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BREAFEEICSHUNBEFTRES  RFHEUARK
BEEHE > AN TEARBRN B h bR SR EE
Bk

ABAMBEBHILEMZIERGIINUATLR]LIZ 612

RAFRAZILEMF T E KA -

[%& 1]

%A |2 X

M.W.

NMR

795.93

1H NMR(300MHz,
CDCI3-d, ppm, d):
8.10~8.06(m, 3H),
8.03~7.99(m, 1H), 7.38(d,
J=0.6Hz,, 1H),
7.31~7.22(m, 2H), 7.15(d,
J=6.9Hz, 2H), 7.07(t,
J=7.8Hz, 1H), 6.98(d,
J=4.8Hz, 2H), 6.86(d,
J=7.2Hz, 1H), 6.75~6.68(m,
4H), 5.61~5.52(m, 1H),
5.31~5.27(m, 2H), 5.07(d,
J=10.2Hz, 2H), 4.96~4.83(m,
1H), 4.37~4.17(m, 2H),
3.78(s, 3H), 3.49~3.22(m,
12H), 3.17~3.12(m, 1H)

833.93

(CDCI3, 300MHz) 5 11.66
(bs. 1H), 8.43(s, 1H), 8.28 (s,
1H), 7.77 (m, 2H), 7.64 (d,
2H, J=7.8 HZ), 7.38 (m, 2H),
7.24 ~7.19 (m, 2H), 7.14 (m,
1H), 7.07 (s, 1H), 7.04 (d,
2H, J=8.4 Hz), 6.90 (d, 2H,
J=7.2 Hz), 6.75 (d, 2H, ]=8.4
Hz), 6.70 (t, 1H, J=5.7 Hz),
5.57 (m, 1H), 5.42~5.34 (m,
3H), 5.29 (d, 1H, J=15.0 Hz),
5.18 (d, 1H, J=15.0 Hz), 5.08
(d, 1H, J=10.2 Hz), 4.90 (d,
1H, J=17.1 Hz), 4.44 (dd, 1H,
J=15.0, 8.3 Hz), 4.32 (dd, 1H,
J=15.0, 6.0 Hz), 3.98 (s, 3H),

117115
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3.54~3.22 (m, 9H)

803.91

(CDCI3, 300MHz) §
8.01~7.87(m, 3H), 7.75 (d,
1H, J=8.1 Hz), 7.39~7.18 (m,
2H), 7.12(s, 1H), 7.08~6.99
(m, 3H), 7.04 (d, 2H, J=8.1
Hz), 6.95 (d, 2H, J=10.5 Hz),
6.83~6.71 (m, 3H) 6.76 (s,
1H), 6.73 (d, 2H, J=8.1 Hz),
5.61~5.47 (m, 3H), 5.44 (,
1H, J=4.8 Hz), 5.39 ~5.25
(m, 3H), 5.03~4.97 (m, 3H),
4.83 (d, 1H, J=17.1 Hz), 4.43
(dd, 1H, J=14.7, 6.3 Hz), 4.32
(dd, 1H, J=15.6, 5.7 Hz), 3.94
(s, 3H), 3.91 (s, 3H),
3.56~3.18 (m, 9H)

M.W.

NMR

781.90

D-2

794.94

D-3

794.94

(CDCI3, 300MHz) & 7.87
(d, 1H, J=8.1 Hz), 7.63 (d,
2H, J=8.1 Hz), 7.49 (d, 2H,
J=8.1 Hz), 7.39~7.22 (m,
4H), 7.16 (s, 1H), 7.13 (1,
1H, J=7.8 Hz), 7.05 (d, 2H,
J=8.4 Hz), 6.94 (d, 1H,
J=7.8 Hz), 6.70 (d, 2H,
J=7.5 Hz), 6.65 (m, 1H),
5.59~5.47 (m, 3H), 5.37 (t,

12/ 115
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1H, J=5.7 Hz), 5.02 (d, 1H,
J=10.5 Hz), 4.94 (d, 1H,
J=15.0 Hz), 4.79 (d, 1H,
J=17.1 Hz), 4.47 (dd, 1H,
J=15.0, 6.3 Hz), 4.32 (dd,
1H, J=15.0, 6.0 Hz), 4.01
(s, 3H), 3.91~3.47 (bd,
4H), 3.45~3.19 (m, 8H),
2.56~2.38 (bs, 4H), 2.34
(s, 3H)
0.
N
\ (0
\/\N'NY\N%N
OO O s |-
OH
D-5
@H o HaCy 3
WA, @ o 797.96 | -
(0] :\©\
OH
N S U N
N
\
jN:gN 795.92 | -
0 X : © Q‘OH
OH
\
Sy Moy O 0
WA, @ s 711.81 | -
0] :\©\
OH
0. -
Y N
0
S~y
NN O A
G0 OL |
O _\©\
OH
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>0
Xy

(CD3CD, 300MHz) § 7.97
(d, 2H, J=8.4 Hz), 7.88 (d,
1H, J=7.8 Hz), 7.75 (d, 2H,
J=8.4 Hz), 7.60 (d, 2H,
J=9.0 Hz), 7.48 (s, 1H),
7.33~6.90 (m, 11H), 6.69
(d, 2H, J=8.4 Hz),
5.77~5.64 (m, 1H),
5.51~5.46 (m, 1H),
5.40~5.25 (m, 2H),
5.12~4.97 (m, 2H),
4.34~4.23 (m, 2H), 4.06 (s,
3H), 3.76~3.68 (m, 4H),
3.63~3.52 (m, 4H),
3.36~3.26 (m, 4H),
3.21~3.12 (m, 4H), 2.15 (s,
3H)

D-10
QAo
.
D-11 ©\/
x
D-12

1H NMR (300 MHz,
CDCI3) § 7.98 - 7.79 (m,
1H), 7.81 - 7.68 (m, 1H),
7.59 -7.47(d, J = 8.7 Hz,
2H), 7.40 - 7.29 (m, 1H),
7.25 -7.20 (m, 1H), 7.05 -
6.95 (m,9H), 6.98 - 6.89
(d, ] =8.8 Hz, 1H), 6.72 -
6.63 (d, J = 8.2 Hz, 1H),
5.50 - 5.29 (m, 1H), 5.03 -
4.88 (m, 1H), 4.83 - 4.72
(d, ] =17.2 Hz, 1H), 4.41 -
432 (d,J=6.1 Hz, 1H),
431-422(d,J=58Hz,
1H), 4.05 - 3.99 (s, 3H),

)



201219395

3.69 - 3.63 (s, 1H), 3.65 -
3.55 (m, 8H),3.50

(m, 2H)

-3.32

787.90

803.90

787.90

816.95

HnYNNIVMo v HN/YNle,n_O 2 HNYW.\HO HNV:NN\HO
oS S V0 @ JEN 5 S 3 S D S 5 S 95
2 : z : ; ;
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D-20

894.03

D-21

817.93

D-22

817.93

1H NMR (300 MHz,
CDCI3) §7.99 - 7.84 (m,
1H), 7.82 - 7.66 (m, 1H),
7.62-7.53 (d, ] =8.7 Hz,
2H), 7.40 - 7.30 (m, 1H),
7.24-7.11 (m, 1H), 7.08 -
6.99 (m, 10H), 6.98 - 6.89
(d, ] =8.8 Hz, 1H), 6.74 -
6.65 (d, J = 8.2 Hz, 1H),
5.51-5.27 (m, 1H), 5.08 -
4.93 (m, 1H), 4.86 - 4.74
(d, ] =17.2 Hz, 1H), 4.45 -
436 (d,J = 6.1 Hz, 1H),
435-4.26(d,] =58 Hz,
1H), 4.06 - 4.00 (s, 3H),
3.86 - 3.80 (s, 3H), 3.68 -
3.62 (s, 1H), 3.53 - 3.36
(m, 2H), 3.35 - 3.16 (m,
1H)

860.01

1H NMR (300 MHz,
CDCI3) § 7.98 - 7.81 (m,
4H), 7.76 - 7.65 (m, 2H),
7.62-7.51(dd, ] =6.7,2.3
Hz, 2H), 7.40 - 7.29 (m,
3H), 7.25 - 7.11 (m, 5H),
7.07 - 6.98 (m, 2H), 6.98 -
6.85 (dd, J = 6.9, 2.0 Hz,
3H), 6.74 - 6.63 (m, 3H),
5.63 - 5.27 (m, 4H), 5.15 -
4.94 (m, 2H), 4.87 - 4.74
(m, 1H), 4.49 - 422 (m,

16 /115
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2H), 4.02 - 4.00 (s, 1H),
3.98 - 3.95 (m, 2H), 3.54 -
3.15 (m, 7H), 1.85 - 1.71
(m, 2H), 1.55 - 1.41 (m,
4H), 1.33 - 1.18 (s, 5H),
1.04 - 0.94 (t, ] = 7.4 Hz,
3H).

D-24

817.93

D-25

978.15

845.98

D-27

801.93

D-28

801.93

D-29

751.87
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D30 [ g
N\fo \N 3 .,
X N
OO WO, {80897 |-
3o
: OH
D-31 (CDCI3, 300MHz) §
7.84~7.78 (m, 3H), 7.61
(d, 2H, J=8.1 Hz),
7.38~7.09 (m, 6H), 7.02
(d, 2H, J=8.7 Hz), 6.90 (d,
Qi N OH J=7.2 Hz), 6.70~6.65
\ \4 _
SN AN H S (m, 2H), 6.10 (d, 1H, J=8.4
® ~ Lo 09.08
Y Mo g N ? Hz), 5.55~5.44 (m, 3H),
., 5.36 (t, 1H, J=5.6 Hz),
5.01~4.70 (m, 3H),
4.49~4.24 (m, 3H), 3.99 (s,
3H), 3.50~3.17 (m, 8H),
2.17~2.06 (m, 4H), 1.45 (s,
9H), 1.37~1.24 (m, 4H)
D-32 H
g Q\'NYO \N\
\/\N.N{N/\@\Q\(O %
\fN‘A P HN< 3.98 | -
XY 9 /N\/I\!H
L,
A N\~
NYYN \
N A N 740.85 | -
0 NS \
Z~OH
D-34 : ]
\/\N,N\(NO
\rN%’\\o n 782.93 | -
OH
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768.90 | -

754.88 | -

808.85 | -

782.93 | -

796.96 | -

D-39
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796.91

783.91

355 |35 | 2P | |30 |30 |2
S L - L~ Y &
X ] 3 3 1 : 3

A
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D-48

787.90

1H NMR (300 MHz,
CDCIl3) 6 8.08 - 7.98 (s,
1H), 7.97 - 7.80 (m, 3H),
7.76 - 7.65 (m, 2H), 7.64 -
7.42 (m, 5H), 7.39 - 7.29
(m, 2H), 7.25 - 7.20 (m,
1H), 7.16 - 7.06 (m, 2H),
7.06 - 6.98 (d, ] = 8.5 Hz,
2H),6.95-6.86(d,J=7.2
Hz, 1H), 6.77 - 6.63 (m,
3H), 5.60 - 5.42 (m, 3H),
5.40-531(t,J=5.5Hz,
1H), 5.05 - 4.86 (m, 2H),
4.81-4.68(dd,J=17.6,
1.4 Hz, 1H), 4.49 - 4.22
(m, 2H), 4.01 - 3.92 (s,
3H), 3.51 - 3.18 (m, 8H).

D-49

817.93

1H NMR (300 MHz,
CDCI3) 6 7.98 - 7.77 (m,
4H), 7.74 - 7.64 (m, 2H),
7.64 - 7.49 (m, 2H), 7.40 -
7.29 (m, OH), 7.25 - 7.18
(d, J = 8.4 Hz, 3H), 7.16 -
7.06 (m, 2H), 7.05 - 6.95
(dd, J =12.9, 8.6 Hz, 1H),
6.94 - 6.87(d,J =72 Hz,
OH), 6.73 - 6.62 (m, 3H),
5.61 - 5.43 (m, 1H), 5.40 -
5.33 (1, J = 5.5 Hz, OH),
5.06 - 4.95 (dd, J=10.2,
1.3 Hz, OH), 4.95 - 4.85 (d,
J=15.0 Hz, OH), 4.81 -
4.68(dd,J=17.3,1.3 Hz,
1H), 4.49 - 422 (ddd, ] =
39.4, 14.9, 6.0 Hz, 2H),
4.02 - 3.92 (s, 3H), 3.90 -
3.84 (s, 1H), 3.51 - 3.17
(m, 8H).
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D-30

802.92

(CDCI3, 300MHz) 6 7.85
(d, 1H, J=7.5 Hz),
7.75~7.66 (m, 4H),
7.61~6.55 (m, 2H),
7.39~7.22 (m, 5H),
7.13~7.08 (m, 2H), 7.03
(d, 2H, J=8.7 Hz), 6.90 (d,
1H, J=7.5 Hz), 6.74~6.67
(m, 4H), 5.65 (s, 1H),
5.55~5.30 (m, 4H),
5.01~4.71 (m, 3H), 4.42
(dd, 1H, J=15, 6.0 Hz),
4.28 (dd, 1H, J=15, 6.0
Hz), 3.99 (s, 3H),
3.46~3.16 (m, 8H)

830.97

1H NMR (300 MHz,
CDCI3) 6 7.91 - 7.77 (m,
4H), 7.75 - 7.64 (m, 2H),
7.64 - 7.51 (m, 2H), 7.42 -
7.29 (m, 3H), 7.25 - 7.20
(d, J=8.4 Hz, 2H), 7.17 -
6.97 (m, 4H), 6.97 - 6.88
(d.J=7.1 Hz, 1H), 6.78 -
6.62 (m, 5H), 5.62 - 5.41
(m, 3H), 5.41-532(t, ] =
5.6 Hz, 1H), 5.04 - 4.94
(m, 1H),4.94 -4.82(d, J =
15.0 Hz, 1H), 4.79 - 4.67
(m, 1H), 4.50 - 4.36 (m,
1H), 4.36 - 4.22 (m, 1H),
4.02 - 3.95 (s, 3H). 3.50 -
3.17 (m, 7H), 3.09 - 3.02
(s, 6H).

D-52

809.99

D-53

816.95

227115
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D-54

845.00

D-55

873.05

D-56

816.95

(CD30D, 300MHz) §
7.78~7.73 (m, 3H), 7.65
(d, 2H, J=8.4 Hz), 7.53 (d,
2H, J=8.7 Hz), 7.28~7.16
(m, 6H), 7.04 (¢, 1H, J=7.2
Hz), 6.91~6.84 (m, 3H),
6.63~6.57 (m, 4H),
5.68~5.59 (m, 1H),
5.49~5.44 (m, 1H),
5.28~4.75 (m, SH),
4.28~4.17 (m, 2H), 3.98 (s,
3H), 3.58~3.01 (m, 8H),
2.78 (s, 3H)

D-57

859.03

(CDCI3, 300MHz) &
7.86~7.77 (m, 4H), 7.69
(d, 2H, J=8.4 Hz), 7.55 (d,
2H, J=8.4 Hz), 7.35~7.21
(m, SH), 7.10~7.07 (m,
2H), 7.029 (d, 2H, J=8.1
Hz), 6.91 (d, 1H, J=7.2
Hz), 6.69~6.66 (m, 4H),
5.58~5.34 (m, 4H), 4.98
(d, 1H, J=10.5 Hz), 4.88
(d, 1H, I=15.3 Hz), 4.72
(d, 1H, J=17.4 Hz), 4.42
(dd, 1H, J=15, 6.3 Hz),
429 (dd, 1H, J=15, 6.3
Hz), 3.97 (s, 3H),
3.40~3.20 (m, 12H), 1.20
(t, 6H, J=6.9 Hz)

23/115

L3



201219395

836.98

880.04

N

D-60
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D-65 Q
HN O \N 0
\
e~y -N )‘N / 38.01
SQs Oy Oy 838.0
I
Q.
D-66 Q '
HN (o] \N 0
Sy H&/\\ 851.99
N ﬂo O u N\\/O .
I
.,
D-66-1 Q
HN 0 \N \ O>\\
R N
XN QO O O N NQ‘NQ\O/ 880.04
o *& N
» oH
D-67 @
HN O \N \ 0
SN PN e 809.95
o H
.,
D68 ()
N_o N o
Ny N p—e
UL T et 854.95
0 3 , N
& OH
D-69 (300 MHz, CDCI3):
3.112-3.539 (m, 6H),
QH 0 \ o 4.256-4.449 (dg, ] = 14.7
A\ ==
\/\N-NY‘NN L J~nh, Hz, ] = 5.7 Hz, 2H),
803.91
O”{l*o U Hoo 4.707-4.839 (dd, J = 21.6
., Hz, ] =15.0 Hz, 1H),
4.987-5.650 (m, 7H),
6.678-7.598 (m, 20H)
D-70
Q\,HYO N 0 NH,
\/\N’N\/"N N D N)\\/\/
{5, O N 768.90 | -
O =
.,
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D-71

825.95

D-72

838.99

D-73

802.92

1H NMR (CDCI3,
300MHz) § 7.82 (d, J = 7.4
Hz, 1H), 7.51 - 7.36 (m,
7H), 7.36 - 7.22 (m, 8H),
7.20 - 7.12 (m, 2H), 7.10 -
6.99 (m, 3H), 6.99 - 6.92
(d,J = 8.5 Hz, 2H), 6.84 -
6.77 (d, ] = 7.2 Hz, 1H),
6.76 - 6.66 (m, 3H), 5.57
(m, 1H), 5.41 (m, 1H),
5.32-5.21 (m, 2H), 5.10 -
4.93 (m, 2H), 4.84 (m,
1H), 4.38 - 4.19 (m, 2H),
4.00 - 3.89 (s, 3H), 3.49 -
3.20 (m, 8H), 3.20 (m,
1H).

D-74

808.97

1H NMR (300 MHz, ) &
7.80 (d, J = 7.9 Hz, 1H),
7.48 - 7.39 (m, 2H), 7.38 -
7.19 (m, 8H), 7.20 - 7.12
(m, 2H), 7.08 - 7.00 (m,
2H), 6.99 - 6.89 (d, ] = 8.5
Hz, 2H), 6.84 (4,1 =7.1
Hz, 1H), 6.76 - 6.64 (m,
3H), 5.57 - 5.33 (m, 2H),
5.33 - 5.20 (m, 2H), 5.09 -
4.92 (m, 2H), 4.82 (d,J =
17.1 Hz, 1H), 4.38 - 4.18
(m, 2H), 3.99 - 3.88 (s,
3H), 3.66 (m, 1H), 3.48 -
3.19 (m, 9H), 3.18 (d, ] =
4.1 Hz, 1H), 1.99 - 1.83
(m, 2H), 1.75 - 1.50 (m,
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3H), 1.43 - 1.24 (m, 2H),
1.23 - 1.01 (m, 3H).

D-75 @

830.97

D-76 Q

832.94

D-77

(CDCI3, 300MHz) 6 11.66
(bs, 1H), 8.43(s, 1H), 8.28
(s, 1H), 7.77 (m, 2H), 7.64
(d, 2H, J=7.8 HZ), 7.38
(m, 2H), 7.24 ~7.19 (m,
4H), 7.14 (m, 1H), 7.07 (s,
1H), 7.04 (d, 2H, J=8.4 -
Hz), 6.90 (d, 2H, J=7.2
Hz), 6.75 (d, 2H, J=8.4
Hz), 6.70 (t, 1H, J=5.7
Hz), 5.57 (m, 1H),
5.42~5.34 (m, 3H), 5.29
(d, 1H, J=15.0 Hz), 5.18
(d, 1H, J=15.0 Hz), 5.08
(d, 1H, J=10.2 Hz), 4.90
(d, 1H, J=17.1 Hz), 4.44
(dd, 1H, J=15.0, 8.3 Hz),
4.32 (dd, 1H, J=15.0, 6.0
Hz), 3.98 (s, 3H),
3.54~3.22 (m, 8H)

D-78 q

902.05

277115




794.94 | -

816.95
804.89 | -
804.89

D-81
D-82

201219395

804.89 | -
851.99 | -
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D-85

803.91

(CDCI3, 300MHz) &
8.01~7.87(m, 3H), 7.75 (d,
1H, J=8.1 Hz), 7.39~7.18
(m, 4H), 7.12(s, 1H),
7.08~6.99 (m, 3H), 7.04
(d, 2H, J=8.1 Hz), 6.95 (d,
2H, J=10.5 Hz), 6.83~6.71
(m, 3H) 6.76 (s, 1H), 6.73
(d, 2H, J=8.1 Hz),
5.61~5.47 (m, 3H), 5.44 (t,
IH, J=4.8 Hz), 5.39 ~5.25
(m, 3H), 5.03~4.97 (m,
3H), 4.83 (d, 1H, J=17.1
Hz), 4.43 (dd, 1H, J=14.7,
6.3 Hz), 4.32 (dd, 1H,
1=15.6, 5.7 Hz), 3.91 (s,
3H), 3.56~3.18 (m, 8H)

D-86

D-87

810.94

D-88

797.90

IH NMR (300 MHz, )
8.46 (d, ] = 1.7 Hz, 1H),
8.15(d, ] =8.7 Hz, 1H),
7.93 (dd, J = 8.6, 2.3 Hz,
1H), 7.79 (m, 1H), 7.41 -
7.18 (m, 4H), 7.16 - 7.08
(m, 2H), 7.07 - 6.98 (d, J =
8.4 Hz, 2H), 6.95 (m, 1H),
6.75 - 6.62 (m, 3H), 5.60 -
5.39 (m, 3H), 5.39 (t, J =
5.5 Hz, 1H), 5.08 - 4.90
(m, 2H), 4.85 - 4.72 (m,
1H), 4.49 (dd, 1H, J=15.0,
6,1 Hz), 4.34 (dd, 1H,
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J=15.6, 5.7 Hz), 4.07 (s,
3H), 3.82 - 3.71 (m, 4H),
3.60 - 3.51 (m, 4H), 3.49 -
3.18 (m, 8H).

D-89 Q

838.95

D-90

859.99

1H NMR (300 MHz,
CDCI3) 5 8.85 - 8.78 (s,
2H), 8.08 - 7.98 (d, ] = 8.0
Hz, 2H), 7.87 - 7.77 (m,
4H), 7.41 - 7.29 (m, 3H),
7.26 - 7.15 (m, 4H), 7.07 -
7.00 (d, J = 7.9 Hz, 2H),
6.97-6.90 (d, ] = 7.2 Hz,
1H), 6.75 - 6.65 (m, 2H),
5.61-5.52(d,J=6.6 Hz,
1H), 5.49 - 5.42 (s, 1H),
5.40 - 5.28 (d,J = 15.4 Hz,
4H), 5.12 - 5.00 (m, 3H),
490-4.77(d,]=17.3 Hz,
2H), 4.48 - 4.25 (dd, ] =
27.5, 6.2 Hz, 1H), 4.12 -
4.02 (s, 3H), 3.98 - 3.92
(m, SH), 3.69 - 3.62 (s,
2H), 3.53 - 3.47 (m, 4H),
3.45 - 3.33 (m, 4H), 2.24 -
2.13 (s, 3H).

D-91

795.93

1H NMR (300 MHz,
CDCI3) § 8.39 - 8.26 (s,
2H), § 8.22 - 8.12 (s, 1H),
7.76 -7.65 (d, ] = 8.3 Hz,
1H), 7.45 - 7.19 (m, 4H),
7.16-7.05 (t, ] = 7.6 Hz,
1H), 7.07 - 6.98 (m, 3H),
6.96 - 6.87 (d,] = 7.4 Hz,
1H), 6.74 - 6.61 (dd, ] =
8.2,2.1 Hz, 3H), 5.61 -
5.44 (m, 3H), 5.40 - 5.32
(t, ] = 5.6 Hz, 1H), 5.06 -
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4.96 (m, 1H), 4.96 - 4.86
(d,J=15.0 Hz, 1H), 4.82 -
4.69 (d, ] =17.1 Hz, 1H),
4.50 - 423 (ddd, T = 44.6,
15.0, 5.9 Hz, 2H), 4.05 -
3.94 (s, 3H), 3.43 - 337,
J =53 Hz, 4H), 3.25 - 3.10
(m, 4H), 2.29 - 2.10 (m,
7H)
D-92
S PEENNTS
\/\N’Nj/\N \ N)\H _
S N 809.95 | -
o B
Q.
D95 1 o - e
\/\N—NY\N \\/ N»\N/\© \
3¢ N 817.93 | -
I
.,
D-94
e N .
NN N
\ ﬂo Loy H 755.86 | -
0 2
D-95
SN
SN N ‘ \ />\N}\N\/\\
3¢ e 797.94 | -
0 H
D-96
H
o .
\/\N’NY\N ) \\/ N»\Q/A(
NP N H 797.94 | -
O z
.,
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D-97
= ~
\/\NzN N \ >\‘N N‘//S
N VN NS 87501 | -
o i
: OH
D-98
AR LS RCATB NG
N\?N,’l N N*Nﬁ/ 824.97 | -
: 0 H H
" QL
OH
D-99
H
Ao
SANANNYEY D
NV . 'H*NJ\ 769.89 | -
el
OH
D-100
H
U N
\/\ 1, /\@\(N O
N;:N;Jio wMMQ 810.94 | -
e
OH
D-101 1H NMR (300 MHz,
CDCI3) 5 8.00 - 7.90 (m,
1H), 7.72 - 7.64 (d, ] = 4.0
Hz, 1H), 7.40 - 7.27 (m,
! 3H), 7.25 - 7.14 (m, 3H),
@N YO . o 7.06 - 6.90 (m, 3H), 6.75 -
SN o X 6.63 (m, 3H), 5.62 - 5.40
NIV \ 7 7158 | (m, 3H), 5.40 - 5.28 (t,J =
o = 5.5 Hz, 1H), 5.07 - 4.87
\@LOH (m, 2H), 4.85 - 4.72(d, ] =
17.0 Hz, 1H), 4.50 - 4.23
(ddd, J = 40.3,14.9,5.9
Hz, 2H), 4.06 - 3.96 (m,
3H), 3.54 - 3.17 (m, SH),
2.60 - 2.53 (s, 3H).
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D-102 1H NMR (300 MHz,
CDCI3) 8 7.94 - 7.90 (m,
1H), 7.71 - 7.62 (d, T = 4.0
Hz, 1H), 7.38 - 7.25 (m,
’ 3H), 7.23 - 7.12 (m, 3H),
©\,N\f0 N o 7.02 - 6.86 (m, 3H), 6.73 -
SNy NY_ o B 6.61 (m, 3H), 5.61 - 5.39
SN \_/ N 729.82 | (m, 3H), 5.43 - 5.31 (t,J =
o = 5.5 Hz, 1H), 5.03 - 4.83
\QOH (m, 2H), 4.87 - 4.74 (d, ] =
17.0 Hz, 1H), 4.51 - 4.24
(ddd, =403, 14.9, 5.9
Hz, 2H), 4.04 - 3.94 (m,
3H), 3.51 - 3.19 (m, 8H),
2.58 -2.51 (s, 6H).
D-103
@yn 0 \ o O/
\ O
SN N WA .
s 798.93 | -
IS
.,
D-104
\/\NNY\N ) \o/ N
S 826.98 | -
0 B
.,
D-105 Z y
. \l N._.O N\ (0]
AN \N( A \ O/ N
’ \
h ﬂo N[ 7849 |-
OH
[& 3]
s | 1EEX M.W. | NMR
E-1
Q
Qi Q’*M4
\( N
\/\N’NY\N/@\\S)N 804.93 | -
Ny
1Y
.,
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E-2

704.82

705.80

(300 MHz, CDCI3):

2.705-3.192 (m, 2H),
3.345-3.484 (m, 4H),
3.684-3.771 (m, 9H),
4.413-5.271 (m, 6H),
5.652-5.845 (m, 1H),
6.036-6.112 (m, 2H),
6.584-8.178 (m, 20H)

E-4

718.84

IN NMR(300MHz, CDCL3,
ppm, 8): 7.67(d, J=8.011,
1H), 7.37~7.12(m, 6H),
7.14(dd, J=7.248, J=8.011,
1H), 6.97(d, J=8.392, 2H),
6.92(d, J=6.866, 1H),
6.68~6.62(m, 3H),
5.61~5.43(m, 2H),
5.34~5.26(m, 2H),
5.09~4.84(m, 3H),
4.47~4.26(m, 2H), 3.97(s,
3H), 3.72(m, 4H),
3.49~3.22(m, 8H), 2.44(m,
4H), 2.33(s, 3H)

E-5

732.87

1H NMR(300MHz, CDCL3,
ppm, 8): 7.66(d, 1=7.248,
1H), 7.37~7.22(m, 6H),
7.14(t, J=7.629, 1H), 6.97(d,
J=8.392, 2H), 6.92(d,
J=8.011, 1H), 6.69~6.63(m,
3H), 5.61~5.52(m, 1H),
5.45~5.39(m, 1H),
5.33~5.28(m, 2H),
5.09~4.85(m, 3H),
4.46~4.26(m, 2H), 3.97(s,
3H), 3.73(m, 4H),
3.49~3.19(m, 8H),
2.49~2.42(m, 6H), 1.10(t,
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J=7.248, 3H)

E-6

746.9

E-7

746.9

E-8

760.92

748.87

E-10

762.9

1H NMR(300MHz,
CDCI-d3, ppm, 8): 7.67(d,
J=7.2, 1H), 7.39~7.20(m,
6H), 7.13(dd, J=7.5, 7.8,
1H), 6.98(d, J=8.7, 2H),
6.92(d, J=7.2, 1H),
6.71~6.63(m, 3H),
5.61~5.33(m, 4H),
5.07~4.82(m, 3H),
4.46~4.26(m, 2H), 3.96 (s,
3H), 3.78~3.70(m, 4H),
3.54~3.20(m, 13H), 2.61(t,
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J=5.4, 2H), 2.54~2.52(m,
4H).

E-11

762.9

E-12

OH

776.92

1H NMR(300MHz,
CDCI-d3, ppm, 8): 7.64(d,
J=7.8, 1H), 7.40~7.22(m,
6H), 7.14(dd, J=7.1, 8.1,
1H), 6.98(d, J=8.4, 2H),
6.91(d, 1=7.2, 1H),
6.70~6.64(m, 3H),
5.63~5.49(m, 1H),
5.46~5.42(m, 1H),
5.34~5.28(m, 2H),
5.09~4.85(m, 3H),

4.46~4.26(m, 2H), 3.96 (s,

3H), 3.76~3.74(m, 4H),
3.60~3.59(m, 2H),
3.49~3.18(m, 8H),
2.55~2.53(m, 4H),

| 2.45~2.43(m, 2H),

1.61~1.58(m, 2H),
1.26~1.25(m, 2H).

E-13

789.96
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746.85 | -

78291 | -

796.94 | -

744.88 | -

772.93 | -

801.98 | -

E-14

E-16

E-18

E-19
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E-20
(l ,RYO \y \ O :
S
L{(ﬂ?&ﬁg 772.93 | -
I
.,
E-21
O\/N\(O N N\ Q/\Q
\/\”Hr\f” b 786.96 | -
o
T
.,
E-22
©\/ﬂ\l¢o . C)AQ
S N
Hf\@?&\(o 800.98 | -
I P
E-23
H N NH
©l\/NT\O(\ /\(\9\(@/\@
' N
UL 3 801.98 | -
o d
.
E-24 A
Q\/H ° N (\Nj
X «&\(“‘) 816.0 |-
\/\N/Nw/\N |
Ny
E-25 1H NMR(300MHz,
@ CDCI-d3, ppm, 8):
fN 7.73~7.65(m, 1H),
Qs X 7.40~7.22(m, 6H), 7.13(dd,
SOPPVS 9 817.97 | 1=7.2,8.1, 1H),
\ Y;LO b 6.99~6.90(m, 3H;,
Pl 6.70~6.63(m, 3H),
\CLOH 5.62~5.31(m, 4H),
5.08~4.84(m, 3H),

38/ 115

vy



201219395

4.46~4.26(m, 2H), 3.96(s,
3H), 3.72~3.69(m, 8H),
3.48~3.20(m, 8H),
2.54~2.47(m, 12H).

E-26

794.94

808.97 | -

E-28

79593 | -

79593 | -

795.93
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E-31 @\/H
N_ 0 N
he

X 809.95 | -
0 2
\©\OH
E-32
N Fs
\ WNCLO 5 862.94 | -
I3
.,
E-33 : ~ '
N
\/\nro NN hi > N(:) "’
T\[(mo@ 819.95 | -
3
Q.
E-34
oy e
e (N
T A&\‘“J 824.97 | -
S (
$os
4o
.,
CUVENNN G
T /\(9\‘(”\) 824.97 | -
Sy (
(X
I
Q.
E-36 \@
N
QV“\(° h Q 824.97 | -
Sy
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780.91 | -

796.92 | -

79593 | -

796.91 | -

848.91 | -

732.87 | -

E-37

E-39

E-40

E-41

E-42
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E-43 1H NMR(300MHz, CDCL3,
ppm, 8): 7.66(d, J=8.392,
1H), 7.39~7.23(m, 6H),

@H . @j 7.17(m, J=7.248, J=8.801,
Nz© N\ N 1H), 6.98(d, J=8.392, 2H),
\/\N'N\(\N/\&\( 6.91(d, J=7.248, 1H)
0 759.9 S
N A 77 | 6.71~6.63(m, 3H),
o = 5.60~5.31(m, 4H),
\©\OH 5.08~4.83(m, 3H),
4.46~4.21(m, 4H), 3.97(s,
3H), 3.49~2.77(m, 13H),
2.22~1.44(m, 6H)
E-44 ~
[ l H N N
\/\N.No \N \ g:)\/\\g
h \NCT\\O o 801.93 | -
I
Q.
ey 8
H N N
N. 0 \N g:)\/
vN’NY\N ) >\
0 816 |-
N\:/&O
O =
Q.
E-46 ~
H N
©\/N ° N )\ NC)\/N
SN
Hﬂ?{j}\‘g b 856.07 | -
o z
Q.
E-47
Bo¢
\
N
e A&\(N\) 860.01
\/\N/N\(\N . -
o]
N\/g
" S0
o z
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E-48 @
H N Ny H
\/\NNO «&Wﬁ)\/ L
\ \'Nf/?'\\o 0 787.91 | -
0 z
: OH
E-49 —_
H N N
N N
Q?CP\% 828.01 | -
I
hOW
E-50 —
H N N\/
@\/N T 0 \N \ g:)\/
\/\N’ N/\@\(
"L 0 787.95 | -
o) 2
Q,

E-51 1H NMR(300MHz,
CDCI-d3, ppm, 8): 7.66(d,
1=7.8, 1H), 7.38~7.23(m,
6H), 7.14(dd, J=7.5, 8.1,

oH 1H), 6.99(d, J=8.4, 2H),
@VHYO \ (j 6.84(d, J=6.9, 1H),
SN Y N 6.72~6.67(m, 3H),
tm:I::i§ o 719.83 | 5.60~5.28(m, 4H),
I © 5.10~4.87(m, 3H),
\Q 4.46~4.26(m, 2H),

OH 4.14~4.05(m, 2H),
3.96~3.91(m, 4H),
3.53~3.25(m, 10H),
1.95~1.89(m, 2H),
1.60~1.57(m, 2H).

E-52 o

Aty e (F
N \’f ( ) "
NHPN/\:L° o 733.86 | -
5 H
: OH
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E-59

866.02

1H NMR(300MHz,
CDCI-d3, ppm, 3):
7.69~7.64(m, 3H),
7.33~7.20(m, 6H), 7.13(dd,
J=7.5,7.8, 1H), 6.97(d,
J=8.4, 2H), 6.80(d, J= 7.2,
1H), 6.74~6.64(m, SH),
6.32(d, J=8.4, 1H),
5.59~5.47(m, 1H),
5.44~5.40(m, 1H),
5.35~5.24(m, 2H),
5.13~5.04(m, 2H), 4.88(d,
J=17, 1H), 4.43~4.25(m,
5H), 3.92(s, 3H),
3.53~3.20(m, 8H),
3.14~3.06(m, 2H), 3.00(s,
6H), 2.07~2.04(m, 2H),
1.59~1.51(m, 2H).

E-60

921.1

1H NMR(300MHz,
CDCIl-d3, ppm, 96):
7.70~7.64(m, 3H),
7.37~7.22(m, 6), 7.13(dd, J=
7.8, 7.5, 1H), 6.89(d, 1=
9.30, 2H), 6.80(d, J=7.2,
1H), 6.72~6.67(m, 3H),
6.28(d, J=8.4, 1H),
5.62~5.49(m, 1H),
5.45~5.40(m, 1H),
5.34~5.05(m, 4H), 4.89(d,
J=17.4, 1H), 4.44~4.25(m,
5H), 3.94(s, 3H),
3.54~3.21(m, 12H),
3.15~3.07(m, 2H),
2.58~2.55(m, 4H), 2.35(s,
3H), 2.09~2.05(m, 2H),
1.59~1.51(m, 2H).

E-61

746.9
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758.91 | -

811.93 | -

786.98 | -

788.93 | -

835.38 | -

E-62

E-63

E-64

E-66
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E-67

N
NN 772.93 | -
5 i
: “OH
E-68
\
@\/“ o \y 6)
XN T >~
N7 N 4. -
\@0 } 744,88
o =
: OH
E-69
[::L\/n 0 N
N NY\ " AN
N N
N\:/KO o 74488 | -
0 H
: OH
E-70
@\/H OH
N 0 AN
XN \T/“\N
o 691.78 | -
OH
E-71 ,
(\N
Qi ~
A N\N(o /\(\9\(5
SN 77392 | -
NoAg °
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E-72

760.88

E-73

788.93

1H NMR(300MHz,
CDCI-d3, ppm, 8): 8.25(d,
J=8.1, 1H), 7.36~7.13(m,
7H), 7.00~6.93(m, 3H),
6.68~6.65(m, 3H),
5.56~5.41(m, 3H),
5.34~5.30(m, 1H),
5.05~4.76(m, 3H),
4.45~4.24(m, 4H),
4.13~4.11(m, 2H), 3.95(s,
3H), 3.48~3.15(m, 13H),
2.65~2.58(m, 2H),
2.14~2.08(m, 2H),
1.394~1.89(m, 2H),
1.67~1.61(m. 2H).

NMR

663.77

(300 MHz, CDCI3): 1.254 (s,

OH), 2.734-2.942 (m, 2H),
3.133-3.157(d,J=7.2 Hz,
4H), 3.175 (s, 3H),
3.361-3.514 (m, 4H),
4.620-5.299 (m, 5H),
5.642-5.898 (s, 1H),
6.008-6.036 (d, ] = 8.4 Hz,
1H), 6.123(s, 1H),
6.225-7.329 (m, 16H),
7.566-7.593 (d,J = 8.1 Hz,
1H)
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F-2
@\/H
N._.O AN
\/\ -

691.82 | -
o H
: OH
F-3 1H NMR(300MHz, CDCL3,
ppm, 8): 7.79(d, J=7.248,
1H), 7.38~7.12(m, 7H),
6.97(d, 1=8.392, 2H), 6.89(d,
@H o NP 1=7.248, 1H), 6.69~6.65(m,
Y N 3H), 5.59~5.51(m, 1H
SN N \\\OH . 1), - q(m, )s
PN o 693.79 | 5.39~5.21(m, 3H),
: 0
I 5.11~5.06(m, 2H), 4.89(d,
J=17.923, 1H), 4.43~4.24(m,
OH 2H), 3.94(s, 3H), 3.84(m,
2H), 3.72(m, 2H),
3.51~3.25(m, 9H), 3.19(s,
3H)
F-4
N7\ H
XN N \\\/OH
LA o 693.79 | -
0 E\@\
OH
F-5
Qs
S N\N:O/\ AEé?\(”\/\/o”
Ve N .
H]/N\/KO 0 708.57 | -
OH
F-6 1H NMR(300MHz, CDCL3,
ppm, 8): 8.022(d, J=7.629,
@H o Y 1H), 7.52(s, 1H),
N -~
\/\NINWAN«&\% \\ 707.82 }.—384:;;42(: ’ 66};)(3390@
N\/Ko /O : —0.272, ): . ( s

J=7.248, 1H), 6.80(t, J=4.959,

| 1H), 6.70~6.68(m, 3H),

5.54~5.32(m, 4H),
5.05~4.78(m, 3H),
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748.91

766.89 | -

721.80 | -

735.83 | -

735.83 | -

721.80 | -

F-19

F-21

F-22

F-24
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F-25
H
@\/N o} \N \ H\/\N/\\O
Xy N N/\@\\( (.
LK, o 748.87 | -
o 2
: OH
F-26 1H NMR(300MHz, CDCL3,
ppm, 8): 7.79(d, J=7.248,
@” 1H), 7.40~7.11(m, 7H),
N0 “Ny \N\ 6.97~6.91(m, 2H),
\\/\N'NWAN/\&\( ~ 6.73~6.60(m, 3H)
o N 762.9 G
N\é/l*o ° 5.61~4.87(m, 8H),
° \@ 4.44~4.25(m, 3H), 3.96(s,
OH 3H), 3.77~3.64(m, 5H),
3.43~3.15(m, 10H), 3.02(m,
1H) 2.65(m, 2H), 2.49(m, 3H)
F-27
@\/KII 0 N H
™ N \ \ N\\\
N
{ ﬂo o O\ | 76191 -
5 H
: OH
F-2
00 ey
x~yN
Hﬂﬁ\% 1“\:&\ 775.94 | -
o i
: OH
F-29
Q\/H ° Rl (78
SN N/\(g\( \\\,N\)
WA, o 762.90 | -
I
Q.
N *r;}
S o\\ﬁ 775.94
N\i/go N : B
(o] :\©\ (\P
OH !
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789.96 | -

798.92 | -

729.83 | -

743.85 | -

771.91

757.88 | -
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F-43
J Qs N )
\/\T [ ) ; =
g N
H;NCJ% o 740.85 | -
o H
: OH
F-44
<J\/n o \N H /\N\
\ N
\\\/\N,N\(\N/\&\\(
s 0 740.85 | -
o =
hOW
F-45
Q/n 0 A \ /\\)\
N \N( /\&«N N
NN N -
QO 0 754.90 | -
O =
Q..
F-46 L
%Y -
NG 782.93 | -
o
: OH
F-47 1H NMR(300MHz, CDCI-d3,
ppm, 6): 8.12(d, J=2.1, 1H),
8.01(d, J=7.5, 1H), 7.52(dd,
\ 1=9.0 2.4, 1H), 7.44(s, 1H),
e 7.36~7.19(m, SH), 7.07(t, J=
@VHYO VI @ 7.8:1H),6.96(d,J=8.7,2H),
\/\WA“C?\( 6.85(d, J=6.9, 1H).
t\(N A, 0 769.89 | 6.69~6.65(m, 3H), 6.48(d,
Iz J=8.7, 1H), 6.43~6.36(m,
\©\ 1H), 5.62~5.38(m, 2H),
o 5.32~5.28(m, 1H),
5.21~5.01(m, 3H), 4.87(d,
J=17, 1H), 4.54~4.22(m, 4H),
3.84(s, 3H), 3.51~3.14(m,
8H), 3.06(s, 6H).
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F-60

726.82 | -

F-61

818.96 | -

F-62

774.95 | -

F-63

776.92 | -

F-64

760.88 | -

F-65

790.91 | -
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F-66 @\/ 866.02 | -
) N /\&\\(N\CN °
ro i
\©\OH N
F-67 921.1 | 1H NMR(300MHz, CDCIl-d3,
@v . ppm, 8): 8.06(d, J=7.5, 1H),
P4 A&\\(C" 0 7.53(s, 1H), 7.36~7.14(m,
A, 0 é 8H), 6.98(d, I=8.7, 2H),
o 3 6.89~6.85(m, 3H),
\@LOH C\> 6.70~6.67(m, 3H), 6.24(d,
\ J=7.5, 1H), 5.58~5.42(m,
2H), 5.34~5.30(m, 1H),
5.26~3.20(m, 1H),
5.08~5.04(m, 2H),
4.90~4.85(m, 1H),
4.43~4.24(m, 4H), 3.87(s,
3H), 3.52~3.06(m, 15H),
2.58~2.55(m, 4H), 2.35(s,
3H.), 2.08~2.04(m, 2H),
1.56~1.45(m, 2H).
F-68 851.99 | -
H
:V”Y° Je SOV
N N N
oA
o] '\@\ 4 \
<
[% 3]
w2 M.W. | NMR
G-1
N7
w = 730.79 | -
7~F
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G-8
@\/;:l| o \N H
S N ) N\Q\
X NH
1 ﬂ?&\‘g * | 72682 -
I
: OH
G-9
©\/H 0 \N H
\ N
S N 2
s ava i a i
o H
L,

G-10 1H NMR(300MHz,
DMSO0-d6, ppm, 8): 9.67(S,
1H), 6.29(S, 1H),
8.14~8.16(m, 2H), 7.82(t,
J=6.3Hz, 1H), 7.64(d,
J=8.4Hz, 2H), 7.28~7.33(m,
2H), 7.14~7.22(m, 5H),

@n o N 7.07(t, J=7.8Hz, 1H), 6.90(d,
Ny \ N\Q\/\OH J=8.4Hz, 2H), 6.71(d,
. 0 755.86 | J=7.2Hz, 1H), 6.62(d,
I 1 J=8.4Hz, 2H), 5.75~5.84(m,
\@OH 1H), 5.41~5.46(m, 2H),
5.03~5.11(m, 3H), 4.88(d,
J=15.9Hz, 1H), 4.64(t,
J=5.1Hz, 1H), 4.20(t, J=6Hz,
2H), 4.06(S, 3H),
3.54~3.74(m, 6H),
2.99~3.32(m, 4H), 2.68(t,
J=6.9Hz, 2H)
G-11 | (O o - .
\
N
TG ()~ 786.35 | -
o N
\©\OH
G-12 ©\/H o \ o
\/\N.N\'/\N > - \N\
N A NN~ 799.92 | -
0 H N
Q.
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G-13

\/\NNY\N/\&\(O ,
== N
N A, N~ {]813.94 |-
o ¢ N
: OH
G-14
@\/H o N H
M S: o N | 75488 -
N\.‘/go :
0 H
: OH
G-15 1H NMR(300MHz, CDCI3,
ppm, §) 8.14(d, J=2.4Hz,
2H), 8.04(d, J=7.8Hz, 1H)),
y 7.99(m, 1H), 7.28~7.19(m,
N 4H), 7.13(d, 1=6.9Hz, 2H),
( =N 7.02(d, J=7.5Hz, 1H), 6.96(d,
©\/n o \ 4 J=8.7Hz, 2H), 6.85(d,
N\ NH .| 1=6.9Hz, 1H), 6.79(m, 1H),
o~ N 755.86
Ny N“@‘g 2291 6.72(d, 1=8.1Hz, 2H), 6.56(d,
H‘/N\__/&o J=9.6Hz, 1H), 5.49~5.64(m,
o i 1H), 5.27(t, J=5.1Hz, 2H),
\Q 5.05(d, J=11.1Hz, 2H),
oHt 4.85(m, 1H), 4.15~4.34(m,
2H), 3.71(S, 3H),
3.14~3.50(m, 8H), 3.09(S,
6H)
G-16 H
@\/N o
- Y Ny O
\/\NNRI/ Nm 755.86
\ﬂo % o™ '
H
OH
G-17
H
©\,N N
Y Ny O
\/\NN‘/‘N/\(:P\(
SN HNﬂ / 797.94 | -
o)
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797.94 | -
798.93

G-18

o = — N e
— A al Ql I
O O O ) O

201219395

64 /115




201219395

826.98 | -

926.16 | -

855.00 | -

854.01 | -
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G-31
©\/H o \N\ °
\/\N’N\(\N N -
SNe HNQO/\/‘NQ 854.01 | -
Y
Q.
G-32
GG N
\/\N.N N X -
5(\'(\ RGeS ~N7 g9 |-
o H
OH
G-33 H
@\,N\(O \N o
3
S
NN NS 821.93 | -
) N NH N
I\ \——<\N]
“>OH
G-34
\/\N,N\(\Nm \/' ,L 835,95
N Ao ) L
[0 I |\
Zon
ol
H
N_.O \
N
\/\NT\(\N ]\\ /o
H = 503 | -
o =< :
OH
G-36 1H NMR(300MHz, CDCI3,
ppm, J) 8.11~8.15(m, 3H),
8.06(d, J=7.8Hz, 1H),
7.18~7.33(m, 4H), 7.14(d,
@H . 1=6.9, 2H), 7.05(t, 1=7.5Hz,
H
et ' Nﬂ«ﬁ 1H), 6.98(d, J=8.4Hz, 2H),
NHR/;L b N5 | 7979 |6.85(d, J=6.9Hz, 1H),
ri 6.65~6.75(m, 4H),
\©\0H 5.52~5.63(m, 1H), 5.30(t,
J=5.4Hz, 2H), 4.93~4.99(m,
4H), 4.17~4.38(m, 2H),
3.84(t, J=7.2Hz, 4H), 3.74(S,
3H), 3.14~3.54(m, 12H)
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G-51

N HN—() 865.03 | -
% 00
OH
-5 H
G-52 @VNYO .
Ny O
\/\NNn/N/\(:P\( é\k
‘\HN%\ N 881.08 | -
o H
OH
G-53 (300 MHz, CDCI3): 2.153 (s,
3H), 3.279-3.492 (m, 8H),
3.588 (s, 4H), 3.735-3.770
(dd,J=12.0 Hz, ] =4.5 Hz,
2H), 3.827 (s, 3H),
H
@N 0 Y o 4.195-4.404 (qdd, J = 41.7
SN - Hz, J=15.0Hz,J=5.7 Hz,
HN 838.95 |~ ' '
N So @M/\\N\{O >%72 1 2H), 4.935-5.330 (m, 6H),
© 5.514-5.647 (m, 1H),
O 6.671-6.731 (m, 4H),
6.859-7.449 (m, 8H), 7.962
(s, 1H), 8.062-8.103 (m, 2H),
8.198-8.207 (d,J = 2.7 Hz,
1H)
G-54 Q\/H o Nu H\O\
N N
SN N "
S}C&ﬁ\g O (5101 -
I
G-55 i}
QVNTO «(\9\2
Sty =
879.06 | -
N \_
% 00
OH
G-56
(l 'HYO e K~
NN \
%ﬂ?@\% O [ 88103 | -
(o]
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G-57 @\/H\(o Ny Ve~
N’N N A~
~ \ng& (T | 89407 | -
Y
o
G-58
©\,HYO N o
~~nN >
TN HN~ 941.01 | -
i R,
O,
OH
G-39 (300 MHz, CDCI3):
3.138-3.529 (m, 8H),
Ol 3.692-3.752 (t,J = 5.1 Hz,
N N
N0 4H), 3.850 (s, 3H), 3.905 (s,
\/\N—N\(\N - / _
e W~ 903.04 | 3H), 4.195-4.410 (qdd, J =
! % N ”@ 432Hz, 1=147Hz 1 =57
on Hz, 2H), 4.909-5.332 (m,
6H), 5.498-5.661 (m, 1H),
6.708-8.183 (m, 20H)
G-60 (300 MHz, CDCI3): d
2.558-2.590 (m, 4H),
~ 3.260-3.514 (m, 8H), 3.816
\v”f A8:}(0 b (s, 3H). 3.826 (s, 3H),
’ = 74
”g(lﬂ”o e 8 917.06 | 4.176-4.402 (m, 2H),
! : 4.919-5.347 (m, 4H),
on 5.505-5.667 (m, 1H),
6.671-7.357 (m, 16H), 7.764
(s, 1H), 8.032-8.135 (m, 3H)
G-61
e nae
\ N
A N \
'LW\'NCLO o T | 783.87 | -
5 i
L,
e oa
W N
\/\N/N NA&\( \ /=N S~
K(\Q%o bSO | ss6.02 | -
S
Q,
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G-70

769.84

M.W,

NMR

726.82

693.79

(CDCI3, 300MHz) & 7.85 (d,
1H, J=8.1 Hz), 7.69 (s, 4H),
7.37 (d, 2H, J=7.2 Hz),
7.39~7.22 (m, 4H), 7.22 (s,
1H), 7.17 (t, 1H, J=8.1 Hz),
7.04 (d, 2H, J=8.1 Hz), 6.95
(d, 1H, J=7.2 Hz), 6.70~6.67
(m, 3H), 5.60~5.41 (m, 3H),
5.36 (t, 1H, J=5.7 Hz), 5.05
(d, 1H, J=11.1 Hz), 5.01 (d,
1H, J=15.3 Hz), 4.83 (d, 1H,
J=16.8 Hz), 4.47 (dd, 1H,
J=15.0, 6.3 Hz), 4.32 (dd,
1H, J=15.0, 6.0 Hz), 4.03 (s,
3H), 3.48~3.19 (m, 8H)

746.87

(CDCI3, 300MHz) & 7.99 (d,
2H, J=8.4 Hz), 7.88 (d, 1H,
J=7.2 Hz), 7.79 (dd, 2H,
J=8.7, 2.1 Hz), 7.39~7.22 (m,
5H), 7.04 (d, 2H, J=8.4 Hz),
6.96 (d, 1H, J=6.9 Hz),
6.71~6.68 (m, 1H), 6.69 (d,
2H, J=8.4 Hz), 5.59~5.44 (m,
3H), 5.37 (t, 1H, J=5.7 Hz),
5.05 (d, 1H, J=9.6 Hz), 5.02
(d, 1H, J=14.7 Hz), 4.84 (d,
1H, J=17.1 Hz), 4.47 (dd,
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1H, J=15.0, 6.0 Hz), 4.33
(dd, 1H, J=15.0, 6.0 Hz),
4.04 (s, 3H), 3.50~3.22 (m,
8H), 3.10 (s, 3H)

H-4

815.94

300 MHz, CDCI3):
1.339-1.387 (t,] = 7.2 Hz,
3H), 3.186-3.487 (m, 6H),
4.027 (S, 3H), 4.252-4.464
(m, 4H),, 4.747-4.804 (d, ] =
17.1 Hz, 1H), 4.932-4.981 (d,
J=14.7 Hz, 1H),
4.997-5.033 (d, J =10.8 Hz,
1H), 5.342-5.379 (t,} =5.4
Hz. 1H), 5.439-5.574 (m,
2H), 6.675-6.703 (m, 3H),
6.920-6.943 (d, ] = 6.9 Hz,
1H), 7.012-7.040 (4, ) = 8.4
Hz, 2H), 7.116-7.395 (m,
10H)

H-5

847.98

H-6

719.83

713.83

1H NMR (300 MHz, CDCI3)
5 8.39 - 8.26 (s, 2H), 7.76 -
7.65 (d, ] = 8.3 Hz, 1H), 7.45
-7.19 (m, 4H), 7.16 - 7.05 (t,
J=17.6Hz, 1H), 7.07 - 6.98
(m, 3H), 6.96 - 6.87 (d, ] =
7.4 Hz, 1H), 6.74 - 6.61 (dd,
J=8.2,2.1 Hz, 3H), 5.61 -
5.44 (m, 3H), 5.40 - 5.32 (t, J
=5.6 Hz, 1H), 5.06 - 4.96
(m, 1H), 4.96 - 4.86 (d, ] =
15.0 Hz, 1H), 4.82 - 4.69 (d,
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J=17.1 Hz, 1H), 4.50 - 4.23
(ddd, J = 44.6, 15.0, 5.9 Hz,
2H), 4.05 - 3.94 (s, 3H), 3.43
-3.37(d, ] = 5.3 Hz, 4H),
3.31-3.19 (s, 6H)

H-8

716.85

ABE B Y S AERASRBERD A G

o

p
=
St

< 89ia4 (dbbs4h E-5) -

B 4 & ok — AR AN B 2 AR I
LEEE - BREE - SUURER - MBLER X
A BLEREE 547 ) R4wdb3 AR B R
A - BRI ARIEBETHRRE

~1

s
|
s
>41\

zZ 8> BHEE
2B B (4o EE4E
MR AP BR
<] A 8 AUBL B R BB

B AR EARBEEHEBEREZREERDZIN
ko RBABAZ LB RILAMZI T ETERRTHIRE
o ERRZLHERSA o

BERmT  RHxGOFEH RECCN)F] N E G 5%-T-
Wy 3 B BIRARAGEBAIANE (3%-7-F
Bt H g E,%])\aﬁ-\( CN)): A Cbz-8 Bz 8% -OtBu 2 2-(1-
¥ A REEmA) ot (HEIIAREGCN) - F 4
ﬁ%%%%%zﬂ%7?%);ﬁimk§i%&%§ﬁ
APEs (HEmmpibeyibddh) TR B AERI

~

[."lh
%

<its

N m&rm
ofF
oy

R
it
TN

S
B

747115




201219395

etz RACCN) BRI AR K » ABE T ATEEIRL -

WRBABRAZEBRLASMZFENRTHER AT F 5
FAT  ERARZHERA -

BT o B kth 035055 k-7- F B ui it M AF s 3]
NERE-T- TRz 3ME: #FREBAGEAIAN (L
Bl ARz 93|k 7-F gL ) 5 LA Cbz-# ik & -OtBu #2 2- (1-%
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Y, @ DMF / TRSOR
22 8% MeOH/THF (e #11/1)

0°C-> =R

- 5359 s, 359 2. NaCNBH4
1 2 K]
Ew OEt \ Eto OEt \
\N CN
A\ Frmoc-Tyr{OBu)-0H vrr
EtO CN N
YN HATUDIEA  Fmoc N\/g " \/g
OFEt MC
“CLk Ok
4
140g181%) 500(X EEE)
TNEBEANR—-AR 8
5
H H
@\/N o OEotEt N @\/N o N
Y t N N
9 i 8% (1.5eq) \/\N _NH CN 9 g% \/\N'Nj/\N CN
HBTU{1.5eq) N hr/60° N
DIEA(36g) Hr \/& 1. 3nr/60°C for 55g o
MC o) 2. 18hr/24°C for 15g (o T
E )\ok \©\OH
550(77.2%) #,:14.80(33.3%)
1 8

o]
c-H2504 \/\N«NY\N 1M-UOH

— N\/& o . —
EtOH Ao —ARE

3day/98°C 0 \@\ 18hr/24°C
OH
pure: 7.20(45.2%) 6.49(78.5%)
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RBABRAZILOMAGEEEE B4 -
(e st 2 (7-F 8a K -1H-"3] 5% -3-F BF ) X8 &

450 F 2 b4 1 1 N2 TR B bRk 440
Z25C REF A EH (127 g):&ﬂﬂm@ﬁﬁzﬁ%&,?ﬁi
Bs o B ERZEFTBQRIC)EBRAMIEH 21T K
B8 DMF - BimaAe e absmBi 1/ REUEF
KRB 4T L LB 285 (EA)E 4T B o 8> 14 MgSO,
Rk @K RAEMBTRE ™AL 53.5 1 (91.3%)2 &R A4
bt (fesdn2)e

1H NMR(300MHz, DMSO-d6, ppm, §) 12.58(bs, 1H),
10.20(s, 1H), 8.31(d, J=3.1Hz, 1H), 8.03(d, J=7.94Hz, 1H),
7.97(dd, J=7.72, I=1.13Hz, 1H), 7.49(t, 7.94Hz, 1H)

()b a4 3 (7-FEaM-1-F K-1H-73]=%-3-F 5 ) X5 &

4% 53.4 F 2 e 2 ¥ 600 £ 2 DMF > Bk e
215 %, (5% %) 2 K,CO; 81 38 £ (3 %) 2 CH;l»
BASF ARG RAMAET BN 158 - FEFTRELL
gmiE A H,0 8L EA §47R m 8k £ MeSO, LK > B
ERAMBTERE - BAEsWBE R UTHRE 30 44
ko B ER AL B ABEREEME L 354 51(61.2%)
zi2Riebt (bbb 3)-

1H NMR(300MHz, DMSO-d6, ppm, §): 10.42(s, 1H),
8.38(s, 1H), 7.98(d, J=8.07, 1H), 7.95(dd, J=7.55, 1.12, 1H),
7.46(d, 1=7.62, 1H), 4.15(S, 3H)

G)ea# 4 (T-(Q2-— T &AL KB A)F %)-1-F &-1H-
lek-3-F B ) X6 &

4% 49 # 2z b4 4 3 BiEm CH;0H (1 29 ) #2 THF
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1 ) 2BBRAHT > BAEZTEM 424 25 (1.1

Z o AmA R 28 EHF (1558) XTE
B#RethmiEE S0C Mg RERILEY 3 T2MERE
R KR MAZTREH 1/ - £EEBD 184 57 (1.1
% %) % NaCNBH,  B#RAMBH 1 85 #mE A
H,O #2 EA 47/ 8k » 2 MgSO, K » BERAKET
B0E 0 b AT AR AL A o 1B B AR AT T SRR
Bibbdhbitm AL 70 £(87.3%) 22 Hibb 4 (lbbih
4) 0

1H NMR(300MHz, DMSO-d6, ppm, 8): 9.37(bs, 1H),
8.28(s, 1H), 7.69(d, J=7.58, 1H), 7.49(bs, 1H), 7.31(t, J=8.05,
1H), 4.90(bs, 1H), 4.63(bs, 2H), 4.15(s, 3H), 3.60(m, 4H),
3.15(bs, 2H), 1.15(t, 1=6.98, 6H)

Bieet 5 (G-G-(F=TRE)RXE)-1-(B-fLA-1-F 4
-1H-93 o -7- ) F £)2.2-—C A A T A ) A)-1- & & -2-
BB T E#(S)-OH-%-9-%)F 85 ) X4 &

B 70 K zdeadn 4 & 1068 % (1.0 ¥ 8) 2
Fmoc-Tyr(OtBu)OH iz 2 A2 DCM (Z &£ F% ) B4
TSm0 106 %, (1.2 8 ) 2 HATU ( X ALehE O-(7-A X
FZok-1-K)-NNN N-wm ¥ &) 897 £4 (24 5 &)
Z DIPEA (—E2RACTK) - BRAMETBEH 3 I F
# g A H,O 2 DCM F 4T R & 8 > 1A MgSO, B K » ik
BREBRBETHE  wibBFRERLEH - ER TR
WA SR AR AR AL A A s At T £ A 140 3,(81%) 2 42 &1L A #

(fet#hn 5) - ”
1H NMR(300MHz, CDCl;, ppm, 8): 7.75(d, J=7.31, 2H),
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7.70~7.48(m, 3H), 7.47~7.36(m, 3H), 7.30(t, J=7.75, 2H),
7.21~7.05(m, 2H), 6.98~6.66(m, 4H), 5.58~5.32(m, 1H),
5.14~4.87(m, 1H), 4.73~4.61(m, 1H), 4.44~4.05(m, 5H),
3.95(d, J=18.76, 2H), 3.79~3.64(m, 1H), 3.61~3.40(m, 3H),
3.38~3.16(m, 2H), 3.15~2.85(m, 3H), 1.28(m, 9H), 1.10(m,
6H)
(5)ib44p 6 ((S)-2-# £-3-(4-(% = T & A) R E)-N-(G-& A
-9 B -1H-93 o -7-£)F £)-N-2,2-— AKX A)REERE )
Z AR

4 70 HzAibA 4 5 AN 700 242 DCM > BE£E R
Ahn 70 BFH 2k o R AMAETREH2IE > Bl
H,O B8k B » ki KB T #4 % DCM 1ok o £ A & 4
BATHT A A it m AL S0 (REAF)
z 2Bl bH (b4 6)-

1H NMR(300MHz, DMSO-d6, ppm, §): 8.17(s, 1H),
7.50(d, J=7.89, 1H), 7.14(m, 2H), 6.99(d, J=8.35, 1H), 6.83(m,
3H), 5.13(m, 2H), 4.53(t, J=4.91, 0.5H), 4.33(t, J=5.34, 0.5H),
4.04(m, 4H), 3.5~3.15(m, 10H), 1.26(s, 9H), 1.02(m, 6H)
()it 440 7 ((S)-2-4% A £ -N-F £-2-2-(3-(4-(F =T &%)
KR)1-(G-8A-1-F A-1H-3=%-7-K)F H)2.2-— A%
LAV R)- - A A-2-A)A)2-RA TR MAEE) X
& Ak

4% 49 F 26404 6~339 % (1.2 8 ) Z M~ #2535
# (1.5% %) 2 HBTU (X A8k 8 O- R H = =-N NN’ ,N’-
mFARKR)EN 1 A2 DCM: B ERAA492 24 (3

%%) 2z DIPEA (£ /A LK) BRESMAETERH
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15 85 » RIBBERBLIL - gk HoO 4T E » 8k 0 LA
MgSO, ALK » @IE RAEKE TF L1k o 18 A & 4R 7 4545 A7
A R ey S thib A A 55 H(77.2%)2 2881844 (1t
& 7) e

1H NMR(300MHz, DMSO-d6, ppm, §): 8.64(m, 1H),
8.16(m, 2H), 7.50(d, J=7.22, 1H), 7.35~7.05(m, 9H),
6.86~6.60(m, 3H), 5.84(m, 1H), 5.28~5.03(m, 4H),
4.80~4.10(m, 2H), 4.03(s, 3H), 3.61(m, 4H), 3.5~2.8(m, 10H),
1.25(m, 9H), 1.05(m, 6H)

(MN1e 44 8 ((6S,9a8)-2-4% A & -N-F £-8-(3-8&-1-F 4
-1H-73) o -7-3) F 5)-6-(4-58 K F K)-4,7-— ] &\ & -1H-9t
%[2,1-c][1,2,4] =5-1-% 86 8% ) Z 4 A%

455 Hzib bW T EN ] A2 FEE BBILEREA
60CH#H#H 2 0% - £AAEBTHHRFE > #8Mmul HO 1 EA
BATR Bk > A MgSO, K » BIERAMBRE T B - A
EALR AT AT AT A R eIt S it & A 14.8 31(33.3%)
2RI sY (1tshm8)-

1H NMR(B00MHz, DMSO-d6, ppm, d): 9.30(s, 1H),
8.18(s, 1H), 7.81(t, J=6.56, 1H), 7.53(d, J=7.67, 1H),
7.33~7.12(m, 6H), 6.89(d, J=8.34, 2H), 6.75(d, J=6.82, 1H),
6.62(d, J=7.80, 2H), 5.81(m, 1H), 5.40(d, J=10.74, 2H),
5.11~5.05(m, 3H), 4.90(d, J=16.09, 1H), 4.20(m, 2H), 4.07(s,
3H), 3.70(t, J=11.37, 1H), 3.61~3.55(m, 3H), 3.41~3.09(m,
3H), 3.02(dd, J=11.85, 3.48, 1H)

)4 9 (7-(((6S,9aS)-2-4% A& 2 -1-(F A #g F a@%)-6-(4-
o A ¥ A)-4,7- = fal &\ & -1H-9 o5 [2,1-c][1,2,4] =
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SQH)-£)F £)-1-F & -1H-o3|s}-3-5% B4 T 85 ) X5 &

4% 14.8 #, 2 LA 4 8 &% 900 £ 2 L& (EtOH) » &
4R RASE ST BRE#EAAN2723 % (148 £9) X
H,SO, > Bi:a444 98°CH#4E 3 8 RABRAHFEZT R
@ ol HyO 92 EA 47 R o8 - A MgSO, MK @ i@ R fe
BB TS - R ERR MM ERGEILSHEALT
A4 T2 £(452%)z 28k b i (e 9)-

1H NMR(300MHz, DMSO-d6, ppm, 8): 9.27(s, 1H),
8.05(s, 1H), 7.96(d, J=7.69, 1H), 7.80(t, J=6.22, 1H),
7.30~7.12(m, 5H), 7.10(t, J=7.66, 1H), 6.88(d, J=8.40, 2H),
6.70(d, J=7.24, 1H), 6.62(d, J=8.38, 2H), 5.79(m, 1H),
5.43~5.37(m, 2H), 5.10~5.02(m, 3H), 4.90(d, J=15.93, 1H),
4.27~420(m, 4H), 4.07(s, 3H), 3.70(t, J=11.31, 1H),
3.63~3.53(m, 3H), 3.19~3.01(m, 4H), 1.32(t, J=6.88, 3H)
(9)4E 44 10( 7-(((6S,9aS)-2-4 7 & -1-(3F K Bz F & X )-6-(4-
so A ¥ A)-4,7- = 8] &\ & -1H-9k o [2,1-c][1,2,4] = %
RQH)-A)F £)-1-F & -1H-"3|k-3-% 8 ) X6 MR

4 7.18 %z AL A4 9 EH 540 %%z;gnﬁc  BF
R RAMNMESC REBMWASMOEF(S0EE)X 1M
LiOH - ¢ b2 A e £ BRI 15 0 RAMBTHKR =
ArEE - AmBEANERE 0 BEAKRAHE ST BEA
c-HCl 45 pH 4 & 2 > # Mk EA #4178 5 # - 2L MgSO,
Bk BBRERAAEMEBTEEMEL 6.4 TL(785%)Z %A
b4 (144 10) -

1H NMR(300MHz, DMSO-d6, ppm, §): 11.96(bs, 1H),
9.28(bs, 1H), 7.98~7.96(m, 2H), 7.80(t, J=6.56, 1H),
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7.31~7.17(m, 5H), 7.07(t, J=7.64, 1H), 7.89(d, J=8.23, 2H),
6.70(d, J=7.77, 1H), 6.62(d, J=7.85, 2H), 5.79(m, 1H),
5.45~5.37(m, 2H), 5.09~5.02(m, 3H), 4.95(d, J=16.03, 1H),
4.20~4.01(m, SH), 3.59(t, J=11.13, 1H), 3.62~3.51(m, 4H),
3.27~2.96(m, 3H)
(10)1t &4 A ((6S,9aS)-2-% & & -N-%¥ % -6-(4-78 & ¥
H)-8-((1-F £ -3-((6-(t % o2 -1- 5 )wbow-3- £ ) Bk F & 5 )-1H-
0l ok-7- A ) F H)-4,7- = fal BN A -1H-sbok[2,1-c][1,2,4] =&
-l-#EERE) AR

%30 52 b 105N 10 42 A F Bfio
0.02 £ (24 % %) 2 DIPEA (—E2/mATHK) #2] &
% (1.2 £8€) 2 HATU (X asigg O-(7-8 R 3 =ok-1-
A)INNN N-mg F L) RS MBS 30 24 - 5
9.1 5 (1.2 8F) 2 6-(gog-1-K)wg-3-8% » B
REMAETRBH 12/ - FEERELLE  #mul HO &
TR > #k o oA NaySO, Bk » BBk R A KE T 208 o 14 A
Er R AT AT A AL St A A 10 & £ (27%)
ZA2REibe4 (fbéih A)-

1H NMR(300MHz, CDCl;-d, ppm, §): 8.10~8.06(m, 3H),
8.03~7.99(m, 1H), 7.38(d, J=0.6Hz,, 1H), 7.31~7.22(m, 2H),
7.15(d, J=6.9Hz, 2H), 7.07(t, J=7.8Hz, 1H), 6.98(d, J=4.8Hz,
2H), 6.86(d, J=7.2Hz, 1H), 6.75~6.68(m, 4H), 5.61~5.52(m,
1H), 5.31~5.27(m, 2H), 5.07(d, J=10.2Hz, 2H), 4.96~4.83(m,
1H), 4.37~4.17(m, 2H), 3.78(s, 3H), 3.49~3.22(m, 12H),
3.17~3.12(m, 1H) .

T 2 </t dh B 2 B H>
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B AP zIL M A GEEEE ] B o
(1)S3 (2-(1-% A A-4-FRAFFHA)TE) X6k
LEEBE2 T S3ZEEF ELET

BIEBBHE | ] | l
H TEA H o A ReEe o] H o] aq, KOH H
“ClHg*N” \/u\o/\ THF, 1, 5h y N’N\)ko/\ r, 30 min ©AH/U\N,N\)LO/\ ©/\H H N\')LOH
2
C4Hy1CIN,O,
Mo, Wi.: 1546 C7HyaN20, Ci5H21N304 C13H17N3Og
a3 158.2 ¥R 291,35 Mol, Wi 283 29
S-SM S$1 S2 53

467 H 2B A LB TE AN 673 £ % THF (w &7k
ik ) BifAn 121 EH 2 TEA (Z L) RE B4l £
Stz e R A B 20 48 c BATA RRESMERF S )
BRGBE RABE S EAZEABFERANNERER
15048 EAASMAEZTEHEH IO 28 - ARFERE
FiFmA 48 # 2 KOH ( & & 1b47 ) 673 B 2 K& %
& BRI 30 HdE o AIEHE R Hw 403 E
F2z MC(ZRFH)H 269 £ 2 Tk B RAGMIEH
REATR Bk o KB 201 BH2Z MC Fh—K - £ A
100 &2 c-HCl #5k B 2 pH A &R 3 BAF sbimRBH#
30 48 0 B LA 1009 A2 MC E B - 35 f7 3 B ey MC & 1L
269 # 2 Na,SO, Bk » @ » RAEARETRLE - £/ 134
Z5+2 EA (LB TE) #1269 EA XTI biREE K E
S8 RiBE £ A 134 £ 2 EA B BIRE R R R NR
RKip e OCBE  REREEHMBEZHEMEL
40 %, (A% 35%) 26 & B S3-

1H NMR (500MHz, CDCl;) )6 10.84 (bs, 1H), &)
7.90 (s, 1H),&) & 7.4-7.3 (m, SH), § 6.42 (t, J=5.0 Hz, 1H), 8 5
5.85-5.72 (m, 1H), &) & 5.28 (dd, J=28.5, 2.0 Hz, 1H),&bH
5.19 (d, J=17 Hz, 1H),&) 5 4.47-4.42 (m, 2H),&) 3 3.70 (dd,
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J=40.0, 2.5Hz, 1H)
(2) P10 (3-m-1H-v3] sk -7-F &8 ) Z 4 A

A 24 2 LA 125 £ 2 DMF (=9 A F&8AR) &
BIRIZH AN B (3] R-T-F &8 ) B 5.3 2 KOH >
REBFREMRIE - AEREMM(TLOEERELLE &
A 354 ZH 2 EA 354 EH 2 6 KEITRE 2 3-8 F #
& 2k 10% Na,S,05 K% % % % > oA NaySO, (BREE 48 ) 3£ )% >
BERAEAOCREYE  wibEFPI0O AEERE -

1H-NMR (CDCl;, 300MHz) § 10.3 (bs, 1H), 10.2 (s, 1H),
7.79 (d, 1H, J=7.8 Hz), 7.75 (d, 1H, J=7.2 Hz), 7.44 (d, 1H,
J=2.1 Hz), 7.37 (t, 1H, J=7.2 Hz); m/z 272.14 [M+1]+
(3) P9 (3-m-1-F A -1H-w3|ok-7-F &8 ) Z AR

4 17 #,2 P10 # 125 £ 2 DMF J#84 o 845
RLHrE 10C » Bifho 18 5,2 KyCO; (51 BE4F ) R % Ao
ANOEFZCHI(tF X))o AMARGBRASMMBEETE
BIR#HE S o8 ABETREMNF L B K.COs:8E > 4
MUTHIHEITE S o3 PO -

1H-NMR (CDCl;, 300MHz) & 10.2 (s, 1H), 7.76 (td, 1H,
J=7.8, 1.2 Hz), 7.31(t, 1H, J=7.8 Hz), 7.12 (s, 1H), 4.14 (s,
3H)
(4) P8 2 & A&,

4% 18 %2 P9 %4 600 £+ 2 CH30H (F &) Bihin
04 ZAHZCE - AT B0 4 EHZRA LR L iER
B RAMBH 4 NE REAEE 10T o L1235 ho (/)
o BAHELBRAM) 33 2 ®EE NaCNBH; (£
AR )  BAAA RN LEMA TR ) F > Rk
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BERMEEL RAE R 354 £ 2 EA #1354 £z ki
7R yuk o {8 A 141 %2 Na,SO, (FLBESN ) #F B BLK

4% 27 %,z Fmoc-Tyr(OtBu)ia# 200 £ 2 MC (=&
Fyr) B - AT BEFmA 23 E 2 HATU (X A58k
O-(7-f % 3# = o4 -1-4)-NNN N-w F K ) 820 272
DIPEA( —BE /AR ) - B4 2 /86> BN 15.8
%2 PO R A RERAMBHI I F ARBEEIER
1R K AT R Bk o A5 R B A 898 E X S ARBL K
ik 898 &z 5% NaHCO; & » 2 Na,SO, (&g 4n)
RAKRIBYE » bR PT BHIRHGERE
(6) P6 2 A A%,

4% 34 H 2 PTENA0E2HZMC (ZRFHK) BH
#0020 BF 2 9kR o BIRAMRBEREIRLE - K400 EFFZ
MC $1 800 £ 2 shK&/T R 78 B A #E LA 850 £
Z SYMER SRS 850 £z 5% NaHCO; F# AR
45 > 4o st 1B 45 P6 -

(7) PS5 Z 4 %

4 13 2z ()R EFe S1 AN 400 242 MC (=
AFE) BATEZEHNAN I F 2 HATU( % fL8: 88 O-(7-
SR H = ok-1-£4)-N,NN N°-w F Az )$2 16 £+ 2 DIPEA
(—ERALK) FRAMBH 3 I B&EFHwA 18
# 2 P6# 200 £ 2 MC #hi5k > RIREMAEREH 2
NBE o ABEREL LS 0 2300 £ MC £ 200 £
2 K AT B o AR L 200 B2 SYBEAABKIE

b
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&8 200 £ 92 5% NaHCO; 7% & @ B4 340 %,z Na,SO, (&
Bidn ) BRAKR B4 » st 13 PS A EGERE -
(8) P4 z 4 &

A PS AR 100 A XF R B 289 2 xX
p-TSOH.H,0 » R iAo 2 80C - HRAMAELRE
WH 30 54 AP EETRRIRSE X 200 A2 EA #1200
EHZEKETR B - KAEMRE X200 ZFHA 2 S%FHEE
KE K #E 200 £ 2 5% NaHCO; & 20 54 340 % 2 Na,SO,

(ZRBE4R ) M AKRIBYE > ho b3 P4 BEERE -
1H-NMR (CDCl;, 300MHz) & 7.43~7.27 (m, 3H),
7.23~7.21 (m, 2H), 7.12 (t, 1H, J=7.2Hz), 7.08 (s, 1H), 7.05 (d,
2H, J=7.8 Hz), 6.97 (d, 1H, J=7.2 Hz), 6.90 (d, 2H, J=8.4 Hz),
6.59 (t, 1H, J=6.0 Hz), 5.62 (dd, 1H, J=10.2, 4.8 Hz),
5.53~5.39 (m, 3H), 5.37 (t, 1H, J=6.0 Hz), 5.02 (d, 1H, J=10.2
Hz), 4.93 (d, 1H, J=16.5 Hz), 4.77 (d, 1H, J=17.1 Hz), 4.44
(dd, 1H, J=15.0, 6.3 Hz), 4.32 (dd, 1H, J=15.0, 6.0 Hz), 3.97
(s, 3H), 3.49~3.19 (m, 8H), 1.33 (s, 9H)
(9)1e 645 12 ((6S,9aS)-2-4% A & -8-((3-(4-B A F &K)-1-F A&
-IH-93] 9% -7-25) F K )-N-F £-6-(4-(E =T A %) ¥ %)-4,7-
—fl & A-1H-mbo5[2,1-c][1,2,4] = -&-1-3 BE 0E ) 24 &

# 1.0 £z P4E7» 20 2942 1,4-—a#=BE/H0 B
he 465 £% (158 8) 2 4-BAXAMEL 2,3-=F-23-T
ZEEEEM 872 £ % (3.0 £ &) 2 KsPO, o £ 4575 B & ¥t
B4 EE SOCH > %A 312 2% (02 £8) 2
Pd(PPh;), » BSR4 @R 2 o BFERBEL L #m
4 A H,O $1 EA 47/ 8 > 2A Na,SO, Rk » BiBE R A
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&R T 22 4% - 4 M4 A NH 27 B8 & #7 47 (CH,Cl,/CH;0H=40/1)
#AT#h AL T & £ 400 £ L (39%)2 R IL e

(10)1t & # B ((6S,9a8)-2- 4 & & -N-¥ £ -6-(4-578 X ¥
)-8-((3-(4-(3-(6-F A A nbog-3-K)HRA) R A)-1-F &-1H-
0ok 7- 2 ) F & )-4,7- =4 & & -1H-we=5[2,1-c][1,2,4] =&
- BB ) Z A

#3002 H bt 12505 &2 14-—AHE B
A 13 2H (15%8) 2R T8 4-BAKEE > RFRA
M 6SCHE2 I F - Rwbl B (12FF) X 3-KE
6-F A A 102 % (20 % E) 2 DIPEA B EE
REZEINC ABFRAMFH 18/ - FFERBEBXKLE > &
A &8 T R 4 R 12 A &7 B & #7 45 (CH,Cly/CH;0H=9/1) &
T4t 0 ko s AR ALY c BB RILEMIER S &
#2 CHClL Bf&md4EH (5.0%8) 2 TFA> RE RS
¥ S - BERELRL  EMAEBKETRERERA
w B B #7 #7 (CH,CL/CH;OH=9/1)E 4T 4bit ™ £ £ 6.8 £ 3
(20%)z A2 1L &4 -

(CDCl;, 300MHz) & 11.66 (bs, 1H), 8.43(s, 1H), 8.28 (s,
1H), 7.77 (m, 2H), 7.64 (d, 2H, J=7.8 HZ), 7.38 (m, 2H), 7.24
~7.19 (m, 2H), 7.14 (m, 1H), 7.07 (s, 1H), 7.04 (d, 2H, J=8.4
Hz), 6.90 (d, 2H, J=7.2 Hz), 6.75 (d, 2H, J=8.4 Hz), 6.70 (t,
1H, J=5.7 Hz), 5.57 (m, 1H), 5.42~5.34 (m, 3H), 5.29 (d, 1H,
J=15.0 Hz), 5.18 (d, 1H, J=15.0 Hz), 5.08 (d, 1H, J=10.2 Hz),
4.90 (d, 1H, J=17.1 Hz), 4.44 (dd, 1H, J=15.0, 8.3 Hz), 4.32
(dd, 1H, J=15.0, 6.0 Hz), 3.98 (s, 3H), 3.54~3.22 (m, 9H)

& H 1 3
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RBABAZILSY A GEEHES H4H -
(1)S3 (2-(1-% A E-4-FRAFFHEA)TH) 26K

sbAb Atk Foef] 2 M H M -
(2) P10 E P4 = & s

B AW thh B 2 M EH A -
(3)Ab4 4 14((6S,9a8)-2-% & % -8-((3-(6-A% K o -3- 5 )-1-
¥R -1H-93) ok -7- %) F A)N-F £-6-(4-(F =T AK)F
H)-4,7-— 4 B &-1H-w2[2,1-c][1,2,4] = %-1- % Ba Bk ) 2
A

# 1.1 52 P4mEn28 42 1,4-— 8 EE/MHO0 L5
mmsl6ER (154 %) 2 2-khator-5-gR8 2,3-— F-2,3-
TofEs 8 964 £ % (3.0 % 8) 2 KsPOy o £ 458 K & ¥
BEKELEE SOCH » xuAhm349 £ (02 88) 2
Pd(PPhs), » B RAMER 2 b5 o BERIELLL » M
#% A H,O #1 EA 478 4 8 > A Na,SO, K » B8 R 21K
BT 8% - #miE A NH 2 B & 41 47 (CH,Cl/CH;0H=20/1)
#ATEAL T A & 250 £ RL(23%)2 B AL b Y
(4) 1t & 4 C ( (6S,9a8)-2- %% & & -N- ¥ X -6-(4- 78 & ¥
%)-8-((1-‘?%-3-(6-(3-3{%5&%)%%-3-%)-1}1-@1 ok-7-4)
W R)-4.7-— 4 BN B -1H-o5[2,1-c][1,2,4] = ok -1- % 86 B )
Z B K

925 B H zAibbd 14 5% 5 B2 CHClL o BifAo
6.1 %% (15%%) 2 ER#ABEA69 TR (208 F)
Z BN RBFRAMEZTREHE 18- BFFRELL
4 @ 4 AR T OB 45 A AE A 25 B /B 47 47 (CH,Cl,/CH;0H=15/1)

41t 0 ko b IFAZARAL A4 o F AR RIS MBI S
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£42 CH,Cl,> B s 5% (5.0%%8) 2 TFA- #m4
RERAMIERE S P REETRELL  #hEKE
TR 4% R At A & B R AT dit (CHyCly/CH;OH=15/1) & 47 4 1t
AL TS EHQRT%)ZZAEILE -

(CDCl;, 300MHz) & 8.01~7.87(m, 3H), 7.75 (d, 1H,
J=8.1 Hz), 7.39~7.18 (m, 2H), 7.12(s, 1H), 7.08~6.99 (m, 3H),
7.04 (d, 2H, J=8.1 Hz), 6.95 (d, 2H, J=10.5 Hz), 6.83~6.71 (m,
3H) 6.76 (s, 1H), 6.73 (d, 2H, J=8.1 Hz), 5.61~5.47 (m, 3H),
5.44 (t, 1H, J=4.8 Hz), 5.39 ~5.25 (m, 3H), 5.03~4.97 (m, 3H),
4.83 (d, 1H, J=17.1 Hz), 4.43 (dd, 1H, J=14.7, 6.3 Hz), 4.32
(dd, 1H, J=15.6, 5.7 Hz), 3.94 (s, 3H), 3.91 (s, 3H), 3.56~3.18
(m, 9H)

E s 4
f64 4 E-5((6S,9aS)-2-4% #& & -N-35 % -8-((3-(4-T A %k %-1-
2 H)-1-F A -1H-03) £ -7-3) F £)-6-(4-58 % 3 K)-4,7- =4
AN H-1H-wo5[2,1-¢c][1,2,4] =%-1-7 BaBZ ) Z & &

BaEEHRE 1 A meits 10 (15.6 31) & 160
E2H2 A FH Biii 102 £ (24 ¥ ) x DIPEA

(—g2m&iem) #2111 1 (1.2 %%) 2 HATU (< #H
B O-(7-8 R # = éé-l-);'s)-N NN’ N°-ma ¥ & 8% ) B§Ar &
RERAMIEIE 30 54 o HFm29 2 (095 %€ ) 2 N-

Eokeh B ASHATERBH 12/ ) F - BFRELLE
4@ Ll HoO BA4T R » 8k > 2 Nap,SO, L7k > i@E R 1B TF
B MRe1E R T AR #ﬁﬁﬁfﬁ%ﬁﬁiﬁié@%ﬁ%bé\%éﬂbﬂ%é 4 10.7
%,(59%)z 2 i b4n (44 E-5)

R 5
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Z2Z6 PATLomGERBEEIES SR -

) 33X 451

MEAE®E 1 Z3ABEHBHLEMAZC RAE
e 48 S B meitedh (K226 ¥ ) 2 GISO -
IC50~TDI -~ Kt et~ R PKae ERGTHUTRTE
10 o
(1)MV-4-11 z GI50 &8 &

BlERBABEHZILSHHIL AML (EEFHRMEER
) mmBa eI A ENE (miad R H1LER ) - MV-4-11
2z GI50 14 28 7 ¥ #1L AML % %o B &9 $U3%8 78 75 £ » GI50 A&
Bl HLIE A F ARG o

Tirmipt R HALER A E KA S HIPH ke
gz ik & o f£ Iscove 2 2 Dulbecco 32 & & (IMDM) % >
B 6,35 10%86 4 75 (FBS) ~ 1xF 8 & /4248 % (0.85% NaCl
+ 10,000 B4/ E 2 F#E ~ 10,000 /2 A 2828 F)
A MV-4-11 (ABEEHFHME G RE@iLtk) @B -
MV-4-11 4§ 24 IMDM dc 8 > B3 5x10° B 4m o/ 85 £
96 # 32 % #x (Nunc, #167008)2 & 3 o

BERG 1 EZSZILAMBAENZEHRBAAERE
HEE -SEMRBHREATAZLESHE 96 FILRE
(costar, #3956) L A iA R B e A A R B HHFE - £ HF
1% 4% B AL A e N B H o

F M BAR A5 R AL &4 A IMDM B A > M 42 LA
BRI REBHRETRAET FRKLE - FZRESH 5%
CO, 2 HBMMBH TN ITCAES B (T2 1) ERAE—
B 4% 20 /- F z CellTiter 96 Aqueous One Solution (Promega
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#G358) A& H PR R BHURESHE 5% COx
WORARB A PN 3T C AN - AR 1% # A EnVision
(Perkinelmer, USA)# 490 £k Bl E & m o Z RIWE ©

GIS0 {54448 B Prism3.0 KXt E - £ R G TTH AT %
O B 10 R BAABAZAME L @inE s B i 4]
AML # %= o & & o
(2) CYP (P450 CYP3A4 2 IC50) z & &

AP ZALE 14 B A BUK ey P450 CYP3A4 #p 4| 7E 4

(8589 IC50 )o sk 8y CYP3A4 4] Z M a Rk T B2

B AR AERGEERRD -

sbibBatafe 200 A REFAZ 96 HAMEH LR TIEA
cDNA % 3 A #2 FF CYP3A4 (supersome, BD GentestTM
#456202)F 47 - CYP3A4 2 A#M44:4EA 7-FTRE-4-=ZAF
AB53EBFC) - BE#H 1 25 2tbmARAM BFC &
# 100% T8 - BHERASMZIRLTHERBEIN 1% (5B

B sk HR (pH74 RLREA 01M) -
MgCl2 (H#4igEA 83 mM) EDTA (E&EE L 1.67
mM )~ A28 b4 40 B ik ~ CYP3A4 supersome ~ NADPH ( &
BEEA 025 mM) lwAEH o RIEGEHAEITCHMWA
# (BFC» &L 4 30 M) M AL Ey o 3 &4 T AT 20 48
R A IS MAZTHE: 0.5M (2 F)I ¥ mih=4:1( 5
IR ) MAERELLE -

 OREBASAFRELAMERE  EAREAE 409 &

¥ R4tk & 530 25k R & BFC K#tdh > T-BA4-Z 4 F
RESE -BRFGTRUATERI R0
(3) TDI ( 55 P} 4% i 3 1 1)
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e (2)F 3 & 1IC50 2 48 BRI A % > £ Aibs 4 A~
BAC: £37CHLA 10 7425 AmEM (BFC £#&
B A 30OM) M s R MEELE) o s A h e 37°C #4T 20 4548 o
BoA 75 A2 0.5 M £(5 )8 T bik=4:1 (345/
BAE) BREAL - REEAELFREIERER - £A
B K K 409 &k B A SR K 530 &R Bl BFC K#94 >
T-BRA4-ZRAFAFILF - BRGETINUATERIRL0-
4) (FR#xzTHx) MLM 3§

ANFEHEMBAENZAXRBLEER > HFRELE
MR AIETER FFRB R —AME A ok 48 3 S9 A
T oo AB|MaE A BEEF CYP4S0 A ER sk (&
AMBRRHFFTHEEZLAL) FRERB LM -

HeAbBR R A 200 A A EEAE c EA R EEMZ AN
AR 13 EFHBEFEAT

BERG 1 E S 2itbHmE» DMSO (—F & &R )
MmE M 25 mM Rk REFEL R S0%THEMHZELA N
Ko wehimsrgig (pH7.4 R&ERE A 0.1 M) ~ MeCls
(R&REAHO0]I M) @HB2ZRERALEBER (K&
BEA 1mM) s R Askdd (RERBREAS BR/EH)
MANFEIBE REGESGALEITCHLLE 3 SEZ R InE
Bl 7 NADPH (& & EE S 12.5mM) me s - R EA44E 37
C#47 10 248 & 30 548 > KiE 0 1000 272 TR &0k
B ERBARZ RS AHILSY - #4424 3000 rpm # 4T 10
wE R EFEREIE BB EEN 150 #72 5S0%T B
B3 HPLC R Esbotr - £ REHR 0 5485 30 pégtb it A
BHILSMZ EMFSERBETRGEE « & RMGETHU
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T&A9AI10
(B)sm &

Nibaih A~B~C BB EZFTE

AFRACAMZEBEHRELAERBARTAE - £F
REBSE MR EERBREKGEFENGHHNEES -

BERmT BABRALOMBEROIS EAN BHR
Bkl 28 /2H2EEmA LS £ eppendorf & - £
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[% 8]
{t&-# E-5
B2 (Z5/20) 12.5
AUC (#%5u/NoF/ Z5) 4.53
FAEH (12 ) 1.59
[% 9]
MV4-11 GI5S0 (nM) | CYP (uM) | TDI | MLM (%)
fbe-4 A 1.4 14.7 (-) 65%
fe44 B 6.5 >25 (-) 65%
fe4-4 C 9.5 >25 (-) 64%
[% 10]
{b4-#35%A& | MV4-11 GISOmM) | CYP(uM) | MLM (%)
D-1 1.8
D-2 1.3
D-3 0.1
D-4 1.4
D-5 2.2 1.76
D-6 1.7
D-7 1.2
D-8 1.2
D-9 3.3
D-10 1.3 >25 88
D-11 1.8 7.04
D-12 2.1 >25
D-13 1.2
D-14 2.13
D-15 2.8 15.97
D-16 15.6 8.07
D-17 6.9 7.63
D-18 1.2 2.42
D-19 2 E
D-20 17.2
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D-21 6.9 6.53
D-22 4.2 19.5
D-23 >25
D-25 >25
D-26 19 13.7
D-27 4.3

D-28 5.5

D-29 1.3

D-30 1.5

D-31 1.5 >25 107
D-32 1.3

D-33 1.4

D-34 1.2 3.41
D-35 15

D-36 1.2

D-37 1.3

D-38 3.2

D-39 1.2

D-40 1.2

D-41 1.2

D-42 1.8

D-43 1.2

D-44 19.5 >25
D-45 1.9 2.51 49.4
D-46 3.4 | ]
D-47 1.3

D-48 1.9 >25
D-49 10 >25
D-50 2 >25
D-51 5.4 >25
D-52 21.7
D-53 1.2

D-54 1.2

D-55 5.8 2.26
D-56 12.5 >25
D-57 >25
D-59 1.2 2.19
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D-60 1.1
D-61 1.3
D-62 1.3
D-63 1.3
D-64 1.2
D-65 1.3
D-66 1.3
D-66-1 1.4
D-67 1.3
D-68 1.4
D-69 1.1 >25 65
D-70 4.4
D-71 1.9
D-72 2.78
D-73 14.4 >25 73.4
D-74 11.2 >25 56.9
D-75 17 10.5
D-76 15.8 9.48
D-77 6.5 >25 65.4
D-78 1.5
D-79 10.8 7.8
D-81 9.9
D-82 16.8 8.52
D-83 13.8 4.61
D-84 1.7
D-85 9.5 >25 64.3
D-86 4.9
D-87 1.3
D-88 1.2 10.2
D-89 1.3
D-90 4.6 6.96
D-91 1.3 6.51
D-92 19
D-93 16.1 20.39 68.5
D-94 1.5
D-96 2.19
D-97 2.2 6.4
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D-98 23 2.92
D-99 2.7
D-101 5.8
D-102 1.6 3.42
D-103 10.8
D-104 6.3
D-105 3.7

E-1 5.8

E-10 10.8 9.12
E-11 11.3
E-12 9.3
E-13 >25 89.1
E-14 10.9
E-15 11.2
E-16 2.82
E-17 4.5

E-18 20.9

E-19 >25 73.4
E-21 >25
E-23 8.17 73.8
E-24 5.53
E-25 20.4 6.09
E-26 2.3

E-27 13.5

E-28 5.6

E-29 18.4

E-30 14.4

E-31 6

E-33 9

E-35 5.1

E-36 8.4

E-37 16.4

E-38 2.48
E-40 15.4

E-42 3.63
E-43 15.1 6.6
E-44 15
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E-45 1.8 3.98
E-46 2

E-47 13.5 2.2
E-48 12.1
E-49 6.9

E-50 5.04
E-51 10.7
E-52 9.2 3.3
E-53 1.9 3.86
E-54 4.97
E-56 3.1

E-57 7.65
E-59 >25 58.5
E-60 6.02
E-61 2.23
E-64 8.55
E-65 13 2.11
E-68 2.45
E-69 4.49
E-70 18.3
E-71 >25 67.2
E-72 5.99
E-73 19.3 11.8
E-3 18.4 3.9
E-4 11.2 12.2
E-5 11.6 8.04 *
E-7 11.3 2.24
E-8 8.9

E-9 6.82
F-1 3.16
F-3 7.6 2.51
F-4 16.18
F-5 16 3.68
F-6 11.9 3.84
F-7 16.36
F-8 2

F-9 15.4 2.53
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F-10 15.1 2.01
F-11 10.4

F-13 7.87
F-14 3.64
F-18 17.89
F-19 1.5

F-20 2.89
F-21 10.89
F-22 3.58
F-23 3.46
F-24 >25 84.2
F-25 8.5
F-26 19.8 2.86
F-27 11.51
F-28 7.8
F-29 1.1
F-30 2.54
F-31 1.9

F-32 5.04
F-36 2.48
F-38 6.1

F-40 17.2

F-41 11.6

F-42 9.1

F-43 17.8

F-44 4.5

F-45 1.7

F-46 1.3

F-47 6.9 2.05
F-48 10.7 2.18
F-49 11.4

F-50 1.6

F-52 4.6

F-53 2.33
F-55 6.15
F-56 17.44
F-57 4.78
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F-58 22.29
F-59 2.39
F-60 6.8

F-61 1.6 5.65
F-63 9.71
F-64 5.12
F-65 6.87
F-66 17.5 6.15
F-67 2.5 9.65
G-1 2.97
G-2 8

G-3 5.7 2.61
G-5 8.8 2.16
G-6 14 19.1
G-7 10.5

G-8 7.4

G-9 19.9

G-10 1.7 7.4

G-11 1.8 7.62
G-12 9.9 10.1
G-13 9 13.03
G-14 1.2

G-15 1.2 6.75
G-16 1.7

G-17 2

G-18 1.5 3.45
G-19 9.3

G-20 1.7

G-21 2.55
G-22 1.4 2.38
G-23 1.3 6.75
G-24 4.53
G-25 4.05
G-26 5.35
G-27 2 2.53
G-28 5.6 2.32
G-29 5.8
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G-30 5

G-31 2.7 7.67

G-32 11.9 2.57

G-34 1.37.

G-35 1.4 12.24 34.9
G-36 1.3 21.06 36
G-37 1.3 6.95

G-38 0.6 2.21

G-39 11.3 2.73

G-40 1.3

G-41 1.3 7.6

G-42 1.3 5.73

G-43 1.3 6.94

G-44 1.3 6.04

G-45 1.2

G-46 1.3 6.12

G-47 2.3 3.67

G-48 1.3 4.19

G-49 1.3 6.94

G-50 24 17.24

G-51 1.3 3.97

G-52 13 7.1

G-53 1.3 >25

G-54 1.4 3.29

G-55 1.3 2.37

G-56 1.3

G-57 1.3 6.32

G-58 23.67 85.1
G-59 4.9 >25 61.9
G-60 6.5 21.52 52.8
G-61 8.5 4.87

G-62 1.4 4.1

G-63 1.5 2.56

G-64 1.3 7.64

G-65 1.3 3.91

G-66 1.3 4.6

G-67 1.3 11.24
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G-68 2.2 6.4

G-70 1.7 2.63

H-1 15 3.85

H-2 17.8 9.33

H-3 2.2 10

H-4 15 >25 66.8
H-5 >25 74
H-6 9.7 2.09

H-7 1.5 6.41

H-8 5.7
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NOVEL COMPOUNDS OF REVERSE-TURN
MIMETICS AND A METHOD FOR
MANUFACTURING THEREOF AND ITS USE
BACKGROUND O THE INVENTION
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R BBA ok T A EE A AR BRHROMBREERY
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O = ExXERmE-
This invention relates to novel compounds of reverse-turn
mimetics, having pyrazino-triazinone as a basic framework, and a
method of preparing the same, and the use thereof to treat diseases

such as cancer, in particular. acute myeloid leukemia.
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