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515 1.87 (2H, m), 2.93 (2H, m),
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8 How~ R o A A, |LC [6.08, |(CDs;0OD)3.56(2H, m),
© . IMS 577 3.73 (3H, s), 3.78 (2H, m),
NN 561 (2H, s), 6.38 (1H,t,J
Q/\ = Q = 8.8Hz), 6.82 (2H, m),
~o \_ 7 | 7.08 (2H, m), 7.22 (1H, m),
,‘ ‘ 7.43 (1H, dd, J = 10.9,
3:5%-(f_’,kﬁ';;‘f_jg';g;gf@’_?;=g> 1.9Hz), 7.65 (1H, dd, T =
AU 6.1, 1.0Hz), 8.28 (1H, d, J
=6.1Hz), 8.63 (1H, d, J =
1.0Hz)
9 W § . ! N 5.36, | (CDs;0D)3.66 (2H, m),
o-N 4 IMS 439/44 | 3.92 (2H, m), 3.98 (3H, s),
AN 40°C 1 6.42 (1H, d, ] = 8.8Hz),
— 7.15(1H,dd, J=8.8.
. Br 2.3Hz), 7.53 (1H, d, ] =
‘ 2.3Hz), 7.60 (1H, dd, J =
AVl et T 6.2, 1.0Hz), 8.31 (1H, d, J
AN O LRS- = 6.2Hz), 8.58 (1H, s)
10 | Ho C B i 549, |[(CD:0OD)3.71 2H,t,J=
o-N 457 | 4.5Hz),3.99 2H, t,] =
o 4.5Hz), 6.45 (1H, t,J =
AN |, F 8.9Hz), 7.26 (1H, m), 7.47
AN N@\ (1H, d, J = 5.9Hz), 7.48
N? | (1H, dd, J = 10.8, 1.9Hz),
‘ 8.24 (1H, d, ] = 5.9Hz),
et e 8.56 (1H, 5)
HILRUBEQ-EFAF-ThF)-FER
11 Ho c’ B - 5.76, | (CD;OD) 1.41 3H,t,J=
485 7.1Hz), 3.66 (2H, m), 3.90
(2H, m), 4.54 (2H, q, J
N 7.1Hz), 6.36 (1H, t, ] =
\ @ 8.7Hz), 7.21 (1H, ddd, J =
N 8.7,1.9, 1.0Hz), 7.44 (1H,
Dt dd, J =10.8, 1.9Hz), 7.60
I FE/-H-EDO[3 2- c] (1H, dd, J= 6.1, 1.0Hz),
Eers s B 8.29 (1H, d,J = 6.1Hz),
8.61 (1H, d, ] = 1.0Hz)
2|, - - ,D |5.84, |(DMSO-Dg)1.44 (2H, m),
O\O 511 1.73 (2H, m), 3.25 (2H, m),

HN (0]
H F
\N N N
7\
=N |

3-(2-7)LABR-4-3—F-Jz=)L

7\/) 1-AFJL-1H-E0Q[3,2—]
EYoU-2-hILRUEE(TRSERD
-ES-4-ANAFI)-TIF

378 (2H, dt, J=11.8,
42Hz), 3.86 3H, s), 5 3.87
(1H, m), 6.21 (1H, t, ] =
9.0Hz), 7.19 (1H, m), 7.52
(1H, dd, J = 11.1, 1.9Hz),
7.56 (1H, s, br), 7.59 (1H,
dd,J=5.9, 1.0Hz), 8.32
(1H, d, J = 5.9Hz), 8.63
(1H, d, J=1.0Hz), 11.39
(1H, s, br)
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13

N
-—N = \©\
- |
l/
N\ N HCI

3~(2-7)F0-4-3—F-TJx=)LF7Z/)
—1-AFJ-1H-EBOB 2-c]EY P
-2-hINRUBEERFO XL 7 IR-15EEE

IMS

5.31,
427

(DMSO-Dg) 3.99 (3H, 3),
6.32 (1H, t,J = 8.7Hz),
720 (1H, d, J = 8.7Hz),
7.56 (1H, dd, J=11.0,
1.9Hz), 7.82 (1H, s), 8.21
(1H, dd, J = 6.8, 1.4Hz),
8.54(1H, d, J = 6.8Hz),
9.03 (1H, ), 9.61 (1H, s),
11.41 (1H, s), 15.00 (1H, s,
br)

14

3-(2-7)A0-4-3—R-Jx=)LF7Z/)
-1-AFJL-1H-EQA[3,2-c]EUT Y
“2-ANRVBERY D -4 LT FY)
-TIF—XEE

eO

T =

3.96,
510

(DMSO-Dg) 1.73 (2H, m),
1.87 (2H, m), 2.93 (2H, m),
3.19 (2H, m), 3.86 (3H, s),
4.01 (1H, m), 6.22 (1H, t,J
=8.9Hz), 7.20 (1H, m),
7.52(1H,dd,J=11.1,
1.9Hz), 7.61 (1H, dd, J =
5.9, 1.0Hz), 7.63 (1H, s),
8.33(1H, d, J = 5.9Hz),
8.61(1H,d,J= 1Hz),9.2
(2H, s, br)

15

3~(2-7)LAB-4-3—F-TJx=)LFZ/)
-1-AFL-1H-EOA[32-c]EU Y
-2-NILRVEES F0TOE LARFI-FIR

5.80,
411

(DMSO-Dg) 0.19 (2H, m),
0.48 (2H, m), 1.00 (1H, m),
3.55(2H, d, J=7.2Hz),
391 (3H,s), 6.31 (1H,t,J
=8.9Hz), 7.21 (1H, m),
7.54 (1H,dd, J=11.1,
1.9Hz), 7.74 (1H, s), 7.88
(1H, d, J = 6.3Hz), 8.42
(1H, d, J=6.3Hz), 8.83
(1H, s), 11.66 (1H, s)

21

HO

\ H
O-N
0
HN \ H F
N N
P
N |
3-(2-7)FB0-4-3—F-TJz=)LT3/)

H-ERaR.2-c]EY P -2-hIL R B
(-EFOFI-ThHI)-73F

549,
457

(CD;0D) 3.71 (2H, t, ] =
4.5Hz),3.99 QH, t,J =
4.5Hz), 6.45 (1H, t,J =
8.9Hz), 7.26 (1H, m), 7.47
(1H, d, J = 5.9Hz), 7.48
(1H, dd, J = 10.8, 1.9Hz),
8.24 (1H, d, J = 5.9Hz),
8.56 (1H, s)

22

1-TFIIL-3-(2-T)FA-4-3—K
-7z )LF73/)-1H-E00[3,2—c]
BT -2-hILRU B
@-EFAF-ThFI)-TIF

C6

5.76,
485

(CD;0OD) 1.41 3H, t,] =
7.1Hz), 3.66 (2H, m), 3.90
(2H, m), 4.54 (2H, q, J =
7.1Hz), 6.36 (1H, t, ] =
8.7Hz), 7.21 (1H, ddd, J =
87,19, 1.0Hz), 7.44 (1H,
dd, J=10.8, 1.9Hz), 7.60
(1H, dd, J = 6.1, 1.0Hz),
8.29 (1H, d, J = 6.1Hz),
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8.61 (1H, d, J = 1.0Hz)
23 HO (CD:0D) 0.41 (2H, m),
H 0.51 (2H, m), 1.26 (1H, m),
O-N
D o 3.66 (2H, m), 3.90 (2H, m),
Ny F 4.42 (2H, d,J = 7.0Hz),
¢ N 8 | 1Lc| 616 |636(HtJ=_88Hz)
P ’ 511 | 7.20 (1H, m), 7.43 (1H, dd,
N ! J=10.9, 2.0Hz), 7.62 (1H,
(2_711):3_%3533 le_é;):l/;'(j} ) dd,J= 68, 1.0Hz), 8.27
ﬁ)bﬂi‘_*/%é%z—tlgf:'nzd?il_:élf;;z)_—';’s? 83’ (ch 3[ ; ?égg’ 8.61
24 (DMSO-Dg) 3.44 (2H, t, ]
=47Hz),3.71 QH, t,J =
@ 4.7Hz), 5.67 (2H, ), 6.27
N 649, | (H.t.J=89Hz),7.10
\ \@\ A H 47 | (QH,m), 7.26 (4H, m), 7.53
N (1H, dd, J = 11.1, 2.0Hz),
RS (2 1ot 7.57 (1H, s, br), 7.68 (1H,
A-f-Iz=L75/)-1H d,J=6.0Hz), 8.30 (1H, d,
-£00[32-clEy P -2-
NILRUEE-EROF I TR%F)-75K J=6.0Hz), 8.58 (1H, s)
25 (CD;0D) 3.55 (2H, m)
3.77 (2H, m), 5.84 (2H, s),
D“N 6.46 (1H, 1, J = 8.8Hz),
\ 46, | 711 (2H, m), 7.25 (1H, m),
A \@\ A I ag | 746 (1H, dd, 7=10.9,
Nig 2.0Hz), 7.57 (1H, d, ] =
) 6.1Hz), 8.31 (1H, d, ] =
MRS e 6.1Hz), 8.45 (2H, m), 8.68
-ERaA32-cE) o -2- .
HLKUE (2-EFOFT TR ) -FEF (1H, s)
26 (CD;0D) 3.57 (2H, m),
HO 3.79 (2H, m), 5.83 (2H, s),
o-N 6.43 (1H, t, J = 8.8Hz),
gﬁ}r/\ o 7.24 (1H, m), 7.38 (1H, dd,
I Hoh 495 | I=8.0.48Hz), 746 (IHL,
S @\ A H 43 | dd, 7=10.8,2.0Hz), 7.61
NG | (1H, m), 7.69 (1H, d, J =
i - 6.0Hz), 8.33 (1H, d, ] =
e s 6Hz), 8.39 (1H, s), 8.44
-Foa32-clEy o -2-
HIVHR B (2-EROEF S Th4)-73F (1H, d, J = 4.8Hz), 8.68
(1H, s)
27 "o ! (CD:0D) 3.57 (2H, m),
oN__ 3.78 (2H, m), 5.83 (2H, s),
QﬂN o 6.40 (1HL t, J = 8 8Hz),
P AN 6.6o. | 695 (1H, m), 7.08 (2H, m),
® B | LC | %05 |723(1H,m),7.29 (1H,m),
N | 744 (1H, dd, J = 10.8,
1-(2-T)LAB-R2D)L)-3- 2'OHZ)’ 7.61 (]H’ d,J=
(2_71"’_@%3_3?':&%1:5"17_5/) 6.1Hz), 829 (1H,d,J =
P s s A 6.1Hz), 8.64 (1H, s)
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28 " (CD;0D) 3.56 (2H, m),
— 4 3.78 (2H, m), 5.85 (2H, s),
O-N 6.41 (1H, t, J = 8.8Hz),
\ © i 7.23 (1H, m), 7.35 (1H, d,
i P 206, | 1= 7-8Hz),7.44 (1H, dd,J
Pl \@\ B | LC | 5 |=11.1,2.0Hz), 747 (IH,
N [ s), 7.49 (1H, t, ] = 7.8Hz),
s 7.56 (1H, d, ] = 7.8Hz),
3—?3%’{?5;%%;%&5{5’59 7.62 (1H,d, J = 6.2Hz),
ARV B (2-EROFL-ThED)-73K 8.30(1H, d, J=6.2Hz),
8.66 (1H, s)
29 "o (CD;0D) 3.07 (3H, s),
o-K 3.55(2H, m), 3.77 (2H, m),
% Y o 5.88 (2H, 5), 6.45 (1H, , J
QP = 8.8Hz), 7.24 (1H, m),
® ‘[ij\ B | Lc | 610 |7.34(2H, m), 7.45 (1H, dd,
N | ’ 625 | 1=10.9,2.0Hz), 7.59 (1H,
ErCr v CH . 5.29 (1, 1=
H-EOOB2CEYST2- (2H, m), 8.29 (1H, d, J =
HIRUBE (2-EROFI-IFD)-FER 6.1Hz), 8.66 (1H, d, J =
1.0Hz)
30 HO (CD:0D) 3.27 (6H, s),
S 3.52 (2H, m), 3.74 (2H, m),
@ o 5.82 (2H, 5), 6.38 (1H, t, J
N PP =8.8Hz), 7.19 (1H, m),
® \@\ B | Lc | 607, |732(H,d, 1=7.7Hz),
N | ’ 618 | 7.40 (1H, dd, J=10.9,
g e, AT
:1H—EEIEI[3,2—C]I:°U§/';—2—\ . (] H, d’ J=6.1 HZ)’ 8.27
HILRUBE (2-EFRFL-ThF)-F3R (lH, d,J= 6.1Hz), 8.63
(1H, d, ] = 1.0Hz)
31 Ho (CDCl3) 3.12 2H, t,J =
@\jo_n 7.2Hz), 3.73 (2H, m), 3.97
o (2H, m), 4.85 (2H, t, ] =
Ny F 7.2Hz),5.71 (IH, d, J =
A N\©\ B | Lc | 690, |3H2),623(IH,t] =
P : 561 | 8.8Hz), 7.08 (2H, m), 7.21
N ! (5H, m), 7.48 (1H, dd, J =
$-2-INABA-T—FTTZ LT 10.3, 1.9Hz), 8.35 (1H, d, J
s S oA, 860 (4T
ERRE AT 1.0Hz), 10.20 (10, s, br)
32 (CDCl3) 8.70 (1H, s), 8.39
H (1H, d, J=5.8Hz), 7.64
Hoxl/\o—N ° . (1H, 5), 7.40 (1H, dd, J =
NN 10.2, 2.0Hz), 7.25-7.20
_ 403, | (1H.m), 7.12 (1H, d, J=
\_,? ! B J g | 6:2H2), 6.70 (1H, t, J=
o 9.0Hz), 4.35 (2H, t, J=
3(2:7}43{55,‘:%3'%7_}:?13};)7_,) 5.0Hz), 4.04 (2H, t, 1=
h)b?ﬁ‘/ﬁ&”(Z—EFﬁlﬁ;&—Ii;F’/)—TEF 4‘5H2)’ 3.76 (2H’ t,J=
4.5Hz),2.93 (2H, t, J=
5.0Hz), 2.32 (6H, s).
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33 (CD;0D) 8.61 (1H, d, J=
N 0.9Hz), 8.26 (1H, d, J=
o-N 6.1Hz), 7.60 (1H, dd, J=
F@ ° 6.1, 1.2Hz), 7.41 (1H, dd,
M Hof 676, | 1= 11.0,2.1H2),7.20 (IH,
® j@\ B C sgs | ddd, J=8.4,18, 1.0Hz),
N | 7.15-7.11 (m, 2H), 7.01-
14T A TR - 6.95 (m, 2H), 6.37 (1H, t,
MR e g J=8.9Hz), 5.69 (2H, s),
AILRUEE (2-EROF I ThED)-FIK 3.75 (2H, t, J= 4.5Hz), 3.53
(2H, t, J= 4.5Hz)
34 HO\/\O,N O
Ho| (CD:0D) 3.79 (2H, t, J =
HNS N@\ 4.7Hz), 403 QH, t,J =
= 4.6Hz), 6.57 (1H, t,] =
O\ | E | BD 643? 8.7Hz), 727 (1H, d, J =
7-700-3-(2-7 )L 0-4 8.2Hz), 7.45 (IH, t, T =
 SAR-JIZ TS/ 1H- 11.0Hz), 8.23 (1H, s), 8.46
Eoas2-clEY o r-2-hLR B :
(-EFDFS-TrE )T (1H, s)
35 (DMSO-Dy) 8.54 (1H, s),
8.27 (1H, d, J = 5.5Hz),
7.56-7.50 (2H, m), 7.48
] sgy | (1H,dd,J=11.0,2.0Hz),
C C | %gs |7-167.13 (1H, m), 6.18
S (1H, t, J = 9.0Hz), 3.81
3—(2—56??%3535;%%3&%2%17:/) (3H, s), 3.74-3.67 (1H, m),
2-EFEF - TORFL)-TEK 3.57-3.55 (2H, m), 0.95
(3H, d, ] = 6.0Hz)
36 4 o (DMSO-Dg) 0.19 (2H, m),
V/\O'N yob 0.47 (2H, m), 0.99 (1H, m),
S Nﬁ 3.54 (2H, d, ] = 7.0Hz),
— | 391 (3H, s), 6.31 (1H, t, J
] ] o6 | 692, |=88Hz),7.20 (1H, dd, J=
481 | 7.4,13Hz), 7.54 (1H, dd, ]

3-(2-J)1A0-4-3—R-Tx=)LT73/)
-1-AF)IL-H-ED0A[R2-cJEY DY
-2-hIUARVBEL /O TOE LA L-T IR

=11.0, 1.7Hz), 7.74 (1H,
s), 7.88 (1H, d, ] = 6.4Hz),
8.42 (1H, d, J = 6.5Hz),
8.82 (1H, s), 11.66 (1H, )
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37 HO\L
o (DMSO-Dg) 8.45 (1H, d,
HN. 0 J=2.5Hz),8.17 (1H, d, J=
HoF 6.3Hz), 7.44 (1H, dd, J=
N N\©\ 5 | 6 | 595 |26, 145H2), 721 (1K,
e | 489 | ddd, J=1.5,2.7, 11.2Hz),
\ 6.37 (1H, t, J= 11.6Hz),
reeoLe 359 Gl 19, 3.66 (. m)
[32-clE Pr-2-h LR B ’ T i
(-ERO#FS-ThFI)»-TIF
38 (CD:0D) 8.56 (1H, s),
ﬂ F 8.33 (1H, s), 8.22 (1H, d,
3L O J=6.5Hz), 7.48 (1H, d, J=
H Y= ' 6.0Hz), 7.22 (1H, m), 6.39
HN.2 ) g | 653 | (1H,t,J=8.0Hz),3.67 (2H,
SN HOOH 467 | d,J=8.0Hz), 1.04 (1H, m),
3-(2-7 A B-4-3—F-TJx=)LF3/) 0.48 (2H’ m), 0.21 (2H’ m)
-1H-E0a[32-c]EY T -2-hILR B
29070 LA -TIF - FBAIE
39 "o, (DMSO-D¢) 11.63 (1H, s,
g G br), 8.47 (1H, s), 8.25 (1H,
NN N\©\ s), 7.55 (1H, s, br), 7.47
(1H, dd, J=2.0, 10.0Hz),
c—d N |
=N b | A | 644 |7.14(H, dd J=20,
7-400-3-2-7)LA[-4-3—K- 505 8'0HZ.)’ 6.18 (lH’ t,J=
JT=LTI/)-1-AF L-1H-EOn 9.0Hz), 4.70 (1H, s, br),
Badeigm AR 4.06 (3H, s), 3.78 (2H, t, J=
4.0Hz), 3.48 (2H, t, J=
4.0Hz)
40 ‘} H_O . (DMSO-Dg) 11.95 (1H, s,
0" N br), 10.49 (1H, s, br), 8.53
"e Ti:\\ (1H, d, = 1.0Hz), 8.21
= ! (1H, d, J=6.0Hz), 8.10
NN HCOH ] g | 705 | (1H,s),7.71 (1H,s, br),
32-7 LA B—-4-3—F-TT=NTI)) 469 | 7.50(1H, dd, J=1.5,
e g 9.0Hz), 7.34 (1H, dd, J=
6.0, 10.0Hz), 7.18 (1H, d,
J=8.0Hz), 6.23 (1H, t, J=
9.0Hz), 1.08 (9H, s)
41 (DMSO-Dg) 1.84 (2H,
W o quin, J = 6.7Hz), 3.54 (2H,
HO_~-N oo s, br),3.83 2H, t,J =
N 4.7Hz), 444 H, t,] =
o~ N\ Ol 7.0Hz), 4.65 (1H, s, br),
W _ | e | 514 [475(H,s,br), 6.23 (1H,
"~ | 515 | t,J=8.9Hz), 7.20 (1H, dd,

3-(2-7)LFB-4-3—R-TJx= )LFZ/)-
1-@-ERaF-JOE)L)-1H-£'0n
[38.2-clEY D -2-h LR B(2-
EFOFO-TREO)-TIF

J=8.4, 1.4Hz), 7.52 (1H,
dd, J=11.2, 2.0Hz), 7.56

(1H, s, br), 7.59 (1H, dd, J
=5.9Hz), 8.30 (1H, d, J =
5.9Hz), 8.55 (11, d, ] =
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0.9Hz), 11.54 (1H, s, br)

42 (CH30H-Dy) 2.94 (3H, s),
3.05 (3H, s), 3.53-3.58

! (2H, m), 3.77 (2H, 1, J =
HO N0 4.58Hz), 5.80 (2H, s), 6.42
AT 607, | (1H.t.J=880Hz),7.19
_ \O\ Al c % | (2H, d, T = 8.03Hz), 7.18-
oﬂ \_/ | 618 | 7.25 (1H, m), 7.34 (2H, d,
N J=8.21Hz), 7.41-7.46 (1H,
e icn L i, T 03tiz), 824830 (1F,
EnCv i e o AN 1.03Hz), 8.24-8.30 (1H,
(2-ERO%S-ThE)-73R m), 8.64 (1H, d, ] = 0.98
Hz).

43 (DMSO-Dg) 3.40 (2H, t, J

=4.73Hz), 3.67 (2H, t,J =

H 1 G 4.68Hz), 5.75 (2H, 5), 6.29
NN N@\ 240, | (H,t,J=8.88Hz), 7.18-

. = A | o %1725 (1H, m), 7.27 (2H, d,

F\g \_/ I 615 | J=8.05Hz),7.52 (1 H, dd,

F 1=11.01, 1.94Hz), 7.61

B e (1H. ), 7.60-7.71 GH, m)
-1H-E 003 2-c]E) SL-2-H LR B 8.30 (1H, t, J = 5.95Hz),
(rEFRFL-Tha)-7S 8.59 (11, d, J = 0.97Hz).

44 (DMSO-Dg) 3.56 (2H, d, J
=4.95Hz), 5.87 (2H, s),
6.49 (1H, t, ] = 8.84Hz),

HO_~ N0 726 (3H, dd, J = 13.43,
NN T o | 647, | 8.07Hz),7.56 (1H,dd, ] =
/@ﬁ _ Q A | H 10.97, 1.95Hz), 7.80 (2H,
572
P \_/ | d, J = 8.33Hz), 7.95-8.04
N (1H, m), 8.23 (1H, t, ] =
1_(4_:/7/_/{5,:)”,)_ - 6.75 HZ), 8.51-8.57 (1 H,
R e R /ey m), 9.15 (1H, s), 11.94
(Q-ERAF-ThF)-7EF (1H, s).

45 (DMSO-Dg) 2.79 (3H, s),
2.92 (3H, s),3.42 2H, t,J
=4.72Hz), 3.70 (2H, t, ] =

H 4.63Hz), 5.70 (2H, s), 6.27
RN G 61n | (IH.t.J=8.84H2), 708
NN A | ut % | (1H, s), 7.14-7.24 (2H, m),
‘“()\\@ﬁ = é\ 618 | 7.26 (1H,d,J=7.58Hz),
\ ! 735 (1H, t, J = 7.63Hz),
1G-S AF AN SEA N-RUD ) 7.52 (1H, dd, J = 11.00,
e s s 1.93Hz), 7.60-7.72 (1H,
@-ErOF-ThFD)-FER rn), 8.29 (lH, d, J=
5.90Hz), 8.57 (1H, s).
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46 (CH;0H-Dy) 3.60-3.65
9y (2H, m), 3.84-3.89 (2H,
R m), 6.00 (2H, s), 6.40 (1H,
s NN T 659 | &I =8.78H2),7.17 (1H. d,
CN-Q(\ - @ A |Le | 77 |1-3.86H),7.21-7.24 (H,
\_,/ | 578 | m), 7.44 (1H, dd, J =
—1H—En’n[3,2—c]|:°u~>‘>—21—;:})wﬁ3§§ d,J=3.84 Hz), 7.71 (1H,
(-EROFS-TRF)- 73K d,J=6.11Hz), 8.32 (1H, d,
J=6.08Hz), 8.62 (1H, s).
47 (CH30H-Dy) 2.55 (6H, s),
3.53-3.58 (2H, m), 3.76-
3.81 (2H, m), 5.88 (2H, s),
y 6.41 (1H, t, ] = 8.79Hz),
HO o~ N 20 7.24 (1H, ddd, ] = 8.50,
9 N T 6.74, | 1.93, 1.07Hz), 7.40 (1H, s),
\N;.‘©ﬁ“_ ALC | | 744(1H,dd. 1= 1084,
\ © ® 1.93Hz), 7.49 (1H, d, J =
N 7.85Hz), 7.56 (1H, t, ] =
1_s(f(—z?;j_l:;git)—lélj—?lig)b:/i?z%)_ 7.73Hz), 7.60 (1H, d, ] =
-1H-En’n[s,z—c]nfu:)y—f—?:)mﬁ}ﬁg 6.11Hz), 7.66 (1H, d, J =
(@EFRFY-ThE)-TRE 7.78Hz), 8.29 (1H, d, J =
6.09Hz), 8.67 (1H, s).
48 (DMSO-Dg) 3.42 (2H, t, J
=4.69Hz), 3.69 (2H, t, J =
4.68Hz), 5.70 (2H, s), 6.31
HO o Na 0 (1H, t, J = 8.88Hz), 7.22
HoF 653 | (H. dd.J=8.48,1.87Hz),
NS A | B =% | 7.41 (1H, d, J = 7.98Hz),
«® 572 | 7.49-7.55 (3H, m), 7.62
\ N ! (1H, s), 7.61-7.70 (1H, m),
N 7.73 (1H, dd, J = 7.54,
TSI 1.54Hz), 8.27-8.32 (1H,
R B /ey m), 8.59 (1H, d, J =
(2-erOFL-ThHL)-73R 0.97Hz)
49 HO
\_\ H
o-N (DMSO-Dg) 3.57 (2H, t, J
o =4.81Hz), 3.87 (2H, t,J =
S Y 4.83Hz), 6.43 (1H, 1, ] =
B F 5 . 592, | 8.80Hz), 7.23-7.27 (1H,
NG { j « m), 7.55 (1H, dd, J =
475 110,95, 1.94Hz), 7.91 (1H,
! s), 822 (1H,d,J =
S ey Y e 3.01Hz), 836 (1H, d, ] =
B2-clE Y -2-h LR B 2.28Hz).
(@-EFDFL-ThFI)-TEF

10

20

30

40



(138)

JP 5211063 B2 2013.6.12

50 (DMSO-Dg) 2.57 (6H, d, J
=1.91Hz), 3.40 (2H, t, J =
o oo 491Hz), 3.67 2H, t,] =
~"0 - 4.66Hz), 5.80 (2H, s), 6.34
N Né\ 667 | (H.t,J=8.77Hz),7.21-
o g\ = A | ©% 1725 (1H, m), 7.28 (2H, d,
s \_/ ! 654 | J=8.18Hz), 7.53 (1H, dd,
N © J=10.99, 1.96Hz), 7.63
SESTRGTE S 412820 1 o
SIH-ERA[32-cE YDy - h LR B (2H,d,J =820 Hz), 8.29
(-EFOFL-ThE-FRE (1H, d, J = 5.90Hz), 8.58
(1H, s).
51 1S (CH;OH-Dy) 1.90-2.01
CN o (2H, m), 3.40-3.80 (3H,
y F m), 437 (1H, s), 6.54 (1H,
NN N@\ 576, |t,1=8.82Hz), 7.23 (1H,
= - | B.C ddd, J=8.52, 1.94,
F \ 4 | 485 —
N 1.09Hz), 7.42 (1H, dd, J
-7 A4 A-3-(2-7)LA O-4-3—F- 10.90, 1.94Hz), 8.15 (1H,
Rl e d,J=3.33Hz), 8.47 (1H, d,
ERYDU-1-AI)-AE I J= ]94HZ)
52 on (CH3OH-Dy) 1.99-2.07
(2H, m), 3.45-3.60 (4H,
HO"-CN/ o m), 4.29 (1H, m), 4.44-
g F B | 515 |4+52(IH,m),6.57 (1H,t,J
e N\Q ) | 2 | =8 81HZ), 7.25 (1H, ddd, J
) . C’ | 515 |=851,1.94,1.08Hz), 7.42
N (1H, dd, J = 10.91,
AT R A e
J2- A WA AR-4-EF T F -2 3.33Hz), 8.46 (1H, d, ] =
EROXIAFIL-EQYD -1 IL)-AR/ 194HZ)
53 o (DMSO-Ds) 3.60 (1H, d, J
2\\ =11.51Hz), 3.82-3.96 3H,
oNsO m), 4.65 (1H, s), 5.46 (1H,
(K 1 611 | 9655 (1H, t,J=8.87Hz),
N ‘@\ _ lesl| 7 | 728(1H, d,J = 8.56Hz),
F— ) | ’ 487 | 7.54 (1H,dd,J=10.97,
N 1.93Hz), 7.97 (1H, s), 8.24
[7—771;l;:}}-;:;g—/()z_—a;_lgj-ﬂuag?_ali— (1H, d, J = 3.04Hz), 8.40
AL (1 & 1= 22300), 12.33
(1H, s).
54 (CH;OH-Dy) 1.06 (3H, d, J
=6.46Hz), 3.58 (1H, dd, J
=10.70, 8.13Hz), 3.68
650 | (1H. dd,J=10.69,
c | A C > | 3.27Hz), 3.82-3.88 (1H,
503 |m),4.14(3H,d,J=
1.01Hz), 6.36 (1H, t, ] =
gzgﬁ-g;e;@;z;;ﬁgm:agg— 8.81Hz), 7.21 (1H, ddd, J =
B2-clE YT v-2-ALARUEE 8.51,1.92, 1.09Hz), 7.43
(S 2-EFDFL-TOREI)-7IK (1H, dd. 1 = 1087,
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1.93Hz), 8.16 (1H, d, J =
4.65Hz), 8.47 (1H, d, J =
1.73Hz).
55 HO\L (DMSO-Dg) 2.39 (3H, ),
’_0 o 3.54 (2H, t, ] = 4.76Hz),
H Y 3.82-3.88 (5H, m), 6.31
S I, | 549, | (1H,d,J=8.56Hz), 7.00
= $ A 1 (1H, dd, J = 8.56, 2.19Hz),
. l C 407
N 7.30 (1H, s), 7.35 (1H, d, J
SO oEnAAT AN T7 L =2.17Hz), 7.60 (1H, d, J =
e iy 5.98Hz), 8.31 (1H, d,J =
(2-EREFI-ThE2)- TSR 5.93Hz), 8.49 (1H, s).
56 | HO (CHCl3-D3) 2.45 (3H, s),
. o 3.74-3.78 (2H, m), 3.98-
N y " 4.02 (2H, m), 4.14 (3H, 5),
NG \@ . | 501, 5.68 (1H, s), 6.50 (1H, t, J
— 5 A | H = 8.66Hz), 6.85-6.88 (1H,
NG 39T 1 m), 7.13 (1H, dd, J =
IR AN 11.47,2.05Hz), 7.36 (1H,
PANTS A e d, ] =6.11Hz), 8.43 (1H, d,
@ EROFI-ThFL)-75K J=6.09Hz), 8.63 (1H, s).
oooooao

gboobooooooboobobobooooobobonb
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e :‘g
i H
% wiE/Lama £ ;—g LCMS 'HNMR
o) E .u,‘& Hr RT/M+
i 5 =
16 HN. -0 - - - C° |545 [(CDCl)4.15(3H,s),
AN 411 5.91(1H, 8), 6.33 (1H, t,
\ \©\ J=8.8Hz), 7.21 (1H, m),
/N ! 738 (1H, d, ] = 6.1Hz),
=N 7.45(1H, dd, J = 10.3,
SeINAT A ITZNTR) 1.9Hz), 8.42 (1H,d, J =
B2-clEUSU-2-hLRIBE TSR 6.1Hz), 8.67 (1H, s)
17 RGO - - I 6.96, | (DMSO-Dg) 3.69 (3H, s),
K 517 | 5.70 (2H, s), 6.18 (1H, t,
Q/\ N O J=8.7Hz), 6.84 (2H, m),
7\ I 7.10 (2H, m), 7.21 (1H,
] =N dd, J=8.7, 1.9Hz), 7.53
3-2-TNAB-4-3—F-T7z=)LFZ)) (1H, dd, 7 =11.1, 1.9Hz),
R =t al 7.68 (2H, m), 7.81 (2H,
[32-c]EY S -2-hILRUBE T 2R 5), 8.29 (lH, d,J=
5.9Hz), 8.54 (1H, d, J =
0.8Hz)
S N (DMSO-Dg) 1.09 (6H, s),
o-N 2.39 (3H, s), 3.16 (2H, ),
N 0 3.86 (3H, s), 6.35 (1H, 1,
N\ H J =8.88Hz), 6.85 (1H,
s N F 579, |dd,J=8.43,2.05Hz),
> Q - CH| o |718(H,dd1=1216,
2.10Hz), 7.39 (1H, s),
S— 7.60 (1H, dd, J = 5.99,
3—(2—7»71_';!;4;):{/9%&2»77:» 1_()4HZ), 8.13 (1H, s),
B2-cE e r R B 7 S 8.31 (1H, d, 7= 5.95Hz),
(-ERFOFIAI-UAF L—TrFI-TIR 8.54 (1H, d, J = 1.00Hz).
58 (DMSO0-Dg) 0.96-1.02
(3H, m), 2.39 (3H, s),
3.58 (2H, dd, J = 19.89,
Ho{ . 5.64Hz), 3.70-3.79 (1H,
° £ u s34, | M):3.85(3H,5),6.38
H O\ N©S c2 | A | g | 77" | (1H,t,7=8.82Hz), 6.85
N \ 405 | (1H, dd, J = 8.43,
) 2.06Hz), 7.18 (1H, dd, J
) =12.15, 2.10Hz), 7.42
3‘“"’_j’_f}5‘5%§{{%’:’7—” (1H, ), 7.56-7.60 (1H,
[s.2-c] €1 502 I B m), 8.26-8.32 (1H, m),
(S)y-2-ERBEFL-TORFL)-TIK 8.55 (1H, s).
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