6.7 Hz, 3H).

214

==
Q
d
=

hS]

5t
ﬂ48

MS (ESI): m/z 182 [M+H]. 'H NMR (300 MHz,
CD;0D) 6 7.45-7.38 (m, 1H), 7.30 (d, /= 7.5 Hz,
1H), 7.24-7.11 (m, 1H), 4.88-4.78 (m, 2H), 4.35-
421 (m, 2H), 1.32 (d, J = 6.7 Hz, 3H).

215

o =
o
=
I
5}

M

MS (ESI): m/z 182 [M+H]. '"H NMR (300 MHz,
CD;0D) 6 7.45-7.35 (m, 1H), 7.27 (d, J= 7.5 Hz,
1H), 7.22-7.12 (m, 1H), 5.05 (d, J= 16.1 Hz, 1H),
4.83 (d,.J=16.1 Hz, 1H), 4.31 (s, 1H), 4.07-4.00
(m, 1H), 1.41 (d, /= 6.6 Hz, 3H).

216

F

> I
o (o]
=
I
N

8

MS (ESI): m/z 182 [M+H]. 'TH NMR (300 MHz,
CD;0D) 6 7.41-7.43 (m, 1H), 7.14 (t, J = 9.0 Hz,
1H), 7.06 (d, J = 7.7 Hz, 1H), 4.86 (s, 2H), 4.45-
4.27 (m, 2H), 1.30 (d, J = 6.7 Hz, 3H).

217

I
Q
=
I
N}
M

MS (ESI): m/z 182 [M+H]. 'H NMR (300 MHz,
CD;0D) 4 7.50-7.42 (m, 1H), 7.12 (t,J = 9.0 Hz,
1H), 7.04 (d, /= 7.8 Hz, 1H), 4.99 (d,J = 15.9 Hz,
1H), 4.86 (d, J = 16.0 Hz, 1H), 4.49 (s, 1H), 4.04-
3.97 (m, 1H), 1.42 (d, J = 6.6 Hz, 3H).

219

T
Q o
Z
&
N

§

MS (ESI): m/z 192 [M+H]. "H NMR (300 MHz,
CD;0D) 67.28-7.25 (m, 2H), 7.09 (d, /= 8.5 Hz,
1H), 4.94 (d,J=12.3 Hz, 1H), 483 (d, /=154
Hz, 1H), 421 (brs, 1H), 4.07-3.98 (m, 1H), 2.71-
2.63 (m, 2H), 1.39 (d, J = 6.6 Hz, 3H), 1.25 (t, J =
7.6 Hz, 3H).
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MS (ESI): m/z 192 [M+H]. "TH NMR (300 MHz,
CD;0D) 6 7.28-7.25 (m, 2H), 7.10 (d, J = 8.4 Hz,
1H), 4.81 (s, 2H), 4.29-4.21 (m, 1H), 4.15 (d, J =
2.5 Hz, 1H), 2.71-2.63 (m, 2H), 1.31 (d, J= 6.7 Hz,
3H), 1.24 (t, J = 7.8 Hz, 3H).

225

=
Q
z
I
n

o

Cl

MS (ESI): m/z 212 [M+H]. '"H NMR (300 MHz,
CD;0D) § 7.35(d,/=82Hz 1H), 723 (d,J =
8.2 Hz, 1H), 4.99 (d, /= 12.1 Hz, 1H), 4.76 (d, J =
16.4 Hz, 1H), 4.38 (s, 1H), 4.00-3.94 (m, 1H), 2.39
(s, 3H), 1.41 (d, J= 6.6 Hz, 3H).

228

=
o
z
x
N

CF,

MS (ESI): m/z 232 [M+H]. 'TH NMR (300 MHz,
CD;0D) & 7.81 (s, 1H), 7.73 (d,J = 8.1 Hz, 1H),
7.42 (d,J=8.1 Hz, 1H), 4.99 (d, J = 16.5 Hz, 1H),
4.90 (d, .J=16.5 Hz, 1H), 4.39 (brs, 1H), 4.11-4.03
(m, 1H), 1.42 (d, J = 6.6 Hz, 3H).

229

=
Ql o
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w

MS (ESI): m’z 232 [M+H]. '"H NMR (300 MHz,
CD;0D) & 7.82 (s, 1H), 7.73 (d, J= 8.1 Hz, 1H),
742 (d,J=8.1 Hz, 1H), 4.91 (s, 2H), 4.35-4.28 (m,
2H), 1.30 (d, J = 6.6 Hz, 3H).

230

HCl NH, OMe

g

MS (ESI): m/z 194 [M+H]. "H NMR (300 MHz,
CD;0D) 6 7.39(t,.J=8.1Hz, 1H), 6.95 (d, /= 8.1
Hz, 1H), 6.77 (d, J= 7.8 Hz, 1H), 4.91 (d, J=15.3
Hz, 1H), 4.81 (d, J = 15.6 Hz, 1H), 4.38 (brs, 1H),
4.03-3.93 (m, 1H), 3.93 (s, 3H), 1.40 (d, /= 6.7 Hz,
3H).

231

HCI NH; OMe

gé:g::

MS (ESI): m/z 194 [M+H]. 'TH NMR (300 MHz,
CD;0D) 4 7.39 (t,/=8.0 Hz, 1H), 6.97 (d, /=83
Hz, 1H), 6.78 (d, J = 7.8 Hz, 1H), 4.86-4.70 (m,
2H), 4.38-4.19 (m, 2H), 3.92 (s, 3H), 1.30 (d, J =
6.7 Hz, 3H).

232

OMe

MS (ESI): m/z 194 [M+H]. TH NMR (300 MHz,
D,0) & 7.35(d,.J= 8.6 Hz, 1H), 6.95 (dd, J = 8.6,
2.6 Hz, 1H), 6.79 (d, J = 2.4 Hz, 1H), 4.83 (brs,
2H), 4.41-4.33 (m, 1H), 4.26 (s, 1H), 3.80 (s, 3H),
1.26 (d,.J = 6.7 Hz, 3H).

233

OMe

MS (ESI): m/z 194 [M+H]. '"H NMR (300 MHz,
CD;OD) ¢ 7.33 (d,.J=8.6 Hz, 1H), 6.92 (dd, J =
8.6, 2.6 Hz, 1H), 6.76 (d, J = 2.5 Hz, 1H), 4.90-4 .85
(m, 2H), 4.29 (s, 1H), 4.13-4.06 (m, 1H), 3.78 (s,
3H), 1.35 (d, J = 6.7 Hz, 3H).

234

3 5| 3
o] == O == o— =
=z P d
T - T
[,S] M

(@]
=
o

MS (ESI): m/z 194 [M+H]. '"H NMR (300 MHz,
CD;OD) & 7.34 (t,J=8.0 Hz, 1H), 7.01 (dd, J =
8.0, 4.2 Hz, 2H), 4.95 (d, J = 16.2 Hz, 1H), 4.69 (d,

J=163 Hz, 1H), 422 (s, 1H), 4.02-3.95 (m, 1H),

3.84 (s, 3H), 1.39 (d, J = 6.6 Hz, 3H).
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235

HCl NH,

8

OMe

MS (ESI): m/z 194 [M+H]. '"H NMR (300 MHz,
CD;OD) & 7.36 (t,J = 8.0 Hz, 1H), 7.03 (dd, J =
7.9, 3.4 Hz, 2H), 4.80 (d, /= 16.8 Hz, 1H), 4.70 (d,
J=16.5 Hz, 1H), 4.26-4.21 (m, 1H), 4.15 (s, 1H),
3.85 (s, 3H), 1.29 (d, J = 6.7 Hz, 3H).

237

HCI NH,

3

MS (ESI): m/z 192 [M+H]. '"H NMR (300 MHz,
CD;OD) & 7.36 (t,J=8.0 Hz, 1H), 7.03 (dd, J =
7.9, 3.4 Hz, 2H), 4.80 (d, /= 16.8 Hz, 1H), 4.70 (d,
J=16.5Hz, 1H), 426-4.21 (m, 1H), 4.15 (s, 1H),
3.85 (s, 3H), 1.29 (d, J = 6.7 Hz, 3H).

238

HCI NH,

05‘“

MS (ESI): m/z 192 [M+H]. 'H NMR (300 MHz,
DMSO-4) & 8.30 (s, 3H), 7.27 (s, 1H), 6.92 (s,
1H), 4.81-4.67 (m, 2H), 4.13-4.12 (m, 1H), 3.98-
3.83 (m, 1H), 2.21 (s, 6H), 1.31 (d, ./ = 6.6 Hz, 3H).

200

MS (ESI): m/z 212 [M+H]. "H NMR (300 MHz,
CD;OD) 6 7.38 (d,J=8.2 Hz, 1H), 7.26 (d, /= 8.0
Hz, 1H), 4.90 (d, J = 17.0 Hz, 1H), 4.72 (d, /= 17.0
Hz, 1H), 4.47-4.30 (m, 2H), 2.42 (s, 3H), 1.22 (d, J
= 6.7 Hz, 3H).

248

HCI NH,

S8

MS (ESI): m'z 220 [M+H]. 'H NMR (300 MHz,
DMSO-4) 68.15 (br.s., 3H), 6.89 (d, /= 8.4 Hz,
1H), 6.80 (d, /= 8.4 Hz, 1H), 4.82 (d, J = 15.3 Hz,
1H), 4.71 (d, J= 15.0 Hz, 1H), 4.23 (s, 1H), 4.11-
4.08 (m, 2H), 3.89-3.86 (m, 1H), 2.79-2.73 (m, 2H),
1.99-1.92 (m, 2H), 1.31 (d, J = 6.6 Hz, 3H).

249

HCI NH,

O‘:
0-:

MS (ESI): m/z 220 [M+H]. 'H NMR (300 MHz,
CD;0D) ¢ 6.89 (d, /= 8.4 Hz, 1H), 6.83 (d, J=
8.7 Hz, 1H), 4.78 (s, 2H), 4.38-4.2 (m, 1H), 4.27 (s,
1H), 4.16 (t, J= 5.4 Hz, 2H), 2.82 (t, /= 6.3 Hz,
2H), 2.12-2.00 (m, 2H), 1.24 (d, J = 6.9 Hz, 3H).
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198

HCI NH,

MS (ESI): m/z 178 [M+H]. "H NMR (300 MHz,
CD;0D) d 7.43-7.39 (m, 2H), 7.37-7.28 (m, 1H),
7.19 (d, J=7.7 Hz, 1H), 5.00 (d, J = 15.6 Hz,
1H), 4.87 (d, ] = 15.6 Hz, 1H), 4.31 (s, 1H), 3.79-
3.69 (m, 1H), 1.78-1.61 (m, 2H), 1.12 (t, J = 7.4
Hz, 3H).

199

MS (ESI): m/z 178 [M+H]. 'H NMR (300 MHz,
CD;OD) & 7.43-7.32 (m, 3H), 7.19 (d, /= 7.2
Hz, 1H), 4.82 (s, 2H), 4.22 (d, /= 2.2 Hz, 1H),
4.00-3.95 (m, 1H), 1.71-1.46 (m, 2H), 1.07 (t, J =
7.4 Hz, 3H).

201

MS (ESI): m/z 196 [M+H]. 'TH NMR (300 MHz,
CD;0D) & 7.27-7.13 (m, 3H), 4.99 (d, /=155
Hz, 1H), 4.82 (d,J = 15.4 Hz, 1H), 4.34 (s, 1H),
3.75-3.69 (m, 1H), 1.79-1.58 (m, 2H), 1.11 (t, / =
7.4 Hz, 3H).

202

MS (ESI): m/z 196 [M+H]. 'TH NMR (300 MHz,
CDsOD) & 7.30-7.11 (m, 3H), 4.77 (s, 2H), 4.25
(d,J=2.3 Hz, 1H), 4.00-3.94 (m, 1H), 1.76-1.45
(m, 2H), 1.07 (t,J = 7.4 Hz, 3H).

207

MS (ESI): m/z 192 [M+H]. '"H NMR (300 MHz,
CD;0D) ¢ 730 (t,J=7.6 Hz, 1H), 7.19 (d, J =
7.3 Hz, 1H), 7.00 (d, /= 7.6 Hz, 1H), 4.88 (d, J =
16.2 Hz, 1H), 4.78 (d, ] = 16.2 Hz, 1H), 437 (d, J
= 1.3 Hz, 1H), 4.08-4.03 (m, 1H), 2.42 (s, 3H),
1.66 — 1.38 (m, 2H), 1.05 (. .J = 7.4 Hz, 3H).
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208

HCl NH,

MS (ESI): m/z 192 [M+H]. 'H NMR (300 MHz,
CD;0D) & 730 (t,J=7.6 Hz, 1H), 7.20 (d, J =
7.2 Hz, 1H), 7.00 (d, J= 7.6 Hz, 1H), 5.01 (d, J =
15.7 Hz, 1H), 4.85 (d, /= 15.8 Hz, 1H), 4.42 (s,
1H), 3.72-3.67 (m, 1H), 2.42 (s, 3H), 1.81-1.59
(m, 2H), 1.12 (t,J = 7.4 Hz, 3H).

209

HCl NH, CI
P

MS (ESI): mz 212 [M+H]. "H NMR (300 MHz,
CD;0D) & 7.49-7.39 (m, 2H), 7.19-7.16 (m, 1H),
4.83 (d,J = 6.5 Hz, 2H), 4.48 (brs, 1H), 4.13-4.07
(m, 1H), 1.67-1.39 (m, 2H), 1.06 (t, J = 7.4 Hz,
3H).

210

gees

MS (ESI): m’z 206 [M+H]. "H NMR (300 MHz,
CD;0D) & 7.25-7.22 (m, 2H), 7.06 (d, J= 8.1
Hz, 1), 4.79 (s, 2H), 4.37 (d, J= 1.9 Hz, 1H), 3.59
(dd, J=9.7,2.0 Hz, 1H), 2.36 (s, 3H), 1.82-1.72
(m, 1H), 1.09 (d, J= 6.5 Hz, 3H), 0.94 (d, /= 6.6
Hz, 3H).

211

NH,

MS (ESI): m/z 206 [M+H]. "H NMR (300 MHz,
CD;OD) & 7.25-7.22 (m, 2H), 7.07 (d, J= 8.4
Hz, 1H), 4.98 (d,J=15.3 Hz, 1H), 4.80 (d, ] =
15.3 Hz, 1H), 4.43 (s, 1H), 3.36-3.31 (m, 1H),
2.36 (s, 3H), 1.86-1.76 (m, 1H), 1.15 (d, /= 6.4
Hz, 3H), 1.04 (d,J = 6.7 Hz, 3H).

218

NHz Cl

MS (ESI): m'z 212 [M+H]. '"H NMR (300 MHz,
CD;0D) 6 7.49-7.38 (m, 2H), 7.22-7.15 (m, 1H),
5.02(d,.J=15.9 Hz, 1H), 4.85 (d,.J= 16.2 Hz,
1H), 4.55 (brs, 1H), 3.76-3.68 (m, 1H), 1.79-1.66
(m, 2H), 1.13 (t,J = 7.4 Hz, 3H).

223

NH,

MS (ESI): m/z 206 [M+H]. "H NMR (300 MHz,
CD;0D) J 7.46-7.30 (m, 3H), 7.19 (d, J=7.2
Hz, 1H), 4.98 (d, /= 15.6 Hz, 1H), 4.86 (d, /=
15.6 Hz, 1H), 4.26 (brs, 1H), 3.95-3.90 (m, 1H),
1.97-1.89 (m, 1H), 1.70-1.60 (m, 1H), 1.48-1.39
(m, 1H), 1.03 (d,.J = 6.6 Hz, 3H), 1.00 (d, /= 6.6
Hz, 3H).

224

MS (ESI): m/z 206 [M+H]. "TH NMR (300 MHz,
CD;OD) & 7.49-7.29 (m, 3H), 7.19 (d, J= 7.6
Hz, 1H), 4.82 (s, 2H), 4.30-4.13 (m, 2H), 1.94-
1.75 (m, 1H), 1.65-1.55 (m, 1H), 1.28-1.19 (m,
1H), 0.98 (t,.J = 6.3 Hz, 6H).

250

MS (ESI): m/z 192 [M+H]. 'H NMR (300 MHz,
DMSO-45) 6 8.19 (brs, 3H), 7.47 (d, J = 7.5 Hz,
1H), 7.40-7.32 (m, 2H), 7.18 (d, J = 7.5 Hz, 1H),
4.90 (d, T = 15.6 Hz, 1H), 4.79 (d, J = 15.6 Hz,
1H), 4.28 (s, 1H), 3.78 (m, 1H), 1.60-1.56 (m,
2H), 1.52-1.44 (m, 2H), 0.95 (t,J = 7.2 Hz, 3H).

251

NH,
N7,

MS (ESI): m/z 192 [M+H]. '"H NMR (300 MHz,
DMSO-45) 6 8.42 (brs, 3H), 7.52 (d, J= 7.5 Hz,
1H), 7.38-7.33 (m, 2H), 7.18 (d, /= 7.5 Hz, 1H),
4.73 (m, 2H), 4.20 (s, 1H), 4.00 (m, 1H), 1.52-
1.47 (m, 4H), 0.91 (t,J = 6.9 Hz, 3H).
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106

HCI NH,

IS

MS (ESI): m/z 178 [M+H]. "H NMR (300 MHz, CDCl5)
0 8.67 (brs, 3H), 7.43 (s, 1H), 7.12 (d, J = 8.1 Hz, 1H),
6.95 (d, J=7.8 Hz, 1H), 5.04 - 4.98 (m, 1H), 4.30 (s,
1H), 4.10 (s, 2H), 2.30 (s, 3H), 1.45 (d, J = 6.6 Hz, 3H).

107

HCI NH,

O

MS (ESI): m’z 178 [M+H]. "TH NMR (300 MHz, CDCl5)
& 8.69 (brs, 3H), 7.46 (s, 1H), 7.14 (d, J = 8.1 Hz, 1H),
7.01(d,J=8.1 Hz, 1H), 4.80 - 4.74 (m, 1H), 4.50 (d, J
=12.3 Hz, 1H), 4.30 (s, 1H), 3.80 (dd, /= 1.8 Hz, 12.6
Hz, 1H), 2.30 (s, 3H), 1.59 (d, /= 6.6 Hz, 3H).

203

HCI NH,

MS (ESI): m/z 198 [M+H]. '"H NMR (300 MHz,
DMSO-ds) 6 8.60 (brs, 3H), 7.67 (d, J=2.1 Hz, 1H),
7.46 (dd, J= 8.4, 2.2 Hz, 1H), 7.30 (d, /= 8.5 Hz, 1H),
4.97-4.93 (m, 1H), 4.39 (t, /= 3.7 Hz, 1H), 4.14 (dd, J
=12.4,3.5 Hz, 1H), 3.85 (dd, J=12.3, 4.2 Hz, 1H),
1.43 (d,J= 6.7 Hz, 3H).

204

HCI NH,
c

(@

MS (ESI): m/z 198 [M+H]. "TH NMR (300 MHz,
DMSO-ds) 6 8.49 (brs, 3H), 7.61 (d, J=2.2 Hz, 1H),
7.48 (dd, J= 8.4, 2.2 Hz, 1H), 7.34 (d, J= 8.5 Hz, 1H),
4.79-4.73 (m, 1H), 4.35 (s, 1H), 4.16 (d, J=12.1 Hz,
1H), 3.86 (dd, /= 12.8, 2.3 Hz, 1H), 1.52 (d, /= 6.5 Hz,
3H).

205

HCI NH,

iy

MS (ESI): m/z 182 [M+H]. "H NMR (300 MHz, D,0) ¢
7.26-7.13 (m, 3H), 5.16-5.09 (m, 1H), 4.43 (s, 1H), 4.26
(dd, J=13.1,2.3 Hz, 1H), 3.98 (dd, J=13.2, 2.1 Hz,
1H), 1.47 (d,.J = 6.8 Hz, 3H).
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HCI NH, MS (ESI): m/z 182 [M+H]. "H NMR (300 MHz, D,0) d
F 7.32-7.27 (m, 1H), 7.22-7.12 (m, 2H), 4.92-4.84 (m,

1H), 4.42 (s, 1H), 4.22 (d, J = 13.2 Hz, 1H), 4.02 (dd, J

=13.1,2.0 Hz, 1H), 1.53 (d, J = 6.5 Hz, 3H).

206

98
NH, MS (ESI): mz 178 [M+H]. "H NMR (300 MHz, D,0) 6
221 730 (t,J=7.7Hz, 1H), 7.17 (d, J = 7.4 Hz, 1H), 7.02 10
& (d, J=7.7 Hz, 1H), 5.18-5.10 (m, 1H), 4.54 (s, 1H),
418 (dd, J=13.2, 1.6 Hz, 1H), 4.01 (dd, J=13.2, 1.5
Hz, 1H), 2.33 (s, 3H), 1.44 (d, /= 6.8 Hz, 3H).
NH, MS (ESI): m/z 178 [M+H]. "H NMR (300 MHz, D,0) ¢
222 7.32(t,J=17.7Hz, 1H), 7.19 (d, J= 7.5 Hz, 1H), 7.10
) (d, J=7.8 Hz, 1H), 4.94-4.89 (m, 1H), 4.55 (s, 1H),
: 4.19(d, J=12.9 Hz, 1H), 3.93 (dd, J=12.9, 1.3 Hz,
= 1H), 2.33 (s, 3H), 1.52 (d, J = 6.5 Hz, 3H).
NH; MS (ESI): m/z 178 [M+H]. "H NMR (300 MHz, D,0) é
226 7.30(t,J=17.7Hz, 1H), 7.18 (d, /= 7.6 Hz, 1H), 7.02 20
(d, J=7.7Hz, 1H), 5.18-5.11 (m, 1H), 4.54 (s, 1H),

= 418 (dd,J=13.2, 1.6 Hz, 1H), 4.01 (dd, J=13.2, 1.6
Hz, 1H), 2.33 (s, 3H), 1.44 (d, /= 6.8 Hz, 3H).
NH, MS (ESI): mz 178 [M+H]. "H NMR (300 MHz, D,0) J
227 7.32(t,J=77Hz, 1H), 7.19(d, /=7.5Hz, 1H), 7.11
5 (d, J=7.7 Hz, 1H), 4.95-4.88 (m, 1H), 4.55 (s, 1H),
- 421(dd, J=129, 1.4 Hz, 1H), 3.94 (dd, J= 129, 1.7
s Hz, 1H), 2.33 (s, 3H), 1.52 (d, /= 6.5 Hz, 3H).
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S5l

BFHT—45

278

Hcl NH;

MS (ESI): m’z 178 [M+H]. 'H NMR (300 MHz,
CDCl5) 6 8.67 (brs, 3H), 7.43 (s, 1H), 7.12 (d, J =
8.1 Hz, 1H), 6.95 (d, /= 7.8 Hz, 1H), 5.04 - 4.98
(m, 1H), 4.30 (s, 1H), 4.10 (s, 2H), 2.30 (s, 3H),
1.45 (d,.J = 6.6 Hz, 3H).

279

MS (ESI): m’z 265 [M+H]. 'H NMR (300 MHz,
DMSO-dy) & 8.30 (brs, 3H), 7.49 (d, J = 8.4 Hz,
1H), 7.08 (dd, /= 8.4, 2.4 Hz, 1H), 6.96 (d,.J= 2.4
Hz, 1H), 4.85 (d,/=15.9 Hz, 1H), 4.75 (d,.J=15.9
Hz, 1H), 4.25 (s, 1H), 3.99-3.92 (m, 1H), 3.44-3.26
(m, 2H), 2.95 (d, J = 36.0 Hz, 3H), 1.32 (d, J= 6.6
Hz, 3H), 1.12 (dt, J = 24.5, 7.2 Hz, 3H).

280

MS (ESI): m/z 265 [M+H]. "H NMR (300 MHz,
DMSO-dy) & 8.57 (brs, 3H), 7.59 (d, /= 8.4 Hz,
1H), 7.10 (dd, J=8.4, 2.1 Hz, 1H), 6.97 (d, J=2.1
Hz, 1H), 4.73 (s, 2H), 4.18-4.13 (m, 2H), 344-3.26
(m, 2H), 2.95 (d, J=36.0 Hz, 3H), 1.27 (d, /= 6.3
Hz, 3H), 1.13 (dt,J = 24.4, 6.9 Hz, 3H).

281

MS (ESI): m/z 265 [M+H]. 'H NMR (300 MHz,
CD;0D) § 7.26-7.16 (m, 3H), 4.99 (d, J = 15.6 Hz,
1H), 4.85 (d, /= 15.6 Hz, 1H), 4.28 (s, 1H), 4.05 (q,
J=6.6 Hz, 1H), 3.57-3.31 (m, 2H), 3.05 (d, /= 34.1
Hz, 3H), 1.41 (d, /= 6.6 Hz, 3H), 1.24 (dt, /=237,
7.2 Hz, 3H).

282

MS (ESI): m/z 265 [M+H]. 'H NMR (300 MHz,
CD;0D) § 7.09-7.00 (m, 3H), 4.69 (s, 2H), 4.17-
4.04 (m, 2H), 3.40-3.32 (m, 2H), 2.89 (d, J = 34.8
Hz, 3H), 1.17 (d, J = 6.6 Hz, 3H), 1.09 (dt, J = 24.6,
7.2 Hz, 3H).
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= fie 51 nEtEH DT —2
NH, SFC MS(ESI): m/z 150 [M+H]. 'H NMR (400
AD-H 20%250mm, | MHz, CD:0D) d 7.36-7.49 (m, 3H), 7.20 (d,
Sum J =176 Hz, 1H), 4.95 (d,.J - 15.2 Hz, 1H),
o) 65:35 COy/MeOH | 4.82 (d,.J = 15.6 Hz, 1H), 4.38 (s, 1H), 4.26
111 (0.1% NH,4OH) (dd, J = 12.8, 1.6 Hz, 1H), 3.99 (dd, J =
FME 12.8,2.0 Hz, 1H)
NH; SFC MS(ESI): m/z 150 [M+H]. 'H NMR (400
AD-H 20x250mm, | MHz, CD:0D) 6 7.36-7.49 (m, 3H), 7.20 (d,
Sum J =17.6Hz, 1H), 495 (d, J = 15.2 Hz, 1H),
o) 65:35 CO2/MeOH | 4.82 (d,.J = 15.6 Hz, 1H), 4.38 (s, 1H), 4.26
1 (0.1% NH,OH) (dd,J = 12.8, 1.6 Hz, 1H,), 3.99 (dd, J =
SME 12.8, 2.0 Hz, 1H)
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= e 5

SR EH

aHT—42

SFC
AD 20x250mm, Spum
75:25 CO,/MeOH
(0.1% NH,OH)
FME

MS(ESI): m/z 168 [M+H]. "H NMR (500
MHz, CD;0D) 6 7.28-7.18 (m, 3H), 4.94 (d,
J=150Hz, 1H,), 4.78 (d,J = 15.5 Hz, 1H),
4.40 (s, TH), 4.25 (dd, J — 12.5, 1.5 Hz, 1H),
3.98 (dd, J = 12.5, 2.5 Hz, 1H).

SFC
AD 20%250mm, Sum
75:25 CO,/MeOH
(0.1% NH4OH)
SME

MS(ESI): m/z 168 [M+H]. "H NMR (500
MHz, CD;0D) 8, 7.28-7.18 (m, 3H), 4.94 (d,
J =15.0 Hz, 1H), 4.78 (d, J = 15.5 Hz, 1H),
4.40 (s, 1H), 4.25 (dd, J = 12.5, 1.5 Hz, 1H),
3.98 (dd, J = 12.5, 2.5 Hz, 1H).

SFC
AD 20x250mm, Sum
80:20 CO»/MeOH

MS (ESI): m/z 177 [M+H]. "H NMR (500
MHz, CD;0D) 6 7.17 (d, J= 11.6 Hz, 3H),
4.82 (d, J=14.6 Hz, 1H), 4.78 (d, /= 8.6
Hz, 1H), 4.74 (d, /= 14.6 Hz, 1H), 4.21-4.14

i (0.5§§EH3) (m, 1H), 4.07-4.02 (m, 1H), 2.40 (s, 3H),
2.19-2.28 (m, 2H).
NH; _— MS (ESI): m/z 177 [M+H]. 'H NMR (500
AD 20%250mm, Sum | MH2 CDs0D) 6 717 (d, /= 114 Hz, 3H),
5020 COUMeOH | 482 (& /=146 Hz, 1H), 4.78 (d, J= 8.4
5 (0.5% NH Hz, 1H), 4.74 (d, /= 14.6 Hz, 1H), 4.22-4.14
o “SME (m, 1H), 4.07-4.02 (m, 1H), 2.40 (s, 3H),
230 -2.15 (m, 2H).
MS (ESI): m’z 183 [M-16]. TH-NMR of
NH, SEC freebase (500 MHz, CDCl3) 6 8.17 (d, .J —
J AD-H 20x250mm, | 8.5 Hz, 1H), 7.87 (d, J = 8.0 Hz, 1H), 7.76
O Spm (d, 7~ 8.5 Hz, 1H), 7.63-7.59 (m, 1H), 7.53-
o) 60:30 CO»/MeOH | 7.50 (m, 1H), 7.12 (d, J — 8.5 Hz, 1H), 4.99-
-, (0.5% NH,0H) 4.88 (m, 2H), 4.38 (s, 1H), 4.27(d, J ~ 11.5
FME Hz, 1H), 4.00-3.97 (dd, J = 11.0, 2.5 Hz,
1H), 1.90 (s, 2H).
MS (ESI): m/z 183 [M-16]. "H-NMR of
NH; ‘ SFC freebase (500 MHz, CDCls) 6 8.16 (d, J =
AD-H 20x250mm, | 9.0 Hz, 1H), 7.87 (d, J = 8.0 Hz, 1H), 7.76
Sum (d,J = 8.5 Hz, 1H), 7.63-7.59 (m, 1H), 7.53-
o) 60:40 COy/MeOH | 7.50 (m, 1H), 7.12 (d, J = 8.5 Hz, 1H), 4.99-
- (0.5% NH,OH) 4.88 (m, 2H), 4.39 (s, 1H), 4.28 (d,./ = 11.5
SME Hz, 1H), 4.00-3.97 (dd, J = 11.0, 2.5 Hz,

1H), 1.92 (s, 2H).
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NH; Cl - MS (ESI): m/z 218 [M+H]. 'H NMR (400
cl MHz, CD:0D) 6 7.64 (d, J = 8.4 Hz, 1H),
A%iooxég)nﬁéggm 721 (d,J= 8.4 Hz, 1H), 496 (d, J= 15.9
9) ((') 1% NZ}LOH) Hz, 1H), 4.78 (d, J= 15.9 Hz, 1H), 4.67 (s,
119 el 1H), 4.32 (d, /= 13.0 Hz, 1H), 3.92 (dd, J =
13.0, 1.8 Hz, 1H).
NH; Cl ST MS (ESI): m/z 218 [M+H]. 'H NMR (400
Cl MHz, CDs0OD) 6 7.64 (d, J= 8.4 Hz, 1H),
Ag)iooxéa‘&“égﬁm 721(d, J= 8.4 Hz, 1H), 4.96 (d, /= 15.9
0o (0.1% NELOH) Hz, 1H), 478 (d, /= 15.9 Hz, 1H), 4.66 (s,
50 OME 1H), 432 (d, /= 13.0 Hz, 1H), 3.92 (dd, /=
13.0, 1.9 Hz, 1H).
NH MS (ESI): m/z 180 [M+H]. "H NMR (400
2 SFC MHz, CD:0D)d 7.11 (d, /= 8.5 Hz, 1H),
OMe | AD 20x250mm, Sum | 7.05 (d,.J= 2.5 Hz, 1H), 7.00 (dd, .J = 8.5,
o 75:25 COy/MeOH | 2.6 Hz, 1H), 4.85 (d, /= 14.9 Hz, 1H), 4.73
1 (0.5% NH;) (d,.J=14.9 Hz, 1H), 4.34 (s, 1H), 4.23 (dd, J
FME =12.8, 1.4 Hz, 1H), 3.95 (dd, /= 12.8, 2.3
Hz, 1H), 3.83 (s, 3H).
g SFC e
OMe z, CD; A1({d,J=38. , IH),
C@’ A%?;é?“ﬁéégm 7.05 — 6.96 (m, 2H), 4.85 (d, J = 14.9 Hz,
o} '(o %52 12\1H-) 1H), 4.74 (d, J= 14.9 Hz, 1H), 4.32 (s, 1H),
122 A, 422 (dd,J=12.8,2.0 Hz, 1H), 3.95 (dd, J =
12.8, 2.3 Hz, 1H), 3.83 (s, 3H).
on | MEBECI TR
Z, 3 0=, m, o A
O(H\:/L)/ A;flooxégjzmtéﬁm J=8.0 Hz, 1H), 4.91-4.88 (m, 1H), 4.76 (d,
(0.5% NHy) J=152Hz, 1 H), 432 (s, 1H), 423 (d, J =
123 ( FI:/IE ¥ 12.8 Hz, 1H), 3.95 (dd, /= 12.8, 2.4Hz, 1H),
2.37 (s, 3H).
I SFC S
Z, 3 O [.28-1. m, s 5
((Ij/ A;;,Zlooxésgﬁ‘?éé%m J=8.0 Hz, 1H), 4.92-4.88 (m, 1H), 4.75 (d,
(0.5% NEL) J=152Hz, 1 H), 432 (s, 1H), 4.23 (dd, J =
124 (. S/IOME 3 12.8, 1.2Hz, 1H), 3.95 (dd, J=12.8, 2.4 Hz,
1H), 2.37 (s, 3H).
NH,
HPLC MS (ESI): m/z 178 [M+H]. "H NMR (500
AS-H 20x250, 10um | MHz, CD;0D) 6 7.10 (d, J= 7.2 Hz, 2H),
= 95:5 ~%¥4> /BtOH | 4.89 (s, 1H), 4.68 (d, /= 15.5 Hz, 1H), 4.30
(0.1%DEA) (s, 1H), 4.22 (d, /= 12.7 Hz, 1H), 3.92 (d, J
125 FME = 12.6 Hz, 1H), 2.35 (s, 3H), 2.18 (s, 3H).
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NH

<

126

HPLC
AS-H 20%250, 10um
95:5 Hexanes/EtOH
(0.1%DEA)
SME

MS (ESI): m/z 178 [M+H]. 'H NMR (500
MHz, CD;0D) é 7.11 (d, /= 15.7 Hz, 2H),
4.89 (s, 1H), 4.67 (d,.J= 15.5 Hz, 1H), 4.31
(s, 1H), 423 (d, /= 12.7 Hz, 1H), 3.92 (d, J
=12.6 Hz, 1H), 2.35 (s, 3H), 2.18 (s, 3H).

NH, ClI

9!

SFC
AD 20x250mm, Sum
70:30 CO,/MeOH

MS (ESI): m/z 184.0 [M+H]. "H NMR (400
MHz, CD;0D) 6 7.47-7.42 (m, 2 H), 7.19
(dd,J=6.0,3.2 Hz, 1 H), 5.00-4.78 (m, 2

127 (0.5% NH;) H), 4.63 (s, 1 H), 433 (dd, /= 12.8, 0.8 Hz,
SME 1 H),3.93(dd, /= 13.2, 2.0 Hz, | H).
NH; Gl SFC MS (ESI): m/z 184.0 [M+H]. 'H NMR (400

o

AD 20%250mm, Sum
70:30 CO/MeOH

MHz, CD;0D) 6 7.46-7.42 (m, 2 H), 7.18-
720 (m, 1 H), 4.99-4.78 (m, 2 H), 4.62 (s, 1

128 (0.5% NH3) H), 434-431 (m, 1 H), 3.93 (dd, /=128,
FME 1.6 Hz, 1 H).
§ SFC MS (ESI): m/z 164.1 [M+H]. "H NMR (400

d

AY 20x250mm, Spm
50:50 COy/MeOH

MHz, DMSO-d6) 3 8.73 (brs, 3 H), 7.42 (d,
J=6.8Hz, 1 H), 7.24-7.18 (m, 2 H), 4.79-
4.59 (m, 2H), 4.28 (s, 1 H), 4.22 (dd, J =

R
20 (O.SFQIT;H-%) 12.4,2.0 Hz, 1H), 3.84 (dd, /= 124, 2.0 Hz,
1 H), 2.13 (s, 3 H).
i SFC MS (ESI): m/z 164.1 [M+H]. "H NMR (400

3

AY 20%250mm, Sum
50:50 CO»/MeOH

MHz, DMSO-d6) 6 8.69 (br s, 3 H), 7.42 (d,
J=6.8 Hz, 1 H), 7.24-7.18 (m, 2 H), 4.79-
4.59 (m, 2H), 4.28 (s, 1 H), 4.20 (dd, J =

5%
130 (0"S§L§H~‘) 12.4, 1.6 Hz, 1 H), 3.83 (dd, /= 12.4, 2.4
Hz, | H), 2.13 (s, 3 H).
NH2 . 1
— MS (ESI): m/z 184 [M+H]. 'H NMR (400

3

OJ 20%250mm, Sum
70:30 CO»/MeOH

MHz, DMSO-d6) 6 8.88 (br s, 3H), 7.64 (d, J
= 7.6 Hz, 1H), 7.50-7.48 (m, 1H), 7.38 (t, /=
8.0 Hz, 1H), 4.82-4.61 (m, 2H), 4.36 (s, 1H),

o/
. 50 N} 4.28-4.25 (m, 1H), 3.88 (dd, /=12.4,2.4
e e Hz, 1H)
NH ‘
= SFC MS (ESI): m/z 184 [M+H]. "H NMR (400
01 20x250mm. 5um | Hz DMSO-d6) 6 8.87 (br s, 3H), 7.64 (d, J
© 70:30 CO /Méo”H =72 Hz, 1H), 7.48 (dd, /= 8.4, 0.8 Hz, 1H),
cl '(o 59 T\]Ha) 7.38 (t,J = 8.0 Hz, 1H), 4.82-4.61 (m, 2H),
132 SME 437 (s, 1H), 4.28-4.25 (m, 1H), 3.88 (dd, J =

12.8, 2.4 Hz, 1H).
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SHEEY

DHT—5

NH,
ﬁ@

SEC
IC 30%250mm, Spum
90:10 CO,/MeOH
(0.1% NH4OH)
FME

MS (ESI): m/’z 164 [M+H]. TH NMR (400
MHz, DMSO-d6) 6 8.56 (br s, 3H), 7.25 (d, J
=76Hz 1H), 7.12 (d, /= 7.2 Hz, 1H), 6.97
(d, J= 8.0 Hz, 1H), 4.87-4.68 (m, 2H), 4.32
(s, 1H), 430 (d, J=12.0 Hz, 1H), 3.75 (d, J
= 11.2 Hz, 1H), 2.42 (s, 3H).

SEC
IC 30%250mm, Spm
90:10 CO,/MeOH
(0.1% NH4OH)
SME

MS (ESI): m/’z 164 [M+H]. "H NMR (400
MHz, DMSO-d6) d 8.54 (br s, 3H), 7.26 (t, ./
=7.6 Hz, 1H), 7.12 (d, J= 7.2 Hz, 1H), 6.97
(d, J= 7.6 Hz, 1H), 4.87-4.68 (m, 2H), 4.39
(s, 1H), 4.30 (d, J= 12.0 Hz, 1H), 3.78-3.75
(m, 1H), 2.42 (s, 3H).

SFC

AD 20%250mm, Spum

55:45 CO,/MeOH

MS (ESI): m/z 178 [M+H]. '"H NMR (500
MHz, CD’0D) 6 7.22 (d, J = 8.0 Hz, 1H),
6.92 (d,J=8.0 Hz, 1H), 4.93 (d, J=15.0
Hz, 1H), 4.79 (d, J=15.0 Hz, 1H), 4.58 (s,

AD 20%250mm, Sum

55:45 CO,/MeOH

»
135 (O'SI;I:IEHS) IH), 430 (dd,.J = 12.5, 1.0 Hz, 1H), 3.90 (d,
J=12.5Hz, 1H), 2.34 (s, 3H), 2.33 (s, 3H).
o MS (ESI): mz 178 [M+H]. 'H NMR (500

MHz, CD;0D) é 7.23 (d, /= 7.5 Hz, 1H),
6.93 (d,J=7.5Hz, 1H), 493 (d,J=15.0
Hz, 1H), 4.79 (d, /= 15.0 Hz, 1H), 4.61 (s,

AY 4.6x250mm, Sum

85:15 CO,/EtOH

136 (O'SS&NEH” 1H), 4.30 (dd, /= 12.5, 1.0Hz, 1H), 3.91 (d,
J=12.5 Hz, 1H), 2.34 (s, 3H), 2.33 (s, 3H).
- MS (ESI); m/z 178 [M+H]. "H NMR (500
SFC MHz, CD;0D) 6 7.35 (d, J= 7.6 Hz, 1H),

7.25(d,J=7.5Hz, 1H), 7.05 (d, J= 7.7 Hz,
1H), 5.00 (d,J= 15.6 Hz, 1H), 4.84 (d, J =

AY 4.6x250mm, Spm

85:15 CO,/EtOH

e (0.1% NH;z) 15.6 Hz, 1H), 4.55-4.41 (m, 2H), 3.90 (dd, J
FME =13.1, 1.3 Hz, 1H), 2.85 (s, 3H), 2.47 (s,
3H).
- MS (ESI): m/z 178 [M+H]. '"H NMR (500
SFC MHz, CD;0D) 6 7.36 (t, J= 7.6 Hz, 1H),

7.25(d,J=7.5Hz, 1H), 7.04 (d,.J=7.7Hz,
1H), 4.99 (d,J = 15.6 Hz, 1H), 4.84 (d, J =

FME

s (0.1% NHz) 15.7 Hz, 1H), 4.53-4.42 (m, 2H), 3.90 (dd, .J

SME =13.1, 1.2 Hz, 1H), 2.85 (s, 3H), 2.47 (s,

3H).

~NH HPLC MS (ESI) m/z 194 [M+H]. 'H NMR (400

OoMe | AY-H46x250mm, |MHz CD;OD) 6 7.14 (d,.J= 8.5 Hz, 1H),
( I j Sum 7.10-7.01 (m, 2H), 4.91 (d, /= 12.0 Hz, 4H),
o 90:10 ~%4 > /EtOH | 4.76 (d, J= 15.0 Hz, 1H), 4.43 (dd, J = 13.3,
139 (0.1% DEA) 0.8 Hz, 1H), 4.25 (s, 1H), 3.91 (dd, /= 13.3,

1.9 Hz, 1H), 3.85 (s, 3H), 2.77 (s, 3H).
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90:10 ~*%% > /EtOH

E e ar- =30 T4
SNH HPLC MS (ESI): m/z 194 [M+H]. '"H NMR (400
' oMe | AY-H4.6x250mm, | MHz CD;OD)4 7.14 (d,.J=8.5 Hz, 1H),
C©/ Sum 7.10-7.02 (m, 2H), 4.90 (d, J = 12.0 Hz, 1H),
0

4.76 (d, J=15.0 Hz, 1H), 4.43 (dd, J=13.2,

142

90:10 ~%+ > /EtOH
(0.1% DEA)

(d,J=15.2 Hz, 1H), 4.78 (d, /= 15.2 Hz,
1H), 4.43 (d, J= 12.8 Hz, 1H), 4.23 (s, 1H),
3.92 (dd, J=13.2, 2.0 Hz, 1H), 2.76 (s, 3H),

140 (0.1% DEA) 1.0 Hz, 1H), 4.25 (s, 1H), 3.91 (dd, J=13.2,
SME 1.9 Hz, 1H), 3.85 (s, 3H), 2.77 (s, 3H).
~NH — MS (ESI): m/z 178 [M+H]. "H NMR (400
AY-H 4.60250mm. | MHZ CD;0D) 8 7.32 (s, 1H), 7.28 (d, /=
@/ i S > | 8.0 Hz, 1H), 7.10 (d, /= 8.0 Hz, 1H), 4.93
o , . (d,J=15.2 Hz, 1H), 4.78 (d, J=15.2 Hz,
i 90'1?0 'I\fgg gtOH 1H), 443 (d, /= 12.8 Hz, 1H), 4.23 (s, 1H),
' 1;;4]3 3.92 (dd, J=13.2, 2.0 Hz, 1H), 2.76 (s, 3H),
2.38 (s, 3H).
S — MS (ESI): mz 178 [M+H]. "H NMR (400
. AV-H 4.6:250mm_ | MHZ CD30D) 8 7.32 (s, 1H), 7.28 (d, /=
qj/ e > | 80Hz, 1H),7.10 (d, /= 8.0 Hz, 1H), 4.93
0

146

80:20 ~x4% > /EtOH
(0.1% DEA)
SME

Sl 238 (s, 3H).
“NH SFC MS (ESI): m/z 192 [M + H]. "H NMR (400
é\ﬂ/é/ AY-H 4.6x250mm, | MHz, CD;0D) 6 7.25 (d, J= 7.8 Hz, 1H),
Sum 6.93 (d, /= 7.8 Hz, 1H), 4.94 (d,.J=15.4
0 80:20 COy/EtOH | Hz, 1H), 4.80 (d, /= 15.4 Hz, 1H), 4.53~
143 (1% NH;) 4.43 (m, 2H), 3.91~ 3.82 (m, 1H), 2.83 (s,
FME 3H), 2.33 (s, 6H).
“NH SFC MS (ESI): m/z 192 [M + H]. "H NMR (400
' AY-H 4.6x250mm, | MHz, CD;0OD) 6 7.27 (d, J= 8.0 Hz, 1H),
Sum 6.94 (d, /J=8.0Hz, 1H), 4.94 (d,./=15.4
0 80:20 CO,/EtOH | Hz, 1H), 4.80 (d, /= 15.3 Hz, 1H), 4.48 (dd,
144 (1% NH;) J=15.2,19Hz, 2H), 3.86 (dd, /=129, 0.9
SME Hz, 1H), 2.82 (s, 3H), 2.33 (s, 6H).
4 MS (EST); m/z 198 [M+H]. '"H NMR (500
NH Cl o HT;I;%O MHz, CD;0D) 6 7.36 (t, J = 7.6 Hz, 1H),
&i i S MM 1 725 (d, /= 7.5 Hz, 1H), 7.04 (d,./J= 7.7 Hz,
. . 1H), 4.99 (d,J = 15.6 Hz, 1H), 4.84 (d, J =
¥ i 80'2?0 'Eggﬁtm 15.7 Hz, 1H), 4.53 — 442 (m, 2H), 3.90 (dd,
- J=13.1, 1.2 Hz, 1H), 2.85 (s, 3H), 2.47 (s,
FME 3H) ‘
SNH cl HPLC MS (ESI): m/z 198 [M+H]. "H NMR (500
' AY-H 4.6x250mm, | MHz, CD;0OD) 6 7.53 — 7.47 (m, 2H), 7.22
Sum (dd, J = 8.6, 6.6 Hz, 1H), 5.01 (d, /= 15.9
0

Hz, 1H), 4.83 (d, J=15.9 Hz, 1H), 4.59 —
4.46 (m, 2H), 3.92 (dd, J=13.4, 1.6 Hz,

1H), 2.88 (s, 3H).
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~NH Gl HPLC MS (ESI): 72z 232 [M+H]. "H NMR (400
i AY-H 4.6x250mm, | MHz, CD;OD) d 7.67 (d, ./ = 8.8 Hz, 1H),
O j’ Sum 7.23 (d,J=8.4 Hz, 1H), 4.99 (d, J = 16.0
0 90:10 ~¥4/EtOH | Hz, 1H), 4.79 (d, J= 16.4 Hz, 1H), 4.59 (s,
147 (0.1% DEA) 1H), 4.52 (d, J= 13.6 Hz, 1H), 3.89 (dd, J =
FME 12.8, 1.2 Hz, 1H), 2.89 (s, 3H).
~NH I HPLC MS (ESI): m/z 232 [M+H]. "H NMR (400
' - AY-H 4.6x250mm, | MHz, CD;OD) 6 7.67 (d,.J= 8.8 Hz, 1H),
Spm 721 (d,J= 8.4 Hz, 1H), 499 (d,J = 16.0
0 90:10 ~%% > /EtOH | Hz, 1H), 4.79 (d, J= 16.4 Hz, 1H), 4.59 (s,
148 (0.1% DEA) 1H), 4.52 (d, J= 13.6 Hz, 1H), 3.89 (dd, J =
SME 12.8, 1.2 Hz, 1H), 2.89 (s, 3H).
~
hiH - MS (ESI): m/z 198 [M+H]. "H NMR (400
AY 209250mm, Sum | MHZ CD:0D) 6 7.52 (dd, /= 13.3, 8.0 He,
o 3020 COVEtOH | 2D: 7:42 (t.7= 7.8 Hz, 1H), 5.03 (4, J =
(0.2% NEL) 163 Hz, 1H), 4.74 (d, /= 16.3 Hz, 1H), 4.46
Cl IME (d, J=13.2 Hz, 1H), 4.33 (s, 1H), 3.93 (dd, J
149 = 13.2, 1.5 Hz, 1H), 2.79 (s, 3H).
~
e SFC MS (EST): m/z 198 [M+H]. 'H NMR (400
AY-H 20x250mm, | MHz, CD:OD) é 7.41 (dd,.J = 16.0, 6.6 Hz,
o Sum 2H), 731 (t, J = 7.8 Hz, 1H), 492 (d,.J =
80:20 CO/EtOH | 163 Hz, 1H), 4.63 (d, J= 16.3 Hz, 1H), 435
Cl (0.2% NH;) (d,J=13.3 Hz, 1H), 4.22 (s, 1H), 3.82 (dd, J
150 SME = 13.2, 1.5 Hz, 1H), 2.68 (s, 3H).
wo _[WSES me o
~. 3 Z, Ll f m, P 3
OW/\B@ O&%ﬁ%g‘im’gﬁm J=12,7.2,08 Hz, 1H), 7.37 (dd, J=8.0, 8.0
(0.2 L) Hz, 1H), 7.20 (d, J= 7.2 Hz, 1H), 4.86 (s,
151 (O e 2H), 4,30 (m, TH), 4.21 (s, 1H), 133 (d, J =
' 6.8 Hz, 3H).
NH, s MS (ESI): m/z 164 [M+H]. 'H NMR (400
MHz, CD;0D) ¢ 7.48 (m, 1H), 7.42 (ddd,
m Ogof‘i%%ggmgﬁm J=7.6,7.6, 1.2 Hz, 1H), 7.37 (dd, J=7.6, 7.6,
15 0.2 Hz, 1H), 7.20 (d, /=7.2 Hz, 1H), 4.86 (s,
Feren 2H), 431 (m, 1H), 4.22 (s, 1H), 133 (d,
J=6.8 Hz, 3H).
NH SFC MS (ESI): m/z 164 [M+H]. "H NMR (400
IC 20%250mm, Sum | MHz, CDsOD) 0 7.45-7.34 (m, 3H), 7.20 (d,
o 85:15 CO,/MeOH | J=7.2 Hz, 1H), 4.98 (d, J=15.6 Hz, 1H),
i (0.5% NH) 4.90-4.86 (m, 1H), 4.28 (s, 1H), 4.08-4.03

FME

(m, 1H), 1.42 (d, J=6.4 Hz, 3H).
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NH; SFC MS (ESI): m/z 164 [M+H]. 'H NMR (400
% IC 20%250mm, S5um | MHz, CD;0D) ¢ 7.47-7.34 (m, 3H), 7.20 (d,
m 85:15 CO/MeOH | J=7.6 Hz, 1H), 4.98 (d, /=15.6 Hz, 1H),
154 (0.5% NH;) 4.90-4.86 (m, 1H), 4.29 (s, 1H), 4.07-4.03
SME (m, 1H), 1.42 (d, J=6.4 Hz, 3H).
e (MR as R
~< Z, 3 2 S, , 1. ,J=0,
m/ A]é);_‘ﬁxégemggm Hz, 1H), 7.09 (d, J=7.7 Hz, 1H), 4.83 (d,
T ) J=2.2 Hz, 2H), 4.27 (qd, J=6.7, 2.6 Hz, 1H),
155 (©. F';IE % 4.15 (d, /=2.4 Hz, 1H), 2.39 (s, 3H), 1.33 (d,
J=6.7 Hz, 3H).
NH, SHe MS (ESI): m’z 178 [M+H]. 'H NMR (500
AD 4.6+250mm, Sum 1}\{11{2, CD;0D) é 727 (s, 1H), 7.26 (d, J=8.6
! 85:15 COyMoOH z, 1H), 7.09 (d, /= 7.7 Hz, 1H), 4.83 (s,
0.2% NH>) 2H), 4.28 (qd, J=6.6, 2.6 Hz, 1H), 4.15 (d,
156 & si\o/{E ¢ J=2.4 Hz, 1H), 2.39 (s, 3H), 1.33 (d, J=6.7
Hz, 3H).
NH, HPLC MS (ESI): m/z 178 [M+H]. '"H NMR (400
AY-H 4.6x250mm, | MHz, CD;0D) d 7.26 (s, 1H), 7.24 (d, J=8.0
\/:E@/ Sum Hz, 1H), 7.08 (d, J=8.0 Hz, 1H), 4.93 (d,
0 90:10 ~%4%> /EtOH | J=12.0 Hz, 1H), 4.84 (d, /=15.3 Hz, 1H),
157 (0.1% Et;NH) 422 (s, 1H), 4.03 (dd, J=6.6, 1.6 Hz, 1H),
FME 2.38 (s, 3H), 1.41 (d, J=6.6 Hz, 3H).
NH, HPLC MS (ESI): m/z 178 [M+H]. "H NMR (400
- AY-H 4.6x250mm, | MHz, CD;0D) d 7.26 (s, 1H), 7.25 (d, J=8.1
CQ/ Sum Hz, 1H), 7.08 (d, J/=7.7 Hz, 1H), 4.94 (d,
o 90:10 ~*4%>/EtOH |J=12.0 Hz, 1H), 4.84 (d, /=15.4 Hz, 1H),
158 (0.1% Et,NH) 423 (s, 1H), 4.03 (dd, /=6.6, 1.6 Hz, IH),
SME 238 (s, 3H), 1.41 (d, J=6.6 Hz, 3H).
NH. Cl SFC _ |
” IC 20%250mm, Sum MS (ESI): m/z 198 [M+H]. 'H NMR (400
! 5020 COyMeOH | MHZ CD;0D) 8 7.47-7.44 (m, 2H), 7.27-
(0.2% NH;) 7.17 (m,1H), 4.88 (s, 2H), 4.48-4.43 (m, 2H),
159 g veiy 1.28 (d, /=6.8 Hz, 3H).
et SEL MS (ESI): m/z 198 [M+H]. "H NMR (400
Lz :
\Oé Ig&g;?g?ﬁ;g‘ﬁm MHz, CD;0D) 8 7.52-7.41 (m, 2H), 7.25-
O (0.2 NT) 7.16 (m, 1H), 4.88 (s, 2H), 4.53-4.39 (m,
160 ‘ S;.iE 3 2H), 1.28 (d, J = 6.8 Hz, 3H).
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SFC
AY 30%250mm, Sum
80:20 CO,/MeOH
(0.1% NH40H)
FME

MS (ESI): m/z 161 [M-16]. "H NMR (400
MHz, CD;0D) é 8.48 (bs, 3 H), 7.10 (dd, J;
= 6.4 Hz, J,=20 Hz, 2 H), 4.80 (d, J= 12.4
Hz, 1 H),4.61 (d,J=12.8 Hz, 1 H), 439 (s
1 H), 427 (d,J=9.6 Hz, 1 H), 3.73 (d, J=
9.6 Hz, 1 H), 2.38 (s, 3 H), 2.10 (s, 3 H).

b

0

I
se

SFC
AY 30x250mm, Sum
80:20 CO,/MeOH
(0.1% NH4OH)
SME

MS (ESI): m/z 161 [M-16]. "H NMR (400
MHz, CD:0D) 6 8.52 (bs, 3 H), 7.09 (m, 2
H), 481 (d, /=132 Hz, 1 H), 4.61 (d, J=
12.4 Hz, 1 H), 4.39 (d, J=2.8 Hz, 1 H), 4.28
(d,J=10.0 Hz, 1 H), 3.72 (d, /= 9.6 Hz, 1
H), 2.39 (s, 3 H), 2.09 (s, 3 H).

~
~

SFC
1C 4.6x250mm, Sum
85:15 CO/MeOH

MS (ESI): m/z 178 [M+H]. 'H NMR (400
MHz, CD;0D) 6 7.34 (t, J = 7.6 Hz, 1H),
7.23(d,J=7.5Hz, 1H), 7.03 (d, J=7.7 Hz,

(0.2% NH;) 1H), 4.88 (s, 2H), 4.49 — 4.35 (m, 2H), 2.45
FME (s, 3H), 1.27 (d, J = 6.7 Hz, 3H).
SFC MS (ESI): m/z 178 [M+H]. "H NMR (400

IC 4.6x250mm, Sum
85:15 CO/MeOH

MHz, CD-0D) 6 7.34 (t, J = 7.6 Hz, 1H),
723 (d,J=7.5Hz, 1H), 7.03 (d, J= 7.7 Hz,

o
0
o)

O
i

(0.2% NH;) 1H), 4.88 (s, 2H), 4.48 — 4.37 (m, 2H), 2.46
SME (s, 3H), 1.27 (d, J = 6.7 Hz, 3H),
HPLC MS (ESI): m/z 178 [M+H]. 'TH NMR (400
AY-H 20x250mm, | MHz, CDs0D) 6 7.32 (t,.J= 7.6 Hz, IH),
Sum 722(d,J=75Hz |H), 7.02(d,J=7.7 Hz,

90:10 ~%4 2/EtOH
(0.1% Et,NH)

1H), 4.99 (d, J= 15.6 Hz, 1H), 4.87 (s, 1H),
4.44 (s, 1H), 4.08 —3.99 (m, 1H), 2.45 (s,

NH->
165
NH;
166
NH.
167
N,
168
NH,
169
170
H
OMe
171
] H2
172

OD 20x250mm, Sum
85:15 CO-/MeOH
(0.2% NH3)
SME

MHz, CD;0D) 6 7.13 (d, J= 9.3 Hz, 1H),
7.04-7.01 (m, 2H), 4.81 (d, /= 1.7 Hz, 2H),
425 (dd, J=6.6, 2.4 Hz, 1H), 4.17 (s, 1H),
3.85 (s, 3H), 1.34 (d, /= 6.7 Hz, 3H).

FME 3H), 1.44 (d, J = 6.6 Hz, 3H).
HPLC MS (ESI): m/z 178 [M+H]. "H NMR (400
- AY-H 20x250mm, | MHz, CD:0D) d 7.32 (t, J = 7.6 Hz, 1H),
5um 722(d, J=17.5Hz, 1H), 7.02 (d,J = 7.6 Hz,
o 90:10 ~¥%/EtOH | 1H), 499 (d,.J= 15.6 Hz, 1H), 4.87 (s, 1H),
(0.1% Et;NH) 443 (s, 1H), 4.03 (d, J = 6.6 Hz, 1H), 2.44
SME (s, 3H), 1.43 (d,J = 6.6 Hz, 3H).
N SFC MS (ESI): m/z 194 [M+H]. "H NMR (400
b OD 20%250mm, 5ym | MHz, CDs0D) 6 7.13 (d, J= 8.2 Hz, 1H),
o 85:15 COy/MeOH | 7.04-7.01 (m, 2H), 4.86-4.75 (m, 2H), 4.25
(0.2% NH;) (tt,J= 6.7, 3.3 Hz, 1H), 4.17 (d, J=2.3 Hz,
FME 1H), 3.85 (s, 3H), 1.34 (d, J = 6.7 Hz, 3H).
N SFC MS (ESI): m/z 194 [M+H]. "H NMR (400
O
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SFC
AD 4.6x250mm, Spm
90:10 CO/MeOH

MS (ESI): m/z 194 [M+H]. "H NMR (400
MHz, CD;0D) é 7.11 (s, 1H), 7.02 (d, J =
6.4 Hz, 2H), 4.90 (s, 1H), 4.84 (s, 1H), 4.24

~

(0.2% NH;) (s, 1H), 4.03 (s, 1H), 1.41 (d, J = 6.6 Hz,
FME 3H).
- MS (ESI): m/z 194 [M+H]. TH NMR (400

AD 4,6%250mm, Sum
90:10 CO./MeOH
(0.2% NH3)

MHz, CD;0D) 6 7.12 (d, J= 9.2 Hz, 1H),
7.05 — 6.99 (m, 2H), 4.90 (s, 1H), 4.82 (d, J
=15.0 Hz, 1H), 4.24 (s, 1H), 4.03 (dd, J =
6.6, 1.6 Hz, 1H), 3.85 (s, 3H), 1.41 (d, J =

90:10 ~¥4 > /EtOH
(0.1% Et,NH)
FME

483 (d,J=15.6 Hz, IH), 429 (s, |H), 3.75
—3.72 (m, 1H), 2.39 (s, 3H), 1.76-1.66 (m,

NH,
OMe
O
173
Mk
- OMe
S0
174
SME 6.6 Hz, 3H).
Ve SEC MS (ESI): m/z 198 [M+H]. "H NMR (400
IC 30+250mm, Sum MHz, CD;OD) 6 7.39 (d, /= 8.0 Hz, 1 H),
o) _ : 727(d,J=8.4Hz 1 H), 504 (d, J=16.0
80:20 CO,/MeOH -
L (0. 1% NH,OH) Hz, 1 H), 4.72(d,./= 16.4 Hz, 1 H), 4.59-
158 EME 4.58 (m, 1 H), 4.35-4.30 (m, 1 H), 3.90 (dd, J
=128, 1.2 Hz, 1 H), 2.48-2.47 (m, 3 H).
ik SEC MS (ESI): m/z 198 [M+H]. '"H NMR (400
IC 30%250mm, Spm MHz, CD;0D) 6 7.39 (d, /= 8.0 Hz, 1 H),
o) 8020 CO/MeOH | /26 (4. /=84 Hz, | H), 5.04(d, /=164
e ('O 1% NH;OH) Hz, 1 H),4.71 (d, /=16.0 Hz, 1 H), 4.58-
176 " i 456 (m, 1 H), 4.33-4.29 (m, 1 H), 3.90 (dd, J
=12.4,1.2 Hz, 1 H), 2.47-2.46 (m, 3 H).
NH, SFC MS (ESI): m/z 175 [M-16]. "H NMR (400
- ég/ AD-H 20x250mm, | MHz, CD;0D) 6 7.29 (s, 1H), 7.26-7.24 (d, J
Sum = 8.0 Hz, 1H), 7.09-7.07 (d, J = 7.9 Hz, 1H),
2 90:10 CO/MeOH | 4.80 (s, 2H), 4.21 (s, 1H), 4.03-3.99 (m, 1H),
177 (0.2% NH3) 239 (s, 3H), 1.66-1.56 (m, 2H), 1.10-1.06 (t,
FME J=17.4Hz, 3H).
NH, SFC MS (ESI): m/z 175 [M-16]. "H NMR (400
' AD-H 20%250mm, | MHz, CD;0D) J 7.30 (s, 1H), 7.26-7.24 (d, J
W Spm = 8.0 Hz, 1H), 7.09-7.07 (d, J= 7.9 Hz, 1H),
L 90:10 CO/MeOH | 4.80 (s, 2H), 4.21 (s, 1H), 4.04-4.00 (m, 1H),
178 (0.2% NH;) 239 (s, 3H), 1.66-1.57 (m, 2H), 1.10-1.06 (t,
SME J=17.4Hz, 3H).
NH, HPLC MS (ESI): m/z 192 [M+H]. "H NMR (400
AY-H 50x250mm, | MHz, CD;0D) d 7.27-7.25 (m, 2H), 7.09 (d,
) Sum J=17.6Hz, 1H), 498 (d, /=152 Hz, 1H),
179

2H), 1.16 (t,/ = 7.2 Hz, 3H).
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IC 30%250mm, Sum
90:10 CO»/MeOH
(0.1% NH4OH)
SME

= e 51 nEEEH PHT—4
NH, HPLC MS (ESI): m/z 192 [M+H]. 'H NMR (400
2 AY-H 50x250mm, | MHz, CD:0D) é 7.27— 7.25 (m, 2H), 7.09
Ti:(j/ Sum (d,J=7.6 Hz, 1H), 498 (d, /= 15.6 Hz,
) 90:10 ~%+ > /EtOH | 1H), 4.83 (d, /=152 Hz, 1H), 4.29 (s, 1H),
180 (0.1% Et,NH) 3.75 —3.72 (m, 1H), 2.39 (s, 3H), 1.76-1.66
SME (m, 2H), 1.14 (t,.J= 7.6 Hz, 3H).
i = REC MS (ESI): m/z 196 [M+H]. "H NMR (400
e 1 5
Ig;?g?g%;ﬁg’ﬂ“ MHz, CD;0D) d 7.30 -7.20 (m, 3H), 4.82 (s,
9 ©0.1% b OH) 2H), 4.29 (s, 1H), 4.03 -4.00 (m, 1H), 1.70 —
181 1% NH;4 - -
EME 1.56 (m, 2H), 1.09 (t, J = 7.6 Hz, 3H).
NH, SFC MS (ESI): m/z 196 [M+H]. "H NMR (400
F | 1C30%250mm, 5um | MHz, CD:0D) 8 7.27 -7.18 (m, 3H), 4.82 (s,
o 90:10 COy/MeOH | 2H), ), 4.27 (d,.J=2.0 Hz, 1H), 4.02 -3.98
189 (0.1%NH,OH) | (m, 1H), 1.70 — 1.54 (m, 2H), 1.09 (t, /= 7.6
SME Hz, 3H).
& F SEC MS (ESI): ar/z 182 [M+H]. '"H NMR (400
) 1(9703??8 chgmmr?[’ g‘ﬁ“ MHz, CD;0D) 6 7.26- 7.20 (m, 3H), 4.84 (s,
o i St 2H), 4.27-4.22 (m, 2H), 1.33 (d, J= 6.8 Hz,
S5 (0.1% NH,0H) 31
FME '
SFC

MS (ESI): m/z 196 [M+H]. '"H NMR (400
MHz, CD;0D) 6 7.26—7.19 (m, 3H), 4.84 (s
2H), 4.28-4.22 (m, 2H), 1.33 (d, J= 6.8 Hz,
2H).

>

SFC
IC 20%250mm, Sum
85:15 CO/MeOH

MS (ESI): m/z 182 [M+H]. "H NMR (400
MHz, CD;0D) 6 7.27-7.17 (m, 3 H), 4.96 (d,
J=15.6Hz, 1 H),4.85(d,.J=15.6 Hz, 1 H),

(0.2% NHs) 432 (s, 1 H), 4.07-4.02 (m, 1 H), 1.42 (d, J =
FME 6.4 Hz, 3 H).
SFC MS (ESI): m/z 182 [M+H]. 'H NMR (400

IC 20%250mm, Sum
85:15 CO,/MeOH

MHz, CD;0D) 6 7.27-7.17 (m, 3 H), 4.96 (d,
J=152Hz, 1 H), 485 (d,J=15.6 Hz, 1 H),

NH;
F
Ty
184
NH-»
F
(0]
185
NH;

\ F
90l
186
NH,

F
O
187

(0.2% NH;) 432 (s, 1 H), 4.07-4.02 (m, 1 H), 1.42 (d, J=
SME 6.4 Hz, 3 H).
SFC MS (EST): m/z 196 [M+H]. 'H NMR (400

IC 30%250mm, Sum
90:10 CO»/MeOH
(0.1% NH4OH)
FME

MHz, CD;0D) d 7.26-7.18 (m, 3H), 5.03 (d,
J=15.2 Hz, 1H), 4.86-4.83 (d, J=15.2 Hz,
1H), 4.37 (s, 1H), 3.77-3.73 (m, 1H), 1.79-
1.65 (m, 2H), 1.16-1.12 (t, J = 7.6 Hz, 3H).
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Mk SFC MS (ESI): m/z 196 [M+H]. "H NMR (400
e F'| 1C30%250mm, Sym | MHz, CD;0D) d 7.26-7.18 (m, 3H), 5.03 (d,
o 90:10 COy/MeOH | J=15.2 Hz, 1H), 4.86-4.83 (d,./=15.2 Hz,
188 (0.1% NH4OH) 1H), 4.37 (s, 1H), 3.77-3.73 (m, 1H), 1.79-
SME 1.65 (m, 2H), 1.16-1.12 (t, /= 7.6 Hz, 3H).
e SFC MS (ESI): m/z 161 [M-16]. "H NMR (400
AY-H4.7<100mm, | MHz, CD;0D)é 7.33 (d,J= 8.0 Hz, 1H),
o Spm 7.17 (d, J=8.0 Hz, 1H), 7.01 (s, 1H), 4.95-
189 EtOH (1% NH;) 4.82 (m, 2H), 4.23 (s, 1H), 4.05-4.04 (m,
FME IH), 2.35 (s, 3H), 1.41 (d, /= 6.8 Hz, 3H).
e SFC MS (ESI): m/z 161 [M-16]. "H NMR (400
o AY-H 4.7x100mm, | MHz, CD;0D) 6 7.33 (d, /= 8.0 Hz, 1H),
0 Spm 7.17 (d, J= 8.0 Hz, 1H), 7.01 (s, 1H), 4.95-
190 EtOH (1% NHs) 4.82 (m, 2H), 4.23 (s, 1H), 4.05-4.04 (m,
SME 1H), 2.35 (s, 3H), 1.41 (d, J = 6.8 Hz, 3H).
NH, HPLC MS (ESI): m/z 178 [M+H]. 'TH NMR (400
MHz, CD;0D) 8 7.47-7.42 (m, 2H), 7.38 (t,
AY 20%250mm, 10um | ¥
90:10 mEssiEon | 4= 5Hz 1H), 7.22 (,J=16Hz, 1H),
O ' (0.1% E,NH) 5.05(d, J=15.6 Hz, 1H), 4.90 (d, /= 15.6
191 ' I;’Mé Hz, 1H), 4.35 (s, 1H), 3.78-3.75 (m, 1H),
1.79-1.66 (m, 2H), 1.16 (t, / = 7.2 Hz, 3H).
NH, —_— MS (ESI): m/z 178 [M+H]. "TH NMR (400
L AY 20%250mm, 10um | MHZ CDOD) 4 7.48-742 (m, 2H), 738 (t,
6010 meessimion | 4= 72 Hz, 1H), 7.22 (d,J= 7.6 Hz, 1H),
o e 5.05(d, J=15.2 Hz, 1H), 4.90 (d, J=15.2
192 ' SMEZ Hz, 1H), 4.36 (s, 1H), 3.78-3.75 (m, 1H),
1.78-1.69 (m, 2H), 1.16 (t, /= 7.2 Hz, 3H).
NH, DAL S some | MS (ESD: m/z 161 [M-16]. 'H NMR (400
s Sum > | MHz, CD;0OD) 6 7.48-7.36 (m, 3H), 7.21-
o , 719 (d,J=7.5 Hz, 1H), 4.85 (s, 2H), 4.27
193 90'18%?\2].’3”"[;3% (d,J=2.1 Hz, 1H), 4.05-4.01 (m, 1H), 1.67-
7/ 3 o
EME 1.56 (m, 2H), 1.09-1.07 (t, /= 7.4 Hz, 3H).
SFC Leq
NH; . MS (ESI): m/z 161 [M-16]. ' H NMR (400
m On-H 25?;350’“‘“’ MHz, CD;0D) 6 7.46-7.36 (m, 3H), 7.21-
, 7.19 (d, J= 7.5 Hz, 1H), 4.85 (s, 2H), 4.25
Q "0‘185?5@“‘;0‘* (d,J=2.1 Hz, 1H), 4.04-4.00 (m, 1H), 1.66-
195 S"ME 5 1.55 (m, 2H), 1.11-1.07 (t, /= 7.4 Hz, 3H)
NH, SFC MS (ESI): m/z 178 [M + H]". 'TH NMR (400
. 0Z 20%250mm, Sum | MHz, CD;0D) 6 7.32 (d, /= 7.6 Hz, 1H),
75:25 CO/EtOH | 7.29 (d, J=8.0 Hz, 1H),7.03 (s, 1H), 4.87 (s,
= (1% NH;) 2H), 4.28-4.23 (m, 1H), 4.15 (d, /= 2.0 Hz,
252 FME 1H), 2.37 (s, 3H), 1.32 (d,J = 2.8 Hz, 3H).
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NH, SFC MS (ESI). mz 178 [M + H]". "H NMR (400
- 20%250mm, Sum z, CD; od7. ,J=6.0Hz, ]
0Z 20x250mm, Sum | MHz, CD;0D) 8 d 735 (d,.J = 6.0 Hz, 1H
\CQ\ 75:25 CO/EtOH | 7.29 (d,J = 8.0 Hz, 1H), 7.03 (s, 1H), 4.88
o (1% NH;) (s, 2H), 4.30-4.26 (m, 1H), 4.16 (s, 1H), 2.37
253 SME (s, 3H), 1.32 (d, /= 2.4 Hz, 3H).
NH2 A iﬂgl;gs omm. | MS (ESI: m’z 178 [M + HI". *H NMR (400
s > | MHz, D;0) 6 7.22-7.21 (m, 2H), 7.19-7.16
o o ok (m, TH), 5.15 (q, J = 6.8 Hz, 1H), 4.34-4.31
90'1(8 l’;f; ;]%OH (m, 2H), 3.95 (dd, J = 14.0, 2.0 Hz, 1H),
170 2
254 AN 2.17 (s, 3H), 1.40 (d, J = 7.8 Hz, 3H).
NH; AY.H 1:2&% omm. | MS (ESD:m’z 178 M+ HI , 'H NMR (400
o > | MHz, D;0) 6 7.22-7.21 (m, 2H), 7.19-7.16
o ‘ . (m, 1H), 5.15 (q, J = 6.8 Hz, 1H), 4.34-4.31
. 90'1(8 5 fgt ;T/HE;OH (m. 2H), 3.95 (dd, J = 14.0, 2.0 Hz, 1H),
1 . 1] 2
- SME 2.17 (s, 3H), 1.40 (d, /= 7.8 Hz, 3H).
Ooo0oo00ooano

gooooobobooo(@obooooooooobboooooooDoDbDDbDbbooooooo
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Oo0o0o0oao
HCI NH; ‘
S0
EhE M 161
5% NH HCI NH,
o) 0
P3
HN Boc EHEMH 162
5 Lo dt
o BOC‘H ‘ HCI NH, ‘
Boc-51
—_—
§ 90
S L5 E P4
u +£5 Lok = 163
Boc\NH HCI NH,
0] o 0
L P1 _ P1 EiEfl 164
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This International Searching Authority found multiple inventions in this international application, as follows:

See Supplemental Box

1. D As all required additional search fees were timely paid by the applicant, this international search report covers all searchable
claims.

2. D As all searchable claims could be searched without effort justifying additional fees, this Authority did not invite payment of
additional fees.

3. D As only some of the reqquired additional search fees were timely paid by the applicant, this intemnational search report covers
only those claims for which fees were paid, spesifically claims Nos.:

4. }Av{ No required additional search fees were timely prid by the applicant. Consequently, this international search report is
&;u:ligtef Bt.g 1th: ;:llvaention first mentioned in the claims; it is covered by claims Nos.:

Remark on Protest I:I The additional search fees were accompanied by the applicant’s protest and, where applicable, the
payment of a protest fee.

D The additionat search fees were accompanied by the applicant’s protest but the applicable protest
fee was not paid within the time limit gpecified in the invitation,

I:l No protest accompanied the payment of additional scarch fees,
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INTERNATIONAL SEARCH REPORT International application No.

PCTUS 17/44511

This application containg the following Inventions ar groups of inventions which are not 5o linkad ag to form a single general inventive
concept undar PCT Rule 13.1. In order for all inventions to ba examingd, the appropriate additional examination fees must be paid.

Group 1+ Claims 1-21, 47-51 diracted to a methed for treating & neurclogical or psychiatric disease or disorder, or neuropsychiatric or
behavior symptoms in a neurclogical disease or disorder, in a subject in need thereof, comprising administaring to said subject an
efactive amount of a compound of formula I: or a phammacaeutically acceptable salt thereof, The compound of farmula | will be searched
to the extent that it ancompasses the mathod for treating a neuwrological or psychiatric disease or disorder, or neuropsychiatric or
behavior symptoms in a neurclogical disease or disorder, in a subject In need thereof, comprising administaring to said subject an
efective amount of a compound of formula |: or a pharmaceutically acceptable salt thereof, wherein: g1 is 0; g2 is 0, and the sum of g1
plus g2 Is 0; R1, R2 and R3 are H; Rda, R4b, R7a, and R7b are H; R8, R9, R10 and R11 are H. 1tis believed that claims 1-6, 13, 18,
17(in part), 18-19, 20(in part), 21, 47-48 read on this first named invention, and thus thesa claims will be searched without fee. Applicant
is invited to elact additional compeunds of claim 1, wherein sach additional compound elected will require one additional invention fee,
Applicants must specify the claims that encompass any additionally elected compound. Applicants must further indicate, if applicable,
the cialms which encompass the first namad invention, if different than what was indicated abave for this group, Fallure to clearly identify
how any pald additional invention faes are to be applied to the "+ groupis) will result in only the first claimed invention to be searched.
An examplary election would be the method comprising administaring the compound of formula |: or a pharmaceutically acceptable salt
thereof, wherein: q1is 1; q2 is 0, and the sum of g1 plus g2 is 1; Rt is H; R2 and R2 are aliphatic {C1-CB)hydrocarbyl; R4a, R4b, R7a,
and R7b are H; RSa and R5b are halogen; R8, RY, and R11 are H; and R10 is (C1-CE)alkoxy {i.a., claims 1-6, 9(In part), 12, 16, 18-19,
21, 47.48),

Group |I: claims 22-46, 52-55 directed to 8 compound of formula Iz or a pharr stically ptable salt thereof, or a pharmaceutical
composition comprising a pharmaceutically accaptabla camrier and the compound thereof

Tha group of inventians listed above do not relate to a single general inventive concept under PCT Rule 13.1 because, under PCT Rule
13.2, they lack the same or correspending special technical features for the following reasons:

Special Technlcal Features:

Group |+ includes the tachnical feature of a method for treating a neurological or psychiatric disease or disorder, or neuropsychiatric or
behavior symptoms in a neurclogical dissass or disorder, in a subject in need thereof, comprising administering to sald subject an
effactive amount of a unique compound of farmula |, whigh is not raquired by any other invention of Group I+ or Group Il

Common tachnical featuras:

The inventions of Group |+ share the technical feature of the method for treating & neurological or psychiatric disease or discrder, or
neuropsychiatric or behavior symptoms in a neurclogical disease or digorder, in a subject in need thareof, comprising administering to
said subject an effective amount of the compound of formula I: or a pharmaceutically acceptable salt theraof, containing the same.

Groups I+ and |l share the technical feature of compound of formula | Ih clalm 23.

These shared technical features, howsver, do not provide a contribution over the prior art, as belng anlicipated by the joumnal article
shtitied "Modsl Studies Towards Stephaoxocanes: Construction of the 2-Oxa-4-aza-phenalene Core of Stephaoxocanidine and Eletsfine’
by Bianchi et al. (hereinafter ‘Bianchi'}. Bianchi discloses a compound of formula I: whereln: q1is 0; q2 is 0, and the sum of 1 plus g2 is
D; R1 and RZ ars H; R3 is alijphatic {C2)hydrocarbyl substitutad with two groups of (C1)alkoxy; R4a and R7a are H; R4b and R7b are
(C1)alkyl; R8, RS, and R10 are H; and R11 is (C1)alkoxy {p4732, "Scheme 1. Compound 16").

As said compound and compositions weara known in the art at the time of the invention, these cannot be considered special technical
features that would otherwise unify the inventions of Groups I+ and Il. The inventions of Group I+ and Il thus lack unity under PCT Rule
13,
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