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LC-MS (O O 1): tR = 1.240 , MS (ESI1) m/z 323.1 [M+H] * .

TH-NMR (CDClZ): & : 7.889-7.894 (s, 1H), 7.671-7.696 (d, 1H), 7.311-7.332 (d, 1H
), 3.605 (s, 1H), 2.981 (s, 2H), 1.769-1.797 (m, 4H), 1.072-1.082 (m, 2H), 1.019
-1.056 (m, 6H).
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TH-NMR (CD50D): & 7.65 (d, J =

1H), 3.82-3.85 (t, J =

19F NMR: & -66.64.
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(ES1) m/z 435.2 [M+H]*.

7.6 Hz, 1H), 7.49 (d, J
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LC-MS (0 O 1) tR = 5.670 ; MS (ESI1) m/z 514.2 [M+H]™.

TH-NMR (CD5OD): & 7.546 (s, 1H), 7.454-7.479 (d, 1H), 7.208-7.228 (d, 1H), 4.620
-4.755 (d, 1H), 4.373-4.381 (m, 1H),4.048-4.055 (m, 1H), 3.844-3.903 (m, 2H), 3.
458-3.474 (s, 3H), 2.986-3.000 (m, 2H), 2.326-2.377 (m, 1H), 1.969-2.001 (m, 1H)
, 1.671 (s, 1H), 1.457-1.520 (t, J = 12 Hz, 3H),1.373-1.408 (m, 2H), 1.328 (s, 9
H), 1.169-1.278 (m, 5H), 1.073-1.106(d, 3H).
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LC-MS (O O 1): tR = 1.300 ; MS (ESI) m/z 516.1 [M+H]*.

1H NMR (CDCl3): & 7.84 (s, 1H), 7.42-7.44 (d, J = 8.0 Hz, 1H), 7.09-7.11 (d, J =
8.0 Hz, 1H), 4.40 (s, 1H), 4.26-4.39 (m, 2H), 3.44 (s, 3H), 2.93-2.97 (d, J =1
5.6 Hz, 1H), 2.70-2.74 (d, J = 15.2 Hz, 1H), 2.22-2.30 (t, J = 10.0 Hz, 1H), 1.7
5-1.79 (m, 1H), 1.61-1.66 (m, 1H), 1.54-1.57 (m, 2H), 1.32-1.38 (m, 4H), 1.14 (s
, 9H), 1.06-1.08 (d, J = 6.0 Hz, 3H), 0.89-0.91 (d, J = 6.0 Hz, 3H), 0.67-0.74 (

m, 1H).
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TH NMR: (CDClz): & 4.82 (br, 1H), 3.30-3.35 (d, J = 6.0 Hz, 1H), 3.24-3.26 (d,
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1H NMR: (CDClz): & 1.11 (s, 6H), 2.42 (s, 1H), 2.56 (s, 2H), 3.70 (s, 4H), 7.23

-7.35 (m, 10H).
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19F NMR: (CDCl3): & -143.58.
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LCMS (0 O 1): tg = 1.15 O, MS (ESI) m/z 575.2 [2M+Na]™.
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LC-MS (0 O 1): tg = 1.08 O , MS (ESI) m/z 194.8 [M-55]".

TH NMR (CD;0D): & 3.88-3.93 (m, 2H), 1.53 (s, 9H), 1.43 (s, 3H), 1.38 (s, 3H)
19F NMR (CD50D): & -144.15

oooooao

oooad

ooooad

gooooao
ugogoboboooobooogado
goooao

Boc. A \
H H/\gF X
26

1QH
EDCI, DIEA, DMF

“1OH




JP 2015-529666 A 2015.10.8

oooboooooboad
ooooODDbDO0OO0000mg
ooooo0O000mgd
gooboooobaDx

uoogobobooooobod
oooobooooo o

goooooooboDbDOme
gooob,0000d
g 0DoooOmOODOOO
UpooObOb0O0000gag
oooboooooboad

00o0o0DoOmlODODDOOO0OO0ODO0ODOOOO0OO0OmgDOOODOmmold O
O0OmgOD OO O0O0OmmolOO0ODODDOOOO0ODODOmMgdODODOOOmmolO
OoDOo0oOOdOmmolD OO O0ODOODOODODODODODODODODODODODOODOOO
gooooooooml00000D0b0DOooooobooooao
OOmOOOODOOO0DOxOOmODODOOOoOoooooooaoao
dodoobobooooboboboouoboboboooboboooobooaodad
gobobobobuobuobuobuobuobuobmgbobobOonO
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LC-MS (0 O 1): tg = 0.90 O , MS (ESI) m/z 413.2[M+H]™".
1H-NMR (CD50D): & 7.63-7.65 (dd, J = 8.0, 1.6 Hz, 1H), 7.49-7.51 (d, J = 8.0 Hz
, 1H), 7.30 (s, 1H), 3.69-3.76 (m, 2H), 3.26-3.30 (m, 1H), 3.15-3.19 (m, 1H), 2.
55-2.59 (t, J = 8.0 Hz, 1H), 1.79-1.84 (m, 1H), 1.27-1.63 (m, 11H), 1.03-1.09 (t

, J =12.0 Hz, 1H), 1.00-1.01 (t, J = 4.0 Hz, 3H), 0.96-0.97 (d, J = 4.0 Hz, 3H)
19F NMR: (CD;0D): & -139.5.
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'H NMR: (CD50D): & 3.83-3.79 (m, 4H), 2.76-2.71 (d, J = 8.0 Hz, 2H), 1.83-1.65 30
(m, 4H).
19F NMR: (CDZ0D) & : -169.66.
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LC-MS (0 O 1): tg = 0.80 O , MS (ESI) m/z 455.2 [M+H]™".
TH-NMR: (CD50D): & 7.61-7.63 (d, J = 7.6 Hz, 1H), 7.47-7.49 (d, J = 8.0 Hz, 1H)
, 7.30 (s, 1H), 3.63-3.83 (m, 6H), 3.23-3.27 (m, 1H), 3.12-3.16 (m, 1H), 2.52-2.
57 (t, J = 10.0 Hz, 1H), 1.48-1.82 (m, 7H), 1.38-1.44 (t, J = 12.0 Hz, 1H), 1.23
-1.28 (m, 1H), 0.97-1.05 (m, 4H), 0.94-0.95 (d, J = 4.0 Hz, 3H).
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TH-NMR: (CDCl3): & 7.93 (d, J = 1.6 Hz, 1H), 7.77 (dd, J 10.8, 2.4 Hz, 1H), 7
-42-7.45 (d, J = 10.8 Hz, 1H), 3.34 (s, 2H), 2.60-2.70 (m, 1H), 2.36-2.47 (m, 1H
), 1.76-1.99 (m, 5H), 1.21-1.30 (m, 1H), 1.07 (d, J = 8.8 Hz, 3H), 0.90 (t, J =
9.6 Hz, 3H) ppm.
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TH-NMR: (CDCl3): & 7.81 (d, J = 1.8 Hz, 1H), 7.63 (dd, J = 8.1, 2.1 Hz, 1H), 7.

42-7.45 (d, J = 8.4 Hz, 1H), 3.34 (s, 2H), 2.60-2.70 (m, 1H), 2.36-2.47 (m, 1H),
1.76-1.99 (m, 5H), 1.21-1.30 (m, 1H), 1.07 (d, J = 7.2 Hz, 3H), 0.90 (t, J = 7.

5 Hz, 3H) ppm.
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TH-NMR: (CDCl3): & 7.81 (d, J

= 1.8 Hz, 1H), 7.63 (m, J = 8.1, 1.8 Hz, 1H), 7.
27 (d, J = 8.1 Hz, 1H), 3.41 (s, 3H), 2.91 (s, 2H), 2.46-2.52 (m, 1H), 1.75-1.79
1H), 1.29-1.47 (m, 5H), 1.08-1.15 (m, 1H), 0.98 (d, J =
7.5 Hz, 3H).
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LC-MS (0 O 1): tg = 5.94 O, MS (ESI) m/z 528.1 [M+H]™.
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TH-NMR: (CDClz): & 7.83 (s, 1H), 7.43 (dd, J = 8.0, 2.0 Hz, 1H), 7.10 (d, J =8 30

.0 Hz, 2H), 4.26-4.43 (m, 3H), 3.42 (s, 3H), 2.95 (d, J = 16.0 Hz, 1H), 2.68 (d,
J = 16.0 Hz, 1H), 2.32-2.37 (m, 1H), 2.17 (s, 1H), 1.91-1.97 (m, 1H), 1.82-1.89
(m, 1H), 1.63-1.68 (m, 1H), 1.31-1.40 (m, 6H), 1.13 (s, 9H), 0.90-0.95 (m, 6H),
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TH NMR: (CDClg): & 7.91 (s, 1H), 7.74 (dd, J = 8.0 Hz, 1H), 7.41 (d, J = 8.0 Hz

, 1H), 3.80 (s, 2H), 2.48-2.53 (m, 2H), 2.33-2.49 (m, 1H), 2.15-2.23 (m, 1H), 1.
75-1.95 (m, 4H), 1.21-1.40 (m, 1H), 0.88 (t, J = 8.0 Hz, 3H).
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LC-MS (0 O 1): tg = 1.32 0, MS (ESI) m/z 339.1 [M+H]*.

TH NMR: (CDClg): & 7.88 (s, 1H), 7.69 (dd, J= 8.4, 2.0 Hz, 1H), 7.31 (d, J = 8.
4 Hz, 1H), 3.39 (s, 3H), 2.97 (s, 2H), 2.88-2.94 (m, 1H), 2.21-2.26 (m, 1H), 1.8
1-1.87 (m, 1H), 1.70-1.78 (m, 1H), 1.40-1.59 (m, 4H), 1.12-1.39 (m, 2H), 0.88 (t
, J = 8.0 Hz, 3H).
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LC-MS (0 O 1): tg = 0.79 O, MS (ESI) m/z 413.2 [M+H]™.
TH-NMR (CD50D): 7.66 (dd, J = 7.6, 1.6 Hz, 1H), 7.51 (d, J= 8.0 Hz, 1H), 7.32 (s
, 1H), 3.69-3.76 (m, 2H), 3.12-3.27 (m, 3H), 1.78-1.95 (m, 3H), 1.32-1.42 (m, 11

H), 1.11-1.18 (m, 1H), 0.78 (t, J = 7.6 Hz, 3H). 20
19F-NMR (CD50D): -139.768.
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LC-MS (0 O 1): tg = 1.020 ; [M+H]* = 393.

THNMR (CDL0D) & (ppm): 7.62 (dd, J = 8.0, 2.0 Hz, 1 H), 7.47 (d, J = 8.0 Hz, 1 H

), 7.26 (d, J = 2.0 Hz, 1 H), 3.47 (dd, J = 14.8, 6.4 Hz , 1 H), 3.34 (dd, J =1

4.8, 6.4 Hz, 1 H), 3.24 (d, J =16.0 Hz, 1 H), 3.12 (d, J = 16.0 Hz, 1 H), 2.54 (

t, J = 10.0 Hz, 1 H), 1.79, (d, J = 12.4 Hz, 1 H), 1.60 -1.40 (m, 3 H), 1.22 (m,

2 H), 1.03 (m ,1 H), 0.99 (d, J = 6.4 Hz, 3 H), 0.94 (d, J = 6.0 Hz, 3 H), 0.49 40
(m, 2H), 0.32 (m, 2 H).
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LC-MS (0 O 1) tg = 0.90 O m/z 440, 442 (MH")

TH NMR (CD50D) & 8.73 (d, J = 4.7 Hz, 2H), 7.38 (t, J = 4.7 Hz, 1H), 7.27-7.24
(m, 2H), 5.01 (s, 2H), 3.14-3.05 (m, 2H), 2.60 (t, J = 9.8 Hz, 1H), 1.77-1.74 (m
, 1H), 1.67-1.58 (m, 1H), 1.55-1.45 (m, 1H), 1.40-1.24 (m, 3H), 1.01-0.97 (m, 6H

).
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THNMR (DMSO-d6): & 10.83 (br s, 1H), 9.65 (br s, 2H), 7.90 (d, 1H), 7.84 (dd, 1
H), 7.59 (d, 1H), 4.35 (br s, OH), 3.78 (m, 2H), 3.20 (d, 1H), 3.03 (d, 1H), 2.8
8 (m, 1H), 2.68 - 2.26 (m, 5H), 1.72 (m, 1H), 1.54 (m, 1H), 1.45 - 1. 28 (m, 3H)
, 1.16 (m, 1H), 1.05 (t, 1H), 0.91 (d, 3H).
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H), 7.59 (d, 1H), 4.40 (br s, OH), 3.78 (m, 2H), 3.20 (d, 1H), 3.06 (d, 1H), 2.6
8 - 2.26 (m, 6H), 1.60 - 1.04(m, 6H), 0.92 (d, 3H), 0.88 (d, 3H).
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1H), 7.83 (dd, 1H), 7.55 (m, 3H), 4.30 (br s, OH), 4.06 - 3.90 (m, 2H), 3.16 -

2.96 (m, 4H), 2.40 (t, 1H), 1.49 (m, 1H), 1.35 (m, 2H), 1.18 (m, 1H), 1.02 - 0.9

0 (m, 2H), 0.88 (d, 3H), 0.86 (d, 3H).
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0 (br s, OH), 3.20 (d, 1H), 3.03 (d, 1H), 2.52 (s, 3H), 2.47 (m, 1H), 1.59 - 1.

10 (m, 6H), 0.90 (d, 3H), 0.88 (d, 3H).
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