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'"H NMR (300 MHz, DMSO): 8.79 (br, 1H), 8.50 (br, 1H), 6.00 (br, 1H), 5.80 (br, 1H), 3.20
(brd, J=12.3 Hz, 2H), 2.80 — 2.70 (br m, 3H), 2.00 — 1.40 (br m, 19H), 1.30— 1.15 (br m,
2H)
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'H NMR (300 MHz, CDCls): 4.15 — 4.05 (br, 2H), 3.63 — 3.47 (m, 1H), 2.91-2.81 (brm,
2H), 2.39 (g, J = 7.18 Hz, 2H), 2.13 — 1.88 (br m, 13H), 1.66 (br, 6H), 1.40 (qd, J= 8.3,
3.3Hz, 2H), 1.07 (t, J= 7.19 Hz, 3H)
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'H (300 MHz, CDCL): 4.10 — 4.00 (br, 2H),
3.60 — 3.45 (m, 1H), 2.90 — 2.78 (m, 2H), 2.32 — 2.22 (m, 2H), 2.10 — 1.70 (m, 13H), 1.70 —
1.57 (br, 6H), 1.56 — 1.30 (m, 4H), 0.88 (t, J = 7.4 Hz, 3H)
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'H (300 MHz, CDCls): 4.05 — 3.95 (br, 2H),
3.51 — 3.45 (m, 1H), 2.90 — 2.80 (m, 2H), 2.35 — 2.25 (m, 2H), 2.10 — 1.60 (br m, 19H), 1.50

—1.25 (m, 6H), 0.89 (t, J = 7.2 Hz, 3H)
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'H (300 MHz, CDCls): 7.35 — 7.20 (m, 5H), 4.00 —

3.94 (br, 2H), 3.58 — 3.45 (m, 1H), 3.43 (s, 2H), 2.80 —2.72 (m, 2H), 2.10 — 1.60 (br m, 19H),
1.35 (qd, J= 7.9, 3.3 Hz, 2H)
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'H (300 MHz, CDCl3): 4.28 (t,J=5.4 Hz,

1H), 4.09 (br, 1H), 3.05 (t, J= 6.2 Hz, 2H), 2.98 — 2.89 (br m, 2H), 2.38 (q, /= 7.4 Hz, 2H),
2.10 — 1.60 (br m, 19H), 1.52 — 1.40 (br m, 1H), 1.27 (qd, J=12.4, 3.7 Hz, 2H), 1.08 (t, J =
7.2 Hz, 3H)
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00 0=400 0O

'H (300 MHZ, CDCl3): 4.69 (t, J = 5.8 Hz, 1H), 4.38 (br, 1H), 3.08 —

2.94 (m, 4H), 2.42 — 2.32 (m, 2H), 2.10 — 1.55 (br m, 22H), 1.36 (qd, J = 11.8, 3.3 Hz, 2H),
0.89 (t, J= 7.4 Hz, 3H)
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000 =430 O
'"H (300 MHz, CDCls): 4.30 (br, 1H), 4.12 (br, 1H), 3.05 (t, J= 6.2 .
Hz, 2H), 2.98-2.88 (m, 2H), 2.34 — 2.26 (m, 2H), 2.10 — 1.2 (br m, 26H), 0.09 (t, /= 7.2 Hz,
3H).
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'H (300 MHz, CDCls): 7.35 — 7.20 (m, 5H), 4.37
(brt, J=5.8 Hz, 1H), 4.17 (br, 1H), 3.48 (s, 2H), 2.99 (t, J = 6.2 Hz, 2H), 2.95 — 2.80 (br m,

2H), 2.10 — 1.40 (br m, 20H), 1.27 (gd, J= 11.9, 3.5 Hz, 2H)
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'H (300 MHz, CDCl;): 4.67 (br d, J = 6.9 Hz, 1H), 4.57 (br s, 1H), 4.44

(brd, J=13.1 Hz, 1H), 3.90 — 3.65 (m, 2H), 3.13 (br t, J = 13.1 Hz, 1H), 2.74 (brt,J=13.2
Hz, 1H), 2.20 — 1.50 (br m, 20H), 1.30 — 1.10 (m, 2H)
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'H NMR(CD30D) &: 4.48-4.58 (bd, 1H), 3.92-
4.01 (bd, 1H), 3.08-3.22 (m, 1H), 2.62-2.74 (m, 1H), 2.44-2.53 (m, 1H), 2.12 (s, 3H), 1.88-
1.93 (m, 2H), 1.45-1.72 (m, 2H); MS: 171 [M+H]*
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'H NMR(DMSO-dg) 8: 5.65-5.70

(bd, 1H), 5.41 (s, 1H), 4.02-4.10 (m, 1H), 3.61-3.70, (m, 1H), 3.46-3.58 (m, 1H), 3.04-3.23
(m, 1H), 2.70-2.78 (m, 1H), 1.98 (s, 3H), 1.84 (s, 6H), 1.64-1.82 (m, 2H), 1.59 (s, 6H), 1.13-
1.25 (m, 1H), 1.00-1.12 (m, 1H); MS: 320 [M+H]"; m.p.202-204°C
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'H (300 MHz, CDCly): 4.52 (brd, J=12.6 Hz, 1H), 4.40 — 4.00 (br,

2H), 3.90 - 3.70 (m, 2H), 3.10 (br t, /= 12.4 Hz, 1H), 2.75 (br t, J= 12.5 Hz, 1H), 2.34 (q, J

= 7.4 Hz, 2H), 2.10 — 1.60 (br m, 17H), 1.30 — 1.15 (m, 2H), 1.13 (t, /= 7.3 Hz, 3H)
oooooao
0O0oadiz

[®]

8 O
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"H NMR (300 MHz,
CDCls): 4.52 (br 4, J = 13.3, 1H), 4.25 — 4.10 (br, 2H), 3.85 — 3.65 (br, 2H), 3.10 (brt, J =
11.5 Hz, 1H), 2.75 (brt, J=11.3 Hz, 1H), 2.35 — 2.23 (m, 2H), 2.10 — 1.60 (br m, 19H), 1.30
—1.15 (m, 2H), 0.96 (1, J = 7.4 Hz, 3H)
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'H (300 MHz, CDCls): 7.44 — 7.32 (m, SH), 5.00 —
4.50 (br m, 3H), 3.90-3.78 (br, 1H), 3.76 — 3.60 (br, 1H), 3.20 — 2.90 (br, 2H), 2.10 — 1.60 (br
m, 17H), 1.50 — 1.20 (br m, 2H)
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N7 TN
H H
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'H (300 MHz, CDCl3): 8.59 (brd, J=

5.0 Hz, 1H), 7.80 (td, /= 7.7, 1.7 Hz, 1H), 7.56 (br d, J = 7.6 Hz, 1H), 7.35 (ddd, J = 7.6, 4.8,
1.2 Hz, 1H), 4.70 — 4.50 (br m, 3H), 3.90 — 3.70 (i, 2H), 3.15 (br t, J = 12.5 Hz, 1H), 2.95
(bort, J=12.3 Hz, 1H), 2.10 — 1.60 (br m, 17H), 1.50 — 1.20 (br m, 2H)
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NN
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O
gepCcii goooooboobobo=sed

'H (300 MHz, CDCly): 8.67 (br d, J = 5.0 Hz,

LH), 8.65 (br, 1H), 7.74 (br d, J = 8.0 Hz, 1H), 7.38 (dd, J= 7.9, 5.0 Hz, 1H), 4.67 — 4.23 (br
m, 3H), 3.94 —3.70 (m, 1H), 3.70 — 3.55 (br, 1H), 3.20 — 2.90 (br m, 2H), 2.10 — 1.60 (br m,
17H), 1.50 — 1.20 (br m, 2H)
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'H (300 MHz, CDCl3): 8.70 (m,

2H), 7.26 (m, 2H), 4.60 (br d, J = 14.2 Hz, 1H), 4.40 (d, J= 7.6 Hz, 1H), 4.31 (s, 1H), 3.90 —
3.70 (m, 1H), 3.57 (br d, J= 14.0 Hz, 1H), 3.13 (br t, J= 12.3 Hz, 1H), 2.95 (brt, J = 12.0
Hz, 1H), 2.10 — 1.60 (br m, 17H), 1.37 (m, 1H), 1.21 (m, 1H)

gboooog
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N
1.4
N-((I-000000000-4-00)000)-N"-(0O0000-1-00)00 0 11560
000 =5500

'H (300 MHz, CDCls) 5.10 — 4.50 (br, 2H), 4.60 (d, /= 13.3 Hz, 1H),

3.81 (d, /= 13.4 Hz, 1H), 3.15 (brdd, /= 13.7, 4.4 Hz, 1H), 3.03 (br t, J= 12.6 Hz, 1H),
2.92 (brdd, J=13.0, 4.5 Hz, 1H), 2.53 (brt, J=12.9 Hz, 1H), 2.4 — 1.4 (brm, 21H), 1.20 —
0.99 (m, 2H)

oooooao
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0

N-((1-00000000000-4-00)000)-N"-(CO0O000-1-00)00 0 11620
D00=20000000000000

'H (300 MHz, CDCl): 4.60 ( br d, J=12.0 Hz,
1H), 3.85 (br d, J = 12.3 Hz, 1H), 3.20 — 2.80 (br , 3H), 2.52 (br t, J = 12.8 Hz, 1H), 2.33 (g,

J=75Hz, 2H), 2.4~ 1.4 (brm, 18H), 1.13 (t, J = 7.5 Hz, 3H), 1.15 — 1.05 (br m, 2H)
goooo0ooooooooooooON-HOOOOoOoooao
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N-((1-000000000-4-00)I00)-N"-(00000-1-00)000 11200

000 =350 0 Mp.0O 1170 1490 O O O

'H (300 MHz, CDCly): 4.78 (br t, /= 4.7 Hz,

1H), 4.61 (br d, J-13.1 Hz, 1H), 4.47 (s, 1H), 3.86 (br d, J = 13.6 Hz, 1H), 3.20 — 3.08 (m,
1H), 2.98 (t, = 13.1 Hz, 1H), 2.95 — 2.84 (m, 1H), 2.52 (t, /= 12.6 Hz, 1H), 2.29 (t, /= 7.4
Hz, 2H), 2.10 — 1.50 (m, 20H), 1.20 — 1.00 (m, 2H), 0.96 (t, J = 7.4 Hz, 3H)
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L, ¥e

N-((1-0000000000-4-00)J00)-N"-(00000-1-00)000 11210
000 =450 0

'H (300 MHz, CDCls): 7.45 ~ 7.34 (m, SH), 4.80 — 4.60 (br, 1H),
4.50 — 4.40 (br, 1H), 4.30 — 4.05 (br, 1H), 3.80 — 3.60 (br, 1H), 3.20 — 2.60 (br, 4H), 2.10 —
1.5 (br m, 18H), 1.30 — 1.0 (br, 2H)
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N-((1-(0000-2-00000)00000-4-00)000)-N"-(00000-1-00)0
0 0 12070
000=7300

'H (300 MHz, CDCls): 8.59 (br d, J= 5.0 Hz, 1H), 7.79 (td, J="7.7,

1.7 Hz, 1H), 7.56 (br d, J = 7.7.Hz, 1H), 7.33 (ddd, J = 7.6, 4.8, 1.2 Hz, 1H), 4.70 (br d, J =
12.7 Hz, 1H), 4.47 (br m, 1H), 4.20 (s, 1H), 3.88 (br d, 13.1 Hz, 1H), 3.20 — 2.90 (m, 3H),
2.77 (brt,J=12.6 Hz, 1H), 2.10 — 1.50 (m, 18H), 1.15 — 1.05 (m, 2H)
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0 O 14360
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'H (300 MHz, CDCls): 8.65 (dd, J= 4.9, 1.6 Hz, 1H), 8.64 (d,

J=2.0 Hz, 1H), 7.74 (dt, 7.8, 1.9 Hz, 1H), 7.37 (dd, J = 7.9, 4.9 Hz, 1H), 5.00 — 4.90 (br,
1H), 4.78 — 4.60 (br, 1H), 4.60 — 4.44 (br 1H), 3.79 — 3.62 (br, 1H), 3.21 — 2.68 (br m, 4H),
2.10 — 1.50 (m, 18H), 1.15 — 1.05 (m, 2H)
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8.70 — 8.66 (m, 2H), 7.28 — 7.25 (m, 2H), 4.77 — 4.58 (br, 2H), 4.44 —
4.36 (br, 1H), 3.60 (brd, /= 13.5 Hz, 1H), 3.20 — 2.95 (m, 3H), 2.77 (br t, /= 12.5 Hz, 1H),

2.10 - 1.50 (m, 18H), 1.15 — 1.05 (m, 2H)
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0000012050
00 0=7800Mp 1690 1750 O O O

"H (300 MHz, CDCls): 4.65 — 4.34 (br m, 3H),
3.90 ~ 3.67 (br m, 2H), 3.69 (s, 3H), 3.12 (brt, J = 13.2 Hz, 1H), 2.76 (brt, J=13.2 Hz, 1H),
2.71 = 2.54 (m, 4H), 2.20 — 1.5 (m, 17H), 1.30 — 1.10 (m, 2H)
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@ﬁ )Oﬁg O‘M"/

5-4-B-000000-1-00-0000)-00C000-1-0DO]-5-000-0000ODDOO
gbo0o0ooaizoen
0O 0 0 =610 O Mp 1520 1540 O

H (300 MHz, CDCl): 4.65 — 4.34 (br m, 3H), 3.90

—3.67 (brm, 2H), 3.66 (s, 3H), 3.09 (br t, /= 13.7 Hz, 1H), 2.70 (br t, J = 13.7 Hz, 1H), 2.45
—2.31 (m, 4H), 2.20 — 1.5 (m, 19H), 1.30 — 1.10 (m, 2H)
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2-[4-B8-00oooo-1-0DO0-0000)-O0DO0OQ0CO-2-DOO0O0O]J-0OO0O0O0OO0ODOO
000012020
00b0d=6e30 0

'H (300 MHz, CDC);):8.03 (d, J = 7.9 Hz, 1H), 7.58 (t, J = 7.7 Hz,

1H), 7.46 (t, J= 7.7 Hz, 1H), 7.25 (d, J = 7.7 Hz, 1H), 5.00 — 4.62 (br, 2H), 4.55 (br d, J =
13.0 Hz, 1H), 3.87 (s, 3H), 3.85 —3.72 (br m, 1H), 3.13 (br d, J= 13.1 Hz, 1H), 3.11 — 2.94
(m, 2H), 2.10 — 1.10 (m, 19H)
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3-4-B-0o0oooo-1-0DO0-0000)-0DO0Q0CCO-1-DOO0O0O0]J-00O0O0OOoOoOOD
000012030
000=6100

'"H (300 MHz, CDCl;): 8.10 (dd, J=7.6, 1.4 Hz, 1H), 8.04 (d, J=1.4

Hz, 1H), 7.58 (dd, J = 7.6, 1.4 Hz, 1H), 7.50 (t, J = 7.6 Ha, 1H), 4.7 — 4.4 (br, 3H), 3.93 (s,
3H), 3.90 — 3.81 (br, 1H), 3.70 — 3.55 (br, 1H), 3.20 —3.90 (br m, 2H), 2.15 — 1.60 (br m,
17H), 1.50 — 1.10 (br m, 2H)
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0O 00 D0 12040
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'H (300 MHz, CDCl3): 8.08 (d, J = 8.5 Hz, 2H),

7.43 (d, J = 8.5 Hz, 2H), 4.67 — 4.50 (br m, 2H), 4.45 (br, 1H), 3.94 (s, 3H), 3.90 — 8.74 (m,
1H), 3.65 — 3.55 (br m, 1H), ), 3.20 — 3.90 (br m, 2H), 2.15 — 1.60 (br m, 17H), 1.50 — 1.10
(br m, 2H)
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'H (300 MHz, CDCl3): 4.70 — 4.10 (br, 2H), 4.58 (d, /= 12.4 Hz,

1H), 3.89 (d, /= 12.5 Hz, 1H), 3.69 (s, 3H), 3.15 (brdd, /= 13.7, 4.4 Hz, 1H), 3.03 (brt,J=
12.6 Hz, 1H), 2.92 (br dd, /= 13.0, 4.5 Hz, 1H), ), 2.64 (s, 4H), 2.53 (br t,J=12.9 Hz, 1H),
2.10-1.50¢(br m, 18H), 1.15—1.00 (m, 2H)
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'H (300 MHz, CDCls): 4.70 ~ 4.10 (br m, 2H), 4.58 (d, J= 12.4 Hz,
1H), 3.89 (d, J = 12.5 Hz, 1H), 3.66 (s, 3H), 3.15 (br dd, J = 13.7, 4.4 Hz, 1H), 3.03 (brt, J =
12.6 Hz, 1H), 2.92 (br dd, J = 13.0, 4.5 Hz, 1H), ), 2.53 (br t, J= 12.9 Hz, 1H), 2.39 (m, 4H),
2.10 - 1.50 (br m, 20H), 1.20 — 0.95 (m, 2H)
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2-{4-[G-0ooooob-1-00-0000)-0DO0)O0ODDOOO0-1-000003Y0ODDOO
OO0o00000oiz2io0
00oo=7red d

'H (300 MHz, CDCls): 8.02 (d, /= 7.8 Hz, 1H), 7.57 (td, J= 7.5, 1.2
Hz, 1H), 7.45 (td, J= 7.6, 1.2 Hz, 1H), 7.26 (d, J = 7.6 Hz, 1H), 5.10 — 4.85 (br m, 1H), 4.74
(brd, J=12.5 Hz, 1H), 4.70 — 4.60 (br, 1H), 3.87 (s, 3H), 3.35 (br d, J= 12.5 Hz, 1H), 3.20
—3.10 (m, 1H), 3.00 — 2.70 (m, 3H), ), 2.10 — 1.50 (br m, 18H), 1.20 — 0.95 (m, 2H)

oooooao
gogda31

o
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3-{4-[-0O0O0oob-100-0000)-0DCO])0ODDOOO0-1-O000003Y0ODDOO
oooo0Oo0ogaoaizoed
000=6700

'H (300 MHz, CDCl;): 8.08 (d, J = 7.7 Hz, 1H), 8.04 (s, 1H), 7.58 (d,
J=7.7Hz, 1H), 7.49 (t, J = 7.6 Hz, 1H), 5.10 — 4.40 (br m, 3H), 3.93 (s, 3H) 3.75 — 3.63 (br,
1H), 3.20 —2.80 (br m, 4H), ), 2.10 — 1.50 (br m, 18H), 1.20 — 0.95 (m, 2H)

gbooooao
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4-{4-[-0 0o -1-0o0-0DOO0O0)-0DO0O0]J-0D0C0O0D0-1-0D000O030OD0O0O
oooo0O000goiz2iin;
ooo=7i0d

'"H NMR (300 MHz, CDCly): 8.07 (d, J= 8.5, 2H), 7.44 (d, J = 8.5,
2H), 4.70 (br d, J = 12.1 Hz, 1H), 4.55 — 4.45 (br, 1H), 4.22 (br, 1H), 3.94 (s, 3H), 3.64 (br d,
J—12.4 Hz, 1H), 3.25 — 2.70 (br m, 4H), 2.10 — 1.50 (br m, 18H), 1.20 — 0.95 (m, 2H)
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gboooaod

goobooooooboOocoobobooooobooo
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15,0

4-[4-B3-000000-1-00-0000)-00000-1-00]-4-000-000D0 0 1503
O
OMp 1960 O O O

"H NMR (300 MHz, DMSO): 12.14 (br, 1H), 5.67 (d, /= 7.8 Hz,

1H), 5.40 (s, 1H), 4.05 (br d,J=13.2 Hz, 1H), 3.71 (brd, J= 13.5 Hz, 1H), 3.50 (br, 1H),
3.07 (brt,J=10.8 Hz, 1H), 2.74 (br t, J = 10.8 Hz, 1H), 2.50 — 2.30 (m, 4H), 2.00 — 1.60 (br
m, 17H), 1.40 — 0.90 (m, 2H)

oooooao
gogda34
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H H
5—[4—(3—D goood-1-00d0-000d )—D Ooood-1-0d ]—5—D O00-0000004d15
010
'"H NMR (300 MHz, DMSO): 12.11 (br, 1H), 5.66 (br d, J= 7.1 Hz, 1H), 5.40 (br s,
1H), 4.08 (br d, J=13.1 Hz, 1H), 3.67 (br d, J = 13.6 Hz, 1H), 3.58 — 3.41 (br, 1H), 3.05 (br
t,J=11.7 Hz, 1H), 2.73 (br t, J= 11.7 Hz, 1H), 2.28 (t, J= 7.4 Hz, 2H), 2.21 (t, J = 7.4 Hz,
2H), 2.00 — 1.50 (br m, 19 H), 1.20 — 0.90 (m, 2H)
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3, 0

2-[4-B-000opooo-1-0DO0-0000)-D0D0C0C0-1-0D00007-0000015070
OMp 2190 00O

'"H NMR (300 MHz, DMSO): 13.16 (br, 1H), 7.90 (dd, J= 7.7, 0.89

Hz, 1H), 7.62 (td, J= 7.5, 0.9 Hz, 1H), 7.49 (td, J= 7.6, 1.0 Hz, 1H), 7.27 (d, J = 7.3 Hz,
1H), 5.71 (d, J = 7.4 Hz, 1H), 5.45 (s, 1H), 4.24 — 4.12 (br m, 1H), 3.60 — 3.45 (br, 1H), 3.22
~3.10 (br m, 1H), 3.05 — 2.85 (br, 2H), 2.02 — 1.38 (br m, 17H), 1.35 — 1.06 (br m, 2H)
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Je¥¥oaca
3-[4-B-000000-1-00-0000)-00000-1-000007-0000 015050
'H NMR (300 MHz, DMSO): 13.23 (br, 1H), 7.97 (br d, J = 7.4 Hz, 1H), 7.86 (br s,

1H), 7.59 (br d, J = 7.3 Hz, 1H), 7.54 (t, /= 7.3 Hz, 1H), 5.70 (br d, 7.8 Hz, 1H), 5.42 (br s,
1H), 4.30 — 4.10 (br, 1H), 3.65 — 2.95 (br m, 4H), 2.00 — 1.50 (br m, 17H), 1.35 ~ 1.06 (br m,
2H)

2.8 O e

H H O

4-[4-B-0000D00O-1-00-0000)-00D000-1-D00D0007]-0000 015230
0 Mp 2450 2510 O

'H NMR (300 MHz, DMSO): 13.12 (br, 1H), 7.95 (d, J = 7.5 Hz, 1H), 7.45

(d, J=7.5Hz, 1H), 5.69 (d, J = 5.7 Hz, 1H), 5.44 (s, 1H), 4.29 — 4.11 (br, 1H), 3.68 — 2.88
(br m, 4H), 2.00 — 1.50 (br m, 17H), 1.35 — 1.06 (br m, 2H)

oooooao
goagas7

ZOmN
H H/\O\, m

Q" OH
4-{4-[-000O0D0O0-1-00-0D000O0)-000]-0D0D00OCDO-1-003F4-000-00
0 0O 0O 15020
'H NMR (300 MHz, DMSO): 12.70 — 10.93 (br, 1H), 5.71 (br t, J = 5.2 Hz, 1H),

5.44 (s, 1H), 4.30 (br d, J=11.4 Hz, 1H), 3.83 (br d, J=12.0 Hz, 1H), 2.91 (br t, J=12.9
Hz, 1H), 2.84 — 2.78 (m, 2H), 2.50 — 2.30 (br m, SH), 2.10 — 1.50 (br m, 18H), 1.15 — 0.80

(m, 2H)
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5-{4-[(3-0 0 0000-1-00-0000)-000]1-00000-1-003}-5-000-00
0 00 O 15000

'H NMR (300 MHz, DMSO): 12.80-11.10 (br, 1H), 5.70 (br t, /= 5.6 Hz, 1H),

5.44 (s, 1H),4.33 (brd, J=12.4 Hz, 1H), 3.80 (br d, /= 13.0 Hz, 1H), 2.89 (brt,J=12.8
Hz, 1H), 2.83 —2.76 (in, 2H), 2.44 (br t, J = 12.6 Hz, 1H), 2.27 (t, J= 7.5 Hz, 2H), 2.21 (t, J
= 7.4 Hz, 2H), 2.10 — 1.50 (br m, 20H), 1.20 —0.95 (m, 2H)
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2-{4-[(3-000000-1-00-0000)-000]1-00000-1-000003}0000
0 15060

OMp 1920 O 0O O

'H NMR (300 MHz, DMSO): 13.60 — 11.60 (br, 1H), 7.87 (br d, J

= 7.7 Hz, 1H), 7.53 (brt, J= 7.4 Hz, 1H), 7.42 (br t, J= 7.4 Hz, 1H), 7.18 (br d, J= 7.4 Hz,
1H), 5.75 (br m, 1H), 5.47 (br, 1H), 4.45 (br d, J= 12.4 Hz, 1H), 3.17 (br d, /= 11.5 Hz, 1H),
2.90 —2.55 (br m, 4H), 2.10 — 1.50 (br m, 18H), 1.20 — 0.95 (m, 2H)

gbooobooog
00040

@minﬂ&OH

3-{4-[(3-000000-1-00-0000)-000]1-00000-1-0000030000
0 15040

'H NMR (300 MHz, DMSO): 13.53 — 12.70 (br, 1H), 7.97 (d, /= 7.3 Hz, 1H), 7.85

(s, 1H), 7.61 — 7.51 (m, 2H), 5.75 — 5.68 (br m, 1H), 5.43 (s, 1H), 4.50 — 4.37 (br, 1H), 3.50 -

2.55 (br m, 5H), 2.10 - 1.50 (br m, 18H), 1.20 —0.92 {m, 2H)
gogoogao
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4-{4-[(3-000000-1-00-0000)-000]1-00000-1-0000030000
0 15220

OMp 1470 0 0O O
'H NMR (300 MHz, DMSO): 13.80 — 12. 40 (br, 1H), 7.96 (d, J =

8.1 Hz, 1H), 7.43 (d, J = 8.2 Hz, 1H), 5.72 (t, J = 5.8 Hz, 1H), 5.45 (s, 1H), 4.44 (br d, J =

11.5 Hz, 1H), 3.50 (br m, 1H), 3.50 - 2.55 (br m, 5H), 2.10 — 1.50 (br m, 18H), 1.20 — 0.90
(m, 2H)
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'"H NMR(DMSO-dg) 8: 7.30

(s, 1H), 6.91 (s, 1H), 3.46-3.59 (m, 2H), 2.83 (s, 3H), 2.60-2.76 (m, 2H), 2.08-2.24 (m, 1H)
1.70-1.86 (m, 2H), 1.43-1.62 (m, 2H); MS: 207 [M+H]"
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4-00)-N"-(O0O00C0-1-00)oOOoOooosoobooboDbDoOob0oooooooooo
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'H NMR(CDCl;s) 6: 3.95-4.08 (in, 2H), 3.74-3,82 (m, 2H), 3.63-3.82 (m,

1H), 3.78 (s, 3H), 3.70-3.80 (m, 2H), 2.02-2.12 (m, 5H), 1.90 (s, 6H), 1.67 (s, 6 H), 1.40-1.50
(m, 2H); MS: 356 [M+H]"; m.p. 228-229°C

oooooao
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0000 Jones, P. D., et al. Bioorganic & medicinal chemistry letters 2006, 16,
52120000 0O0O0OO0OooOoOod

oooooao
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'H NMR (300 MHz, D6 DMSQ) 8 ppm 8.61 (s, 1H), 7.63-7.26 (m, 2H), 7.20 (d, J

= 8.29 Hz, 2H), 6.25 (d, J = 7.57 Hz, 1H), 3.60-3.38 (m, 1H), 2.87 (td, J = 11.85, 3.18, 3.18
Hz, 2H), 1.79-1.64 (m, 2H), 2.48-2.41 (m, 2H), 1.20 (qd, J = 11.06, 3.83 Hz, 2H); m.p. 169-

173°C
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0 AL
eSse

H H

1-Q-0000-0o0o000-4-00)-3-¢-000ObDDOO0oO0O0-0Db000)-bO0O0OA1555
g

'"H NMR (300 MHz, D6 DMSQ) 8 ppm 8.07 (s, 1H), 7.48-7.28 (m, 2H), 7.09 (d, J

= 3.93 Hz, 2H), 5.87 (d, J = 7.57 Hz, 1H), 4.53-4.26 (m, 1H), 4.05-3.82 (m, 1H), 3.82-3.70
(m, 1H), 3.29-3.06 (m, 1H), 3.01-2.69 (m, 1H), 2.11 (s, 3H), 2.14-1.87 (m, 2H), 1.40-1.25
(m, 2H); m.p. 198-202°C

oooooao
0Oo004as
g
F3C” O\@\ /l(.)]\ /ON CF3
N N

H H

1-[1-2,2,2-0 0 0000-0D00OO0)-00000-4-007-3-¢-0000O0D0O0DODO-
O000)-000 15910
'"H NMR (300 MHz, D6 DMSQ) & ppm 7.41-7.03 (m, 5H), 5.21 (s, 1H), 4.50-4.31

{m, 1H), 3.95 (brd, J = 2H), 3.18 (m, 1H), 2.90 (m, 1H), 2.19-1.90 (m, 1H), 1.29 (m, ZH);
m.p. 150-154°C

gooooao
00a0gda4ae
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A e
N N
H H

1,3-0-00 000 -4-0 0 -0 0 0 16040
'H NMR (300 MHz, D6 DMSQ) § ppm 9.19-8.89 (m, 2H), 3.74-3.55 (n, 1H), 3.26-

3.12 (m, 2H), 2.95-2.80 (m, 2H), 1.99-1.79 (m, 2H), 1.65-1.45 (m, 2H)
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'"H NMR (300 MHz, CDCls)) & ppm 7.67-6.93 (m, 5), 5.39 (d, J = 7.98 Hz, 1H),

4.78-4.24 (m, 1H), 4.05-3.43 (m, 2H), 3.34-2.63 (m, 2H), 2.20-1.57 (m, 2H), 1.49-0.71 (m,
2H); "*C NMR (75 MHz, CDCl3) ) 8 ppm 170.84, 157.25, 135.88, 130.14, 128.84, 126.94,
46.91, 46.66, 41.47, 33.97, 32.67

gboooog
00048

gooooo0-1-00o00b0ooo0oboboo0-4-00000
'"H NMR (300 MHz, CDCl3.) § ppm 8.97 (d, J = 7.53 Hz, 2H), 7.39 (d, J = 7.53 Hz,

1H), 3.86-3.73 (m, 1H), 3.28-3.17 (m, 2H), 2.99-2.81 (m, 2H), 2.01-1.53 (m, 19H)
oooooad

OO

ooboooo-1-00000@-00o0o0-00000-4-00)-000016410
'"H NMR (300 MHz, CDCl3.) & ppm 5.49 (d, J = 7.38 Hz, 1H), 4.60-4.51 (m, 1H),

4.07-3.90 (m, 1H), 3.79 (ddd, J = 13.76, 5.64, 3.68 Hz, 1H), 3.17 (ddd, J = 14.01, 12.08,
2.76 Hz, 1H), 2.79-2.67 (m, 1H), 2.10 (s, 3H), 2.09-1.65 (m, 17H), 1.37-1.21 (m, 2H)

ugbogood
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C<
N
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2-000000-1-00-N-000004-00-000000
'"H NMR (300 MHz, D6 DMSQ) & ppm 9.04-8.94 (m, 2H), 7.90 (d, J = 7.49 Hz,

1H), 3.99-3.48 (m, 1H), 3.24-3.12 (m, 2H), 3.00-2.79 (m, 2H), 2.10-1.22 (m, 21H)
gooooo
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'"H NMR (300 MHz, CDCl3) & ppm 5.56 (d, J = 7.73 Hz, 1H), 4.55 (d, J = 14.17
Hz, 1H), 4.08-3.93 (m, 1H), 3.84-3.73 (m, 1H), 3.22-3.10 (m, 1H), 2.78-2.65 (m, 1H), 2.09
(s, 1H), 2.07-1.92 (m, 3H), 1.91 (s, 2H), 1.76-1.55 (m, 12H), 1.39-1.21 (m, 2H)

gbooog
00obso
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2-000000-1-00-N-[1-(2,2,2-000000-0D000)-00000-4-007-00
0000016420

'H NMR (300 MHz, CDCl3.) & ppm 5.30 (d, J = 7.80 Hz, 1H), 4.56-4.46 (m, 1H),
4.16-3.94 (m, 2H), 3.29-3.17 (m, 1H), 2.96-2.85 (m, 1H), 2.23-1.51 (m, 19H), 1.47-1.31 (m,

2H)
OoOooooad
00051
X
Cop

H

ocoooooD-1-00000[M1-(.2,2-000000-0000)-00000 -4-007-0
0 0O 0O 16430

'H NMR (300 MHz, CDCl;) § ppm 5.57-5.27 (m, 1H), 4.60-4.32 (m, 1H), 4.18-
3.85 (m, 2H), 3.36-3.09 (m, 1H), 3.00-2.77 (m, 1H), 2.17-1.52 (m, 17H), 1.35 (s, 2H)

Ooooogogad
0O0dQobs2
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1-(l-0000-00000-4-00)-3-0000000-000 16450
'H NMR (300 MHz, CDCl3.) 8 ppm 4.68-4.60 (m, 2H) , 4.49 (d, J = 11.54 Hz, 1H),
3.92-3.66 (m, 3H), 3.24-3.10 (m, 1H), 2.83-2.71 (m, 1H), 2.11 (s, 3H), 2.08-1.11 (m, 16H)
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i) 2 Cre
NN

H H
1-000000-1-00-3-(1-000000O0D0-00000-4-00)-000 17010
"H NMR (300 MHz, CDCl3) & ppm 4.16-4.00 (m, 2H), 3.82-3.60 (m, 3H), 2.78 (s,

3H), 2.76-2.69 (m, 2H), 2.12-1.61 (m, 17H), 1.53-1.36 (m, 2H)
OoO0o0ogogaod
00054

1
Vol NG A
N/C\N
H H

4-B3-000000-1-00-00D00)-00000-1-000000DO0ODOO0O0OO0OAOAZ17020
'H NMR (300 MHz, CDCl3) 5 ppm 5.68 (d, J = 7.56 Hz, 1H), 5.42 (s, 1H), 3.82-
3.72 (m, 2H), 3.57 (s, 3H), 3.53-3.40 (m, 1H), 3.00-2.85 (m, 2H), 2.03-1.52 (m, 17H), 1.20-
1.04 (m, 2H)
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O _S<
SCS e L,
N’C‘N
H H

1-(-0o0o0o0o0oDoo-0o0o0o00d-4-00)-3-@-000000DO0OO0O-0000)-0
0 O 17090

'H NMR (300 MHz, CDCl3)) & ppm 8.04 (s, 1H), 7.44-7.38 (m, 2H), 7.09 (d, J =

8.36 Hz, 2H), 5.93 (d, J = 7.70 Hz, 1H), 4.00-3.55 (m, 3H), 2.90-2.78 (i, 2H), 2.81 (s, 3H),
2.61-2.55 (m, 2H), 2.15-1.99 (m, 2H), 1.61-1.45 (m, 2H)
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'H NMR (300 MHz, CDCls)) 8 ppm 7.91 (s, 1H), 7.63 (d, J = 8.22 Hz, 2H), 7.38-
7.30 (m, 4H), 7.06 (d, J = 8.84 Hz, 1H), 5.78 (s, 1H), 3.77-3.47 (m, 3H), 2.48-2.35 (m, 2H),
2.44 (s, 3H), 2.05-1.93 (m, 2H), 1.57-1.41 (m, 2H)

oooooad
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H H

1-1-G-00u0oooo0-0bo0o00-1-0D0000)-00000-4-0071-3-@-0000O
0o0oooo-0000)-000 17100
'H NMR (300 MHz, CDCl3 ) 8 ppm 8.59 (d, J = 8.50 Hz, 1H), 8.32 (d, J = 8.71 Hz,
1H), 8.18 (dd, J = 7.35, 1.19 Hz, 1H), 7.54 (ddd, J = 8.50, 7.51, 3.20 Hz, 2H), 7.29-7.22 (m,
2H), 7.19(d,J =7.15Hz, 1K), 7.02 (d, J = 8.45 Hz, 2H), 6.93 (s, 1H), 5.19 (d, J = 7.73 Hz,
1H), 3.91-3.64 (m, 3H), 2.89 (s, 6H), 2.86-2.72 (m, 2H), 2.06-1.92 (m, 2H), 1.64-1.46 (m,
2H)
ooooag

0 O 580 64
000000000 Morisseau, C., et al. Biochemical Pharmacology 2002, 63, 159

Jones, P. D., et al. Bioorganic & medicinal chemistry letters 2006, 16, 5212
ooo0ooDoOOoOO00o0U0oo0ooooOoOoDDODO0D0DU0U0DO0DOoo0DoDoODoOooODoODDODOoOOoDOoOg
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1-0000000-3-(1,3,5-0000-00000[3.3.1.1%-7]0 0 -7-0 0 )-0 O O 1549
O

'"H NMR (300 MHz, D6 DMSQ) & ppm 5.62 (s, 1H), 5.37 (s, 1H), 4.25 (d, J = 11.5
Hz, 3H), 3.90 (d, J = 10.8 Hz, 3H), 3.50-3.21 (m, 6H), 2.50 (s, 1H), 1.82-1.59 (m, SH) 1.15-

0.95 (m, 5H); m.p. 150-154°C
Doooodg
00059

oo oo e olod
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'H NMR (300 MHz, D6 DMSQ) 5 ppm 8.79-8.35 (m, 3H), 3.74-3.55 (m, 1H), 3.26-
3.12 (m, 4H), 2.95-2.80 (m, 2H), 1.99-1.79 (m, 2H), 1.65-1.25 (m, 22H), 0.97 (t, J = 12.8 Hz,
3H); m.p. 102-105°C

gbooog
000oeo
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T H o H o
O
4-B3-0000000-0000)-0000D0-1-00000¢tert-000000O00O0O3OA15510
'"H NMR (300 MHz, CDCls) & ppm 4.26-4.16 (t, J = 8.6 Hz, 2H), 4.11-3.86 (m,

2H), 3.80-3.64 (m, 1H), 3.55-3.39 (m, 1H), 2.94-2.78 (t, J = 12.2 Hz, 2H), 1.98-1.87 (m, 4H),
1.75-1.65 (m, 3H), 1.45-1.05 (m, 16H); m.p. 167-169°C
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H H

1-0000-3-(1H-0 0 0 0O -5-0 0)-0 0 0 15530

'H NMR (300 MHz, D6 DMSQ) & ppm 10.9 (s, 1H), 8.10 (s, 1H), 7.50 (s, 1H),

7.30-7.18 (m, 2H), 7.00-6.90 (m, 1H), 6.19 (s, 1H), 6.00-5.95 (m, 1H), 3.41-3.18 (m, 2H),
1.60-1.10 (m, 20H), 0.97 (t, J = 12.8 Hz, 3H); m.p. 110-113°C

Ooo0o0oooao
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1-000000D0-3-(AH-00 00 -5-0 0)-0 0 0 15540

'H NMR (300 MHz, D6 DMSQ) & ppm 10.8 (s, 1H), 8.00 (s, 1H), 7.55 (s, 1H),
7.25-7.15 (m, 2H), 6.95-6.87 (m, 1H), 6.15 (s, 1H), 5.95-5.90 (m, 1H), 2.58-2.42 (m, 1H),

1.85-1.05 (m, 10H); m.p. 145-148°C 40
oooooao
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'H NMR (300 MHz, D6 DMSQ) & ppm 8.35-8.25 (m, 2H), 7.35-7.20 (m, 2H), 6.65-
6.50 (m, 1H), 5.40 4.85 (i, 2H), 3.38-3.21 (m, 2H), 1.40-1.1.15 (m, 20H), 0.85 (t, J = 7.6 Hz,
3H); m.p. 107-109°C

gbooog
00064

s
N\ 1]
N H/(:\lr}J{/ﬁl

1-(lH-0000D00D00O0-5-00)-3-0000000-00 015690
'"H NMR (300 MHz, D6 DMSQ) & ppm 8.41-8.29 (s, 1H), 8.15-8.00 (m, 1H), 7.35-
7.15 (m, 2H), 6.65-6.47 (m, 1H), 5.40-4.90 (m, 2H), 2.55-2.47 (m, 1H), 1.95-1.05 (m, 10H);

m.p. 143-148°C
oooooao
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ooob-4-00000-000000000D0O0-83-000000400 15570
ooooDoooo

'H NMR (CDCls): 8.60 (d, J=5.70 Hz, 2H), 7.10-7.50 (m, 11H),
5.56 (br, 1H), 4.50 (d, J=6.30 Hz, 2H); m.p.: 132 °C

ugbogood
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O
gboobooooooao

'"H NMR (CDCl): 8.56 (d, J=5.70 Hz, 2H), 7.20-7.45
(m, 10H), 5.25 (s, 3H), 4.42 (d, J=6.30 Hz, 2H), 2.25 (s, 3H); m.p. 103 °C

gbooooao
gooevr

gboo-8-00buo0b0-0bo0obo0oobobob-8-00000 0015590
gboooad

'H NMR (CDCls): 8.62 (s, 1H), 8.57 (dd, J;=1.20 Hz, J,=4.50 Hz,
1H), 7.70-7.75 (m, 11H), 7.56-7.59 (m, 12H), 7.27-7.46 (m, 7H), 7.11-7.15(m, 1H), 5.54 (br,

1H), 4.49 (d, /=6.30 Hz, 2H); m.p. 113°C
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ot

gboobo-8s-bobob-obobobz2-000-00000-3-000000008D0 01560

O
ogoooao

'H NMR (CDCl3): 8.55 (m, 2H), 7.76 (d, J=7.50 Hz, 1H), 7.22-7.41
(m, 9H), 5.23 (s, 2H), 5.19 (br, 1H), 4.42 (d, J=5.70 Hz, 2H), 2.23 (s, 3H); m.p. 110°C
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ooooboo-4-00000000D0C0-8-0000000 15610

goooad

'"H NMR (CDCL): 7.57-7.60 (m, 2H), 7.27-7.46 (m, 6H), 7.08-7.13
(m, 1H), 3.60-3.79 (m, 8H); m.p. 97 °C
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oooooao

goo

'H NMR (CDCls): 7.23-7.45 (m, 8H), 5.23 (s, 2H), 3.68 (br,
4H), 3.50-3.53(m, 4H), 2.23 (s, 3H)
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