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MRy 2 BEEE B EY) 2 Ik - HAALE E & 2% 0 A K H 38 B ) ) 7o
Remington’s Pharmaceutical Sciences, E. W. Martin 45 # , Mack
Publishing Company, 5197, 19954 5 -

B(E TR R - 2 L TE R e & Rl A] A7 Al S ] A
RIZEM AR A o AL ERLL T B PIRERE S ERASRAMEBA DU E
ol 7 PR A S I 2 # & -
=il
BH1-1 NCTU-SUN-21122 : (ZEg2-(((4-F & 5-3,5- " M BE-2-5)
P &) BRI MR AL ) - 1 H - [d DKL - 5-FL )

ERS-D7 (0.1 g, 0.30 mmol) ADCM (10 mL) ¥ 7 3% K i NaOH
(0.90 mmol) - 3fi ¥ FZ MR & )AL E R #EFES-1057 88 « 2B AE0C T (7K
B H) IR ZEEE.(0.60 mmol) « fEHES-105788 1% - (R EFARZE =00 A
FHEFE LN - R OB OB R S /KZERUR JE A I &EMgSO. 4z

R R DA E A R R EY) - ERWBER BT ERIERSYLIERS
EY -

'"H NMR (400 MHz > NFEf#-ds) & 8.17 (s, 1H), 7.68 (d, J = 8.8 Hz,
1H), 7.44 (s, 1H), 7.09 (d, J = 8.7 Hz, 1H), 4.71 (s, 2H), 3.75 (s, 3H),
2.29 (s, 3H), 2.24 (s, 6H) ©

LRMS (EST") m/z : 374.1 M+H)"
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EH1-2 NCTU-SUN-21124 : CEHEg2-(((4-B&E-3,5-  FEMERE-2-
) E) SRR A ) - LH- 5 [d]15KIE-5- B )

b £ Bl S T A SRR LIS - HA S EY) R B 2 BRI B B 1
i R JEEELEEY

'"H NMR (400 MHz > Nff-ds) & 8.24 (s, 1H), 8.22 (d, J = 1.4 H z,
1H), 8.18 (s, 1H), 7.78 - 7.71 (m, 2H), 7.65 - 7.59 (m, 3H), 7.27 (dd, J =
8.8, 2.2 Hz, 1H), 4.74 (s, 2H), 3.76 (s, 3H), 2.26 (s, 3H), 2.25 (s, 3H) -

LRMS (ESI*) m/z : 436.2 (M+H)"
BEHI1-3 NCTU-SUN-26096 : (T BE2-(((4- FF & £:-3,5- = FH EL UL g -2-
&) A B ER iR AL ) - 1 H -SRI [d DRI - 5- B )

-
o —
\W \C[N%S\ \?\! /.

D H \D

b LR A T ER AR LIS - HAth [ fEY) e Bl 5520 B B & B 1 R Fy
i R ERAL - BEIEELLEY) -

'"H NMR (400 MHz > NFf#-ds) & 8.17 (s, 1H), 7.68 (d, J = 8.7 Hz,
1H), 7.43 (d, J = 2.0 Hz, 1H), 7.08 (dd, J = 8.7, 2.1 Hz, 1H), 4.72 (s,
1H), 3.74 (s, 3H), 2.60 (t, J = 7.3 Hz, 2H), 2.24 (s, 6H), 1.77 (h, J = 7.3
Hz, 3H), 1.04 (t, J = 7.4 Hz, 3H) -

LRMS (EST*) m/z : 402.1 (M+H)" «

BEH]1-4 NCTU-SUN-26097 : (BB IEFEE2-(4-FHE E-3,5- — A0
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g - 2- 5% ) FH BL ) En i B L ) - 1 H -8 3 [d 1 BRI - 5- B B
D_
O\rr“ N /_2}
0 \@H}'ﬁb N

b R AN AN SR HEE R AN HA R EY) R S 0 B L E
i R A 2 F R - FEEE(LEY) -

'"H NMR (400 MHz > NFf#-ds) & 8.17 (s, 1H), 7.68 (d, J = 8.7 Hz,
1H), 7.42 (s, 1H), 7.07 (d, J = 8.7 Hz, 1H), 4.72 (s, 2H), 3.75 (s, 3H),
2.64 (t, J = 11.1 Hz, 1H), 2.24 (s, 7H), 1.88 - 1.76 (m, 2H), 1.69 (d, J =
12.1 Hz, 1H), 1.65 - 1.52 (m, 3H), 1.42 (q, J = 11.8 Hz, 2H) -

LRMS (ESI*) m/z : 442.2 (M+H)"

EH1-5 NCTU-SUN-26098 : (4- T EFEHEE2-(4-HEE-3,5-“HE

MphiE -2- 55 ) B B ) SRR R 5 ) - LH -5 3 [d ] R - 5 - B B
Y

O
© N /—?j*
Af\@\’r \CE&—S\ h Vi
O H by

bR OBR R H4- T BEARHEEEAARE SN HAh S EY) & B F T BE g il
EOIF A RN SRR EY -

'H NMR (400 MHz > #iffi-de) & 8.18 (s, 1H), 8.13 (d, J = 8.2 Hz,
2H), 7.75 (d, J = 8.8 Hz, 1H), 7.61 (s, 1H), 7.45 (d, J = 8.2 Hz, 2H),
7.25 (d, J = 8.7 Hz, 1H), 4.74 (s, 2H), 3.76 (s, 3H), 2.25 (d, J = 6.2 Hz,
6H), 1.66 (q, J = 7.7 Hz, 3H), 1.47 - 1.28 (m, 3H),0.95(t,J=7.3Hz,3H) -

LRMS (ESI*) m/z : 492.1 (M+H)*

EH1-6 NCTU-SUN-21127 : (3-FHEFEHEE2-(4-HEE-3,5- " Fi
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MEh e -2- ) B 5 ) ER iR R 5 ) - L H - 3 [d] R - 5 - B )

N
O
/Q\H/D H N
o\@‘}_v "
N 0

b LR B AR R &K DAY - HAh S e fe Bl ffg A B 1 B
BRI 2 R FR > SEEELEY) -

'H NMR (400 MHz > Pffi-ds) 5 8.18 (s, 1H), 8.06 - 7.99 (m, 2H),
7.74 (d, J = 8.8 Hz, 1H), 7.61 (d, J = 2.2 Hz, 1H), 7.56 (d, J = 7.5 Hz,
1H), 7.49 (t, J = 7.6 Hz, 1H), 7.25 (dd, J = 8.7, 2.2 Hz, 1H), 4.76 (d, J =
3.2 Hz, 2H), 3.74 (s, 3H), 2.47 (s, 3H), 2.25 (s, 3H), 2.23 (s, 3H) *

LRMS (ESI*) m/z : 450.1 (M+H)* -
EHI1-7 NCTU-SUN-27076 : CEE2-(((4-FH & E-3,5- " FEILIE-2-5)
AR TR iR B A ) - 1H- K [d]BKME - 5- B s

Y
-
D i
L
H G

b ZBE A CER AR LIS - HAth [ BV e Bl 520 BR s B & 4 1 R Fy
i R ERAL - BEIEELLEY) -

'"H NMR (400 MHz > NFf#-des) & 8.17 (s, 1H), 7.68 (d, J = 8.7 Hz,
1H), 7.44 (s, 1H), 7.09 (d, J = 8.8 Hz, 1H), 4.72 (s, 2H), 3.74 (s, 3H),
2.62 (t, J = 7.4 Hz, 2H), 2.24 (s, 6H), 1.75 (p, J = 7.3 Hz, 2H), 1.41 (h, J
=7.9, 7.5 Hz, 6H), 0.94 (t, J = 6.7 Hz, 3H) o

LRMS (EST*) m/z : 430.2 (M+H)" «

B H1-8 NCTU-SUN-27077 : BT EE2-(((4-F & E-3,5- B AL 1E-2-
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B ) in iRl A ) - 1 H-F 5 [d DK - 5 - B g

D_
o A
)\WU%SH }qf’
O tll ‘D

bR LR A MR T B B LA » HoAth S B F B BRI BLE 5] 1
ATl 2 ¢ 0L - B EEE(LEY) -

'"H NMR (400 MHz > NEf#-des) & 8.17 (s, 1H), 7.69 (d, J = 8.7 Hz,
1H), 7.44 (d, J = 2.1 Hz, 1H), 7.08 (dd, J = 8.7, 2.1 Hz, 1H), 4.71 (s,
2H), 3.75 (s, 3H), 2.89 - 2.84 (m, 1H), 2.24 (d, J = 2.4 Hz, 6H), 1.31 (d,
J =7.0 Hz, 6H) -

LRMS (ESI*) m/z : 402.2 (M+H)" -
EHI1-9 NCTU-SUN-27078 : (BRC-3-%%-1- FEE2-(4-HEE-3,5-—

PR LI e - 2- B ) FR B ) i i i B ) - L H - 25 3 [ d ] BRI - 5 - F i)
A

o

o H o
e o

b B E IR O -3- 46 H B & AU DS > HoAth 2 W) R B4 e 2 B 35
EH T s R EE > |SEEELEY -

'"H NMR (400 MHz > Nfi-de) & 8.17 (s, 1H), 7.66 (d, J = 8.2 Hz,
1H), 7.42 (s, 1H), 7.07 (dd, J = 8.7, 1.8 Hz, 1H), 5.74 (s, 2H), 4.78 (d, J
= 13.6 Hz, 1H), 4.73 (d, J = 13.7 Hz, 1H), 3.70 (s, 3H), 2.96 - 2.80 (m,
2H), 2.54 - 2.30 (m, 3H), 2.22 (d, J = 2.6 Hz, 6H), 1.95 - 1.72 (m, 2H) -

LRMS (ESI*) m/z : 440.1 (M+H)" -

EH1-10  NCTU-SUN-27079 : B -3-1% R 2-(4-FHE-3,5-=
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PR LI e -2 - ) FR B ) R R T A ) - T H -8 5 [ d 9K - 5- B fig
\

O (5

b 2 B Z FH 2- B B R B R & AU DA - HA 2 e ) i B 00 B b
E R RSO FEREE LS -

'"H NMR (400 MHz » Nf#-des) & 8.20 - 8.17 (m, 2H), 7.76 (d, J =
8.7 Hz, 1H), 7.63 (d, J = 2.2 Hz, 1H), 7.57 (td, J = 7.5, 1.5 Hz, 1H),
7.42 (dt, J = 7.4, 3.4 Hz, 2H), 7.27 (dd, J = 8.7, 2.2 Hz, 1H), 4.74 (s,
2H), 3.77 (s, 3H), 2.67 (s, 3H), 2.26 (s, 4H), 2.25 (s, 4H) o

LRMS (ESI*) m/z : 450.1 (M+H)"
BHH1-11 NCTU-SUN-28087 : (4-FAEFEHEE2-(4-FHEHE-3,5-=

FR R e -2 -5 ) A R ) SR iR R % ) - LH - S5 31 [d ] DR R - 5 - B i)
\

Q0
o —
Q H ‘O

b 2 B E i 4- B B R H B & AUE DA - HA R e ) B B 00 B b B
E R RSO FEREE LS -

'"H NMR (400 MHz > NFH-des) & 8.18 (s, 1H), 8.10 (d, J = 8.1 Hz,
2H), 7.73 (d, J = 8.7 Hz, 1H), 7.60 (s, 1H), 7.42 (d, J = 7.9 Hz, 2H),
7.24 (d, J = 7.1 Hz, 1H), 4.82 - 4.69 (m, 2H), 3.73 (s, 3H), 2.47 (s, 3H),
2.24 (s, 3H), 2.23 (s, 3H) °

LRMS (EST") m/z : 450.1 (M+H)" o

BH1-12  NCTU-SUN-28091 : (2-BE EHEE2-(4- HE HE-3,5-2

% 56 HEWHRTE)

C207926PA . docx
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F R nE -2- 58 ) B ) R e B A ) - 1 H - 3 [ ] KK -5 - Be i)
NO., 0
R Reieats
H

B 2 Tl 8 PR 2- 1 2 O R R AR DA > oAt S HE ) B B 4 B s L
TN TR K BEIEELEY)

'"H NMR (400 MHz » N{fd-ds) 6 8.16 (d, J = 5.9Hz, 2H), 8.10 (d, J
= 7.3 Hz, 1H), 7.96 (td, J = 7.5, 1.8 Hz, 1H), 7.91 (td, J = 7.8, 1.8 Hz,
1H), 7.74 (dd, J = 8.7, 1.5 Hz, 1H), 7.61 (s, 1H), 7.24 (d, J = 8.4 Hz,
1H), 4.75 (dd, J = 13.7, 5.7 Hz, 2H), 3.69 (s, 3H), 2.20 (s, 6H) -

LRMS (ESI*) m/z : 481.2 (M+H)"

EH1-13 NCTU-SUN-28092 : (BRI HE2-(4-HEE-3,5-—HF
BEIHL 0 - 2- B ) B B ) EE AR R B ) - 1 H - 9% [d 19Kk - 5- B )

:
Ry revevs

W

b £ B A T ER N G BB AR DAAN > HLM S FEY) R B D B AR
i R A 2 F R - FEEE(LEY) -

'"H NMR (400 MHz > NEf#-de) & 8.17 (s, 1H), 7.67 (d, J = 8.7 Hz,
1H), 7.45 (d, J = 2.2 Hz, 1H), 7.09 (dd, J = 8.8, 2.2 Hz, 1H), 4.73 (dd, J
= 13.7, 2.5 Hz, 2H), 3.73 (s, 3H), 2.23 (s, 6H), 1.92 (dt, J = 12.5, 6.3
Hz, 1H), 1.08 (s, 2H), 1.06 (s, 2H) -

LRMS (EST") m/z : 400.2 (M+H)"
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=H1-14 NCTU-SUN-28093 : (2-Z & T Bg2-((4-BH &K E-3,5-—H

BLIEE 0 - 2- B ) B B ) BE AR S ) - L H - 5F [d 19K - 5- B i)
hN

o)
o~
\/g.r\@:»_% }{lf’
Q0 H‘D

b BERM2- L& T EEEAE I - HAL R EY) B B lE
B 1 it R /EEE LG -

'"H NMR (400 MHz > NFf#-de) & 8.15 (s, 1H), 7.64 (d, J = 8.7 Hz,
1H), 7.39 (d, J = 2.2 Hz, 1H), 7.05 (dd, J = 8.8, 2.2 Hz, 1H), 4.81 (dd, J
= 28.8, 13.7 Hz, 2H), 3.65 (s, 3H),2.51 (tt, J = 8.6, 5.5 Hz, 1H), 2.19 (s,
3H), 2.18 (s, 3H), 1.74 (m, 4H), 1.04 (t, 7.5Hz, 6H) -

LRMS (EST*) m/z : 430.2 (M+H)" «
BHH1-15 NCTU-SUN-28094 : (2-FEH Z#2-(4-FF K H-3,5-—HF

FRMEIE -2- 55 ) B AL ) i AR R AL ) - LH -5 [d 10K - 5- B i)
\

0
OOy
Q H o)

bR ZBR B H2-AFE L EAZE I - HAh R EY) R ELF T BRI E
B 1 it R /EEE LG -

'"H NMR (400 MHz > NFf#-de) & 8.16 (s, 1H), 7.66 (d, J = 8.8 Hz,
1H), 7.41 (m, 5H), 7.30 (m, 1H), 7.06(dd, J = 8.8, 2.2 Hz, 1H), 4.74 (dd,
J =13.7,19.2 Hz, 2H), 3.98 (s, 2H), 3.70 (s, 3H), 2.21 (s, 6H) -

LRMS (EST") m/z : 450.2 (M+H)" -
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BEH1-16 NCTU-SUN-28095 : (3,5,5-=HECE2-(4-F&E-3,5-

Z AR - 2- ) R BL ) ER R AL ) - LH - SR 3 [d DKM -5 - B B
h

s

o —

m\@lﬂ%—& \h',r
O ﬁ ‘D

bR ZERE 3.5, 5- = HECIREAE I - HML R EY) K 8BRS
BB TR AL L BEREE(LEY) -

'"H NMR (400 MHz > NE#-de) & 8.15 (s, 1H), 7.63 (d, J = 8.8 Hz,
1H), 7.40 (s,1H), 7.09 (dd, J = 8.8, 2.2 Hz, 1H), 4.80 (dd, J = 29.0, 13.7
Hz, 2H), 3.65 (s, 3H), 2.61 (dd, J = 15.0, 6.2 Hz, 1H), 2.44 (dd, J =
15.0, 7.9 Hz, 1H), 2.19 (m, 1H), 2.19 (s, 3H), 2.18 (s, 3H), 1.43 (dd, J =
14.1, 4.0 Hz, 1H), 1.23 (dd, J = 14.1, 6.5 Hz, 1H), 1.12 (d, J = 6.7 Hz,
3H), 0.97 (s, 9H) o

LRMS (EST*) m/z : 472.1 (M+H)" «
BH1-17 NCTU-SUN-28096 : (2-Z & EFEHEE2-(((5-F & £ -4,6-
:EF'%HH:"%-Z%)EF'%)EEEﬁm\%)-IH-i#[d][&Kﬂ&-S-%EE)

Q
A
L W/
H (8]

QEt O
bR AR M- L8 AR FEE A LA - HAh S EY) KB FE A R
B (1 P 2 AL - IR EERE LS -
'"H NMR (400 MHz > NFi-ds) & 8.18 (s, 1H), 7.92 (dd, J = 7.8, 1.8

Hz, 1H), 7.71 (d, J = 8.8, 1H), 7.58 (m, 2H), 7.22 (dd, J = 8.8, 2.3 Hz,

1H), 7.18 (d, J = 8.5, 1H), 4.80 (dd, J = 23.0, 13.7 Hz, 2H), 4.19 (q, J =
2 59 H(EVERITE)
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7.0 Hz, 2H), 3.69 (s, 3H), 2.21 (s, 3H), 2.20 (s, 3H), 1.44 (t, J = 7.1 Hz,
3H)

LRMS (ESI") m/z : 480.1 (M+H)"
EHI1-18 NCTU-SUN-21123 : (FEE2-(((4- & H-3,5- = FHE e -2-
) E) SRR A ) - LH- 5 [d]15KIE-5- B )

D_
o N /_??
/\H/ j@[‘*}—s\ \N %
Q H Y

b < Bl S PN B A DASN - HUA ST ) B B AF 2 B S BL B B 1
s R EEN - BEEELEY -

'"H NMR (400 MHz > NFE#-ds) & 8.17 (s, 1H), 7.68 (d, J = 8.8 Hz,
1H), 7.44 (s, 1H), 7.09 (d, J = 8.7 Hz, 1H), 4.73 (s, 2H), 3.74 (s, 3H),
2.64 (d, J = 7.6 Hz, 2H), 2.24 (s, 6H), 1.22 (t, J = 7.6 Hz, 3H) ©

LRMS (ESI*) m/z : 388.2 (M+H)"

EH1-19 NCTU-SUN-21125 : (4-E XK FEE2-(((4-FH & E-3,5- — FHEI
IE -2-55) B B ) iR AR i AR ) - 1 H - 3 [d 15K - 5- Fe )

.D_
e
\Cﬁ'\/\@}—s‘ N—7
0 H\D

fr LR A 4- B AR HER A LIS - MR W) R B i BRIg Bl g
B prR At 2 R FHLL - SRS S -
'"H NMR (400 MHz > Nflfi-d¢) & 8.33 - 8.12 (m, 1H), 7.76 (d, J =

EE

8.7 Hz, OH), 7.72 - 7.61 (m, 1H), 7.27 (dd, J = 8.7, 2.2 Hz, OH), 4.74 (s,
1H), 3.76 (s, 1H), 2.25 (d, J = 6.00Hz, 2H) -

% 60 HEHHRTE)

C207926PA . docx
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LRMS (ESI*) m/z : 470.2 (M+H)" -
EH1-20 NCTU-SUN-21126 : 3-HEFEFH2-(4-BHE-3,5-=
PR B -2 - B ) R ) ER AR L ) - L H -5 [ ] DR IR -5 - Ko fig)

D_
(j y _
G N
Lo 7

o N o

B 2 Tl & PR 3- 1 2 O R AR DS > EoAth S HE ) R B 40 B p
EHI R I EHE  BEIERE LG -

'"H NMR (400 MHz > Nfii-ds) & 8.95 (t, J = 2.0 Hz, 1H), 8.64 -
8.56 (m, 2H), 8.18 (s, 1H), 7.95 (t, J = 8.0 Hz, 1H), 7.77 (d, J = 8.8 Hz,
1H), 7.69 (d, J = 2.2 Hz, 1H), 7.32 (dd, J = 8.8, 2.2 Hz, 1H), 4.76 (s,
2H), 3.74 (s, 3H), 2.24 (d, J = 7.0 Hz, 6H) -

LRMS (ESI*) m/z : 481.2 (M+H)"
BH1-21 NCTU-SUN-21128 : BEES2-(((4-FH & £ -3,5- — I LI g -
2-F) ) ER iR R AL ) - L H -3 [d1DKME - 5- B B

O_
WO
0 H\D

b L A B BR S DAL - HoAth S e W) B B A BRI B ] 1 1 Fy
i R ERAL - BEIEELLEY) -

'H NMR (400 MHz > fii-ds) & 8.17 (s, 1H), 7.67 (s, 1H), 7.43 (d,
J = 2.2 Hz, 1H), 7.08 (dd, J = 8.8, 2.1 Hz, 1H), 4.72 (s, 2H), 3.74 (s,
3H), 2.62 (s, 2H), 2.24 (s, 6H), 1.81 - 1.68 (m, 3H), 1.53 - 1.25 (m,
8H) -

5 61 HEEHIEREE)

C207926PA . docx
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LRMS (ESI*) m/z : 444.3 (M+H)*
EH1-22 NCTU-SUN-21129 : (4-8 K HEE2-((4- FEE-3,5- “HEM
WE-2-5) B B ) SRR B AL ) - LH -5 [d]BKUE-5- B B)

FGY .
0 \C[\;)_be N

N
H

EE

R R EH4-F A HEREAE DA HAh R EY) R BLE g E
i R A 2 F R - FEEE(LEY) -

'"H NMR (400 MHz > NFi-ds) & 8.30 (dd, J = 8.6, 5.6 Hz, 1H), 7.75
(d, J = 8.7 Hz, 1H), 7.38 (t, J = 8.8 Hz, 1H), 7.26 (d, J = 8.7 Hz, 1H),
2.24 (d, J = 6.5 Hz, 3H) -

LRMS (ESI*) m/z : 454.1 (M+H)"
EH1-23 NCTU-SUN-21130 : ((Z)-2-EFHE T -2- 55 E2-(((4-EHE & -3,5-
—FAENEE-2-5) B SRR MR AR ) - 1 H - FE [d] 9K - 5- B )

r}ig);
G
O H O

br ZBR AN (Z2)-2-HEA T -2- G B & UF LA » HAh I EY) & B w20
SR Bl g 1 pr il it 2 I F L - [SEEEEEY) -

'H NMR (400 MHz > Pffi-de) & 8.18 (s, 1H), 7.68 (s, 1H), 7.46 (d,
J =2.2 Hz, 1H), 7.19 - 7.01 (m, 2H), 4.72 (s, 2H), 3.75 (s, 3H), 2.24 (4,
J =2.6 Hz, 6H), 1.95 (s, 3H), 1.91 (d, J = 7.2 Hz, 3H) »

LRMS (ESI*) m/z : 414.2 (M+H)*
EH1-24 NCTU-SUN-21131 : (2-EFHEE2-((4- & E-3,5- " B MR-

5 62 HEEHIEREIE)

C207926PA . docx
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2-5) A E) iR 5 ) - 1 H -5 [d 19K - 5-Ee i)

0!
e ﬁ}fy
8 N N
N—g N
& \©:H>_ 0

b £ Bl B 2- WIN B B AR DASE - oA R W) R Bt T B s B ) 1
TR R - BEIEELRGY) -

'"H NMR (400 MHz > Nfi-de) & 8.16 (s, 1H), 7.71 (d, J = 8.7 Hz,
1H), 7.54 - 7.40 (m, 1H), 7.13 (dd, J = 8.7, 2.0 Hz, 1H), 4.91 (d, J = 6.8
Hz, 1H), 4.75 (d, J = 4.1 Hz, 2H), 3.71 (s, 4H), 2.22 (s, 6H), 1.83 (d, J =
6.8 Hz, 4H) o

LRMS (ESI*) m/z : 422.1 (M+H)"
EH1-25 NCTU-SUN-21132 : BB (2-(((4- & F-3,5- = AL g -2-
&) P &) R A) - 1H-F 3 [d]KE-5-B) BB =T &8

G._....
Boc \©:‘*>—5 N—2
N B
H

(R BARBHBRE =T ERRE A » MR IEY) & BLH T 5
B R R R - BRI LG -

'"H NMR (400 MHz > NFE#-ds) & 8.17 (s, 1H), 7.68 (d, J = 8.8 Hz,
1H), 7.49 (s, 1H), 7.15 (d, J = 8.9, 1H), 4.72 (s, 2H), 3.74 (s, 3H), 2.24
(s, 6H), 1.54 (s, 9H) o

LRMS (ESI*) m/z : 432.2 (M+H)"
EHI1-26 NCTU-SUN-12124 : ((Z)- T -2-5%B82-((4-FH § & -3,5- =
B FR ML e - 2- B ) B B ) SR iR R B ) - L H - 5 3 [ ] KR - 5 - B s

% 63 HEWHRIE)

C207926PA . docx
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0 N
o
H o}

b CBE EH(2)-T -2- 16 ER & CF DLAh » HoAh 2 e K B 2 B v Bl
EH T s R EE > |SEEELEY -

'"H NMR (400 MHz > NFEf#-ds) & 8.18 (s, 1H), 7.69 (d, J = 8.4 Hz,
1H), 7.47 (dd, J = 2.2, 0.4 Hz, 1H), 7.19 (dq, J = 15.5, 6.9 Hz, 1H), 7.11
(dd, J = 8.8, 2.2 Hz, 1H), 6.13 (dq, J = 15.5, 1.7 Hz, 1H), 4.76 - 4.67 (q,
J =13.6, 2H), 3.74 (s, 3H), 2.25 (s, 3H), 2.24 (s, 3H), 1.99 (dd, J = 6.9,
1.7 Hz, 3H) -

LRMS (EST*) m/z : 400.2 (M+H)" «
BHH1-27 NCTU-SUN-12125 : (3-FHE T -2-JFEE2-((4- B & H-3,5-

—ER e -2- 5 ) F B R iR R A ) - LH - SR 3 [d ] 5R MR- 5 - BL B
D.._.

bR CBE R A 3-HE T -2- G A LA - HAh K EY) R L2 BR 15
BB TR AL L BEREE(LEY) -

'"H NMR (400 MHz > NFE#-ds) & 8.18 (s, 1H), 7.69 (d, J = 8.7 Hz,
1H), 7.45 (d, J = 2.0 Hz, 1H), 7.09 (dd, J = 8.7, 2.1 Hz, 1H), 5.98 (dt, J
= 2.6, 1.3 Hz, 1H), 4.71 (dd, J = 13.6 Hz, 2H), 3.74 (s, 3H), 2.24 (s,
3H), 2.24 (s, 3H), 2.22 (d, J = 1.2 Hz, 3H), 2.02 (d, J = 1.3 Hz, 3H) -

LRMS (EST*) m/z : 414.2 (M+H)" «

2 51-28 NCTU-SUN-12122 : (BEIE-2-FH BB 2-(((4- EH 48 5 -3,5- — Ef

5 64 HEETIEREIE)
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B0 -2-5) HE) SR B &) - LH- K5 [4]BKiE-5- B f)
7\

0 N
oLy,

N

H

W

EE

b £ B S kI -2- R SR DAL - HA R Y R B D B B
i R A 2 F R - FEEE(LEY) -

'"H NMR (400 MHz > NFi-ds) & 8.18 (s, 1H), 7.96 (dd, J = 1.8, 0.8
Hz, 1H), 7.74 (d, J = 8.8 Hz, 1H), 7.60 (d, J = 2.1 Hz, 1H), 7.51 (dd, J =
3.5, 0.8 Hz, 1H), 7.24 (dd, J = 8.8, 2.1 Hz, 1H), 6.77 (dd, J = 3.5, 1.8
Hz, 1H), 4.74 (q, J = 13.6 Hz, 2H), 3.75 (s, 3H), 2.25 (s, 3H), 2.24 (s,
3H) o

LRMS (ESI*) m/z : 426.1 (M+H)"
B H1-29 NCTU-SUN-12123 : (R {#EE2-(((4-FF & £-3,5- ZHE I
IE-2-5) A AL BB B ) - 1H- 2R 3 [d 1Kk - 5- B Fs)

D_
O N N
Lo w
M
H

W

bR LB S G BR AR USL - HAL R IEY) K B 2D BRI L E i1
AT 2 (SR FEIEE(EE) -

'H NMR (400 MHz * Afd-ds) 6 8.17 (s, 1H), 7.71 (d, J = 8.8 Hz,
1H), 7.51 (d, J = 2.2 Hz, 1H), 7.14 (dd, J = 8.8, 2.2 Hz, 1H), 6.59 (dd, J
= 17.3, 1.5 Hz, 1H), 6.42 (dd, J = 17.3, 10.4 Hz, 1H), 6.11 (dd, J = 10.4,
1.5 Hz, 1H), 4.73 (q, J = 13.6, 2H), 3.74 (s, 3H), 2.24 (s, 3H), 2.24 (s,

% 65 HEWHRTE)

C207926PA . docx
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3H) -
LRMS (ESI) m/z : 386.1 (M+H)"

HHI1-30 NCTU-SUN-12127 : (2-BHE T E2-(4-H&HE-3,5-=H

BN -2-5) B ) Si iR i &) - LH - K 3 [d]BKUR-5- B B)

\)\fﬂ o
s s
H O

bR COBRAM2-H A TEHRANRET LI HAL K Y & B f0 BRg PE
i R A 2 F R - FEEE(LEY) -

'"H NMR (400 MHz > NFE#-ds) & 8.17 (s, 1H), 7.68 (d, J = 8.0 Hz,
1H), 7.42 (s, 1H), 7.07 (dd, J = 8.7, 1.9 Hz, 1H), 4.80 - 4.68 (q, J = 13.6
Hz, 2H), 3.72 (s, 3H), 2.75 - 2.63 (m, 1H), 2.23 (s, 6H), 1.89 - 1.77 (m,
1H), 1.71 - 1.60 (m, 1H), 1.29 (d, J = 7.0 Hz, 4H), 1.04 (t, J = 7.4 Hz,
3H) o

LRMS (ESI*) m/z : 416.1 (M+H)"
BEH1-31 NCTU-SUN-12128 : 3-B R EFEE2-(4-FEE-3,5-=

B B e - 2- B ) B B ) ER iR R B ) - L H -8 3 [ ] DK IR - 5 - B i)

%gﬁ

b £ B i BR T B AR DAAN > HoAth S EY) R B o0 B S L
PR AR A 2 1 F R B EEBEEEY) -
'"H NMR (400 MHz > NFE#-ds) & 8.17 (s, 1H), 7.68 (d, J = 8.7 Hz,

1H), 7.43 (d, J = 2.1 Hz, 1H), 7.08 (dd, J = 8.8, 2.2 Hz, 1H), 4.78 - 4.66
25 66 H(ZEFERITE)

C207926PA . docx
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(q, J = 13.6, 2H), 3.74 (s, 3H), 2.66 - 2.61 (m, 2H), 2.24 (s, 6H), 1.94 -
1.81 (m, 3H), 1.77 (dd, J = 14.9, 7.4 Hz, 2H), 1.69 - 1.51 (m, 5H), 1.23 -
1.13 (m, 2H) -

LRMS (ESI*) m/z : 456.1 (M+H)" -
HHI1-32 NCTU-SUN-12129 : ((E)-3-(2-8FE) W IHEE2-(4-HE
B-3,5-Z R EMENE -2- B ) B ) T iR B 2L ) - LH -5 [ ] BRIR-5- B )

@CY g
e 3
DU%S“ N7
N 0
H

br LR A M2- B AR HEE AR I - B ey B2 BRI g
PR AR A 2 1 F R B EEBEEEY) -

'H NMR (400 MHz * %Hi-ds) & 8.26 (d, J = 16.0 Hz, 1H), 8.18 (s,
1H), 8.02 (dd, J = 7.6, 2.0 Hz, 1H), 7.72 (d, J = 7.8 Hz, 1H), 7.58 - 7.54
(m, 2H), 7.48 (m, 2H), 7.20 (dd, J = 8.7, 2.0 Hz, 1H), 6.88 (d, J = 16.0
Hz, 1H), 4.81 - 4.70 (q, J = 13.6, 2H), 3.73 (s, 3H), 2.24 (s, 3H), 2.23 (s,
3H) -

LRMS (ESI*) m/z : 496.0 (M+H)" -
B H1-33 NCTU-SUN-12130 : (6-2C2-(4-F & E-3,5- " HE
MEEIE - 2- % ) B B ) R AR AR 25 ) - LH - 3 [d 19K - 5- B )

D_.
S e T
o N \‘b
H

fr oA M6- RO AR LIAN - AR Y e B 20 B s B g 3] 1
TR AL R FRC - FEIRE(LEY)

5 67 HEEHIREIE)

C207926PA . docx
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'"H NMR (400 MHz > NFE#-ds) & 8.17 (s, 1H), 7.68 (d, J = 8.5 Hz,
1H), 7.44 (d, J = 2.3 Hz, 1H), 7.09 (dd, J = 8.8, 2.2 Hz, OH), 4.77 - 4.68
(q, J = 13.6, 2H), 3.74 (s, 3H), 3.55 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 7.4
Hz, 2H), 2.35 (s, 6H) 1.99 - 1.91 (m, 2H), 1.84-1.76 (m, 2H), 1.66 - 1.56
(m, 2H) -

LRMS (EST*) m/z : 508.1 (M+H)*
BHH1-34 NCTU-SUN-11021 : Q-S X HEB2-(4-F K HE-3,5-_HF

FRMEIE -2- 55 ) B AL ) T R R AL ) - LH -5 - [d 10K - 5 - BL i)
kN

F O
o A
T+
0 H 0

b 2B A 1 2- 4 H B & AU DASN - HoM S e e B AR 20 BRIg Bl

PR AR A 2 1 F R B EEBEEEY) -
'"H NMR (400 MHz > Nffi-ds) & 8.24 - 8.13 (m, 2H), 7.78 (dddd, J

EE

=8.4, 7.4, 4.9, 1.8 Hz, 2H), 7.64 (d, J = 2.3 Hz, 1H), 7.48 - 7.32 (m,
2H), 7.28 (dd, J = 8.8, 2.2 Hz, 1H), 4.74 (s, 3H), 3.76 (s, 3H), 2.26 (s,
3H), 2.25 (s, 3H) -

LRMS (EST") m/z : 454.1 M+H)"
BEH1-35 NCTU-SUN-11020 : 4-HEFEFEHEE2-(((4-HEFHE-3,5-

— PR -2- ) A &) SRR RR A ) - LH - SR 3 [d ] oK - 5 - B B
\

,fD@\W /_}j{:
S—g N /
o N "‘b
H

% 68 H(EWHRITE)
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b C R A R 4-HEE R HER S DU > HA R EY) K B B 1Y
B R R R - BRI LG -

'"H NMR (400 MHz > NE#-ds) & 8.76-7.84 (m, 3H), 7.74 (dd, J =
8.8, 0.6 Hz, 1H), 7.59 (dd, J = 2.2, 0.5 Hz, 1H), 7.23 (dd, J = 8.7, 2.2
Hz, 1H), 7.13 (d, J = 8.9 Hz, 2H), 4.74 (s, 2H), 3.94 (s, 3H), 3.75 (s,
3H), 2.25 (s, 3H), 2.24 (s, 3H) o

LRMS (ESI*) m/z : 466.2 (M+H)" -
EHI1-36 NCTU-SUN-11022 : ((3r,5r,7r)- & i 5 -1- BF BE 2-(((4- FF
S EE-3,5- T AN e - 2- 5 ) B B ) ER R R L ) - 1 H -SRI [d] KK - 5- B )

\
D
0 M /—??
L W
N D

o

b% Z B E R G- - HER R DL > EoAh R M) R B 7 0 B 1 Bl
EHI TR RS > FEERELEY -

'"H NMR (400 MHz > Nf#-de) & 8.16 (s, 1H), 7.64 (d, J = 8.6 Hz,
1H), 7.37 (d, J = 2.2 Hz, 1H), 7.02 (dd, J = 8.8, 2.2 Hz, 1H), 4.83 - 4.71
(m, 2H), 3.69 (s, 3H), 2.22 (s, 3H), 2.21 (s, 3H), 2.20-1.80 (m, 15H)

LRMS (ESI*) m/z : 494.2 (M+H)"
BH1-37 NCTU-SUN-11023 : (EIEg-5-FHEE2-((4-BHEH-3,5-—

PR B e - 2- B ) FR L) SR AR iR B ) - L H - 28 3 [ d ] BRI - 5 - E )
hN

O
7
N —
Qﬁ@%s\w
D H\D

% 69 HEWHRTE)

C207926PA . docx
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b5 2 Bif 52 FH R -5 - B R SR DASN LA 2 FE W) R B S B b B
B AR R BEEE LAY -

'"H NMR (400 MHz > Nffi-d¢) & 8.76 (d, J = 1.8 Hz, 1H), 8.17 (s,
1H), 7.74 (d, J = 8.8 Hz, 1H), 7.67 (d, J = 2.2 Hz, 1H), 7.39 (d, J = 1.8
Hz, 1H), 7.30 (dd, J = 8.8, 2.2 Hz, 1H), 4.86 - 4.72 (m, 2H), 3.70 (s,
3H), 2.22 (s, 3H), 2.21 (s, 3H) o

LRMS (ESI*) m/z : 427.0 (M+H)* o
EF1-38 NCTU-SUN-11030 : 4-(BE=T &)X HEE2-(((4-H & E-

3,5-Z BAELIE e -2- 5 ) B B TH R R B ) - LH -2 3 [d ] 9K - 5- B B)
kY

O
N
W
N O
H

bR OMERB4-(F =T B R HEERAE LI - HA X EY) R 25 5 B
HEBIE A Al 2 L, BEIEELEY) -
'H NMR (400 MHz » HfE-d,) § 8.14 (d, J = 8.5 Hz, 2H), 8.11 (s,

0O

1H), 7.69 (d, J = 8.8 Hz, 1H), 7.62 (d, J = 8.5 Hz, 2H) 7.51 (d, J = 2.2
Hz, 1H), 7.21 (dd, J = 8.8, 2.2 Hz, 1H), 4.78 (d, J = 9.4 Hz, 2H), 3.69
(s, 3H), 2.24 (s, 3H), 2.18 (s, 3H), 1.39 (s, 9H) ©

LRMS (ESI*) m/z : 492.1 (M+H)" -
EHI1-39 NCTU-SUN-11031: (3-&-4-FFH#2-(4-HEHE-3,5-
THELIEE -2- B ) B B ) T R R AL ) - LH - [d oK -5 - B )

5 70 HEEHIEREIE)

C207926PA . docx
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N
F 0
O N "
H

bR LR B H4-R-3-\ A HEREAE DN » A EY) & B F 4 By
BAE G R AT 2 B BEEE(EEY) -

'H NMR (400 MHz > NHi-ds) & 8.34 (dd, J = 7.2, 2.2 Hz, 1H), 8.24
(ddd, J = 8.7, 4.7, 2.2 Hz, 1H), 8.18 (t, J = 0.8 Hz, 1H), 7.76 (dd, J =
8.8, 0.6 Hz, 1H), 7.65 (dd, J = 2.3, 0.6 Hz, 1H), 7.58 (t, J = 8.8 Hz, 1H),
7.28 (dd, J = 8.8, 2.2 Hz, 1H), 4.74 (s, 2H), 3.76 (s, 2H), 2.26 (s, 3H),
2.24 (s, 3H) -

LRMS (ESI*) m/z : 488.0 (M+H)"

B H1-40 NCTU-SUN-25015 : (& REE2-(((4- & 5 -3,5- = FF £t

e -2-5k) A 5L ) B i AL ) - 1L H - 25 - [d 15K ML - 5- B i)
N

O
B0 r}?
T Lo v
H o

O

b £ B & T R E AR DAAN - Hofth S W) R SR 20 BRI B ] 1
ATl it~ B AR 0L - JENEELEY) -

'"H NMR (400 MHz > Nfi-de) & 8.17 (s, 1H), 7.69 (d, J = 8.7 Hz,
1H), 7.42 (d, J = 2.0 Hz, 1H), 7.07 (dd, J = 8.7, 2.1 Hz, 1H), 5.62 (s,
1H), 4.71 (s, 2H), 3.75 (s, 3H), 2.24 (d, J = 2.6 Hz, 6H), 1.37 (s, 9H) o

LRMS (EST") m/z : 416.1 (M+H)" o
BH1-41 NCTU-SUN-25016 : (KEE2-(((4-FF & 5L-3,5- — EHELMuE-

5 71 HEETERBE)
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2-5) A E) iR 5 ) - 1 H -5 [d 19K - 5-Ee i)

A
o}
O M /—?jf
N\"/\CE%S\ N
0 N Py

b W i B S DASh - oA 2 Y K SR 2 R e B ] 1 P
[t 2 W ERDL - JBENEELEY) -

'"H NMR (400 MHz > NFf#-de) & 8.16 (s, 1H), 7.65 (d, J = 8.7 Hz,
1H), 7.41 (d, J = 2.1 Hz, 1H), 7.07 (dd, J = 8.9, 2.1 Hz, 1H), 5.62 (s,
1H), 4.96 - 4.55 (m, 2H), 3.69 (s, 3H), 2.62 (t, J = 7.5 Hz, 2H), 2.21 (d,
J = 3.3 Hz, 6H), 1.83 - 1.64 (m, 2H), 1.46 (q, J = 7.4 Hz, 2H), 0.97 (t, J
= 7.4 Hz, 3H) o

LRMS (ESI*) m/z : 416.1 (M+H)"
B H1-42 NCTU-SUN-25017 : (4-B EFEEHEE2-((4-FHE HE-3,5-=

FH B IE -2 - 5L ) A L) i iR B L ) - LH -Z5 3 [ d ] KM - 5 - B i)
N

"Dy

bk LB E h4- 08 B R HER &R DU - B EY) K B {5 2 Bl 15y Bl
ORI 2 R EHL - FEEELEEY) -

'H NMR (400 MHz * Pfil-d¢) & 8.48 (d, J = 2.3 Hz, 4H), 8.18 (s,
1H), 7.78 (d, J = 8.8 Hz, 1H), 7.70 (d, J = 2.2 Hz, 1H), 7.33 (dd, J = 8.8,
2.3 Hz, 1H), 4.74 (s, 2H), 3.76 (s, 3H), 2.25 (d, J = 7.2 Hz, 6H)

LRMS (ESI*) m/z : 481.2 (M+H)*
B H1-43 NCTU-SUN-25027 : (B8 T kB 2-(((4- F & 5 -3,5- — H

55 72 HEEYIEREIE)
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FEIEE 0 - 2- B ) FR B ) EO AR A ) - L H -5 5F [d 19K - 5- B )
b

O
o N /_}j,
e esraY
Q H e

b CBRA MR T bE B SR DU > HAM R FEY) R B0 BRI A
i R A 2 F R - FEEE(LEY) -

'"H NMR (400 MHz > Nff#-d¢) & 8.17 (s, 1H), 7.69 (d, J = 8.8 Hz,
1H), 7.44 (d, J = 2.2 Hz, 1H), 7.09 (dd, J = 8.8, 2.2 Hz, 1H), 4.71 (s,
2H), 3.75 (s, 3H), 3.48 (t, J = 8.6 Hz, 1H), 2.39 (dt, J = 29.5, 9.1 Hz,
4H), 2.24 (d, J = 2.9 Hz, 5H), 2.05 (m, J = 2.4 Hz, 2H) -

LRMS (ESI*) m/z : 414.2 (M+H)"
EH1-44 NCTU-SUN-25028 : (HEB}-2-FHEE2-(((4-FH & E-3,5-—H
FRMHE e - 2- 5 ) B AL ) BN AR Il A ) - 1H BRI [d1BRME-5-FL )

0
N
T
O ﬁ be!

bk < B S rhimEwy -2- H g &AL DS » HAM R FEY) R B D BRIg BLE
B pr g s R E AL - BRI EEY) -

'"H NMR (400 MHz > NFi-ds) & 8.18 (s, 1H), 8.04 (dd, J = 3.8, 1.4
Hz, 1H), 7.99 (dd, J = 5.0, 1.4 Hz, 1H), 7.74 (d, J = 8.8 Hz, 1H), 7.62
(d, J = 2.1 Hz, 1H), 7.32 (dd, J = 5.1, 3.7 Hz, 1H), 7.25 (dd, J = 8.8, 2.2
Hz, 1H), 4.75 (d, J = 2.1 Hz, 2H), 3.74 (d, J = 1.7 Hz, 3H), 2.24 (d, J =

5.4 Hz, 6H) -
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LRMS (EST") m/z : 442.2 (M+H)" -
BEH1-45 NCTU-SUN-25029 : 2-BHE T EE2-(4-P K HE-3,5-—H

BLIEE 0 - 2- B ) B B ) BE AR S ) - L H - 5F [d 19K - 5- B i)
hY

O
\/H/\@%s\ N—7
O H ‘0

b BE R M 2- HE T AN I - HAL R EY) B B lE
B 1 it R /EEE LG -

'"H NMR (400 MHz > NFf#-des) & 8.17 (s, 1H), 7.68 (d, J = 8.7 Hz,
1H), 7.49 - 7.32 (m, 1H), 7.07 (ddd, J = 8.7, 2.3, 1.0 Hz, 1H), 4.76 -
4.52 (m, 2H), 3.74 (d, J = 1.0 Hz, 3H), 2.69 (q, J = 7.1 Hz, 1H), 2.24 (s,
6H), 1.92 - 1.75 (m, 1H), 1.65 (dddd, J = 13.7, 7.4, 6.3, 1.1 Hz, 1H),
1.29 (dd, J = 7.0, 1.0 Hz, 3H), 1.04 (td, J = 7.4, 1.0 Hz, 3H) -

LRMS (EST*) m/z : 416.1 (M+H)" «

BH1-46 NCTU-SUN-25030 : (3,3- —HETE2-(4-FHE-3,5-—
B BRI e - 2 - ) B 6L ) EE AR Bl % ) - 1 H -8 3F [d ] KMk - 5 - BL i)

N
O
RN YaY
s! P

bR OBREH3.3- _HE TER R LN » HAh S FEY) R Bl tF 0 BR g Bl
EOIF A RN SRR EY -
'"H NMR (400 MHz > NFi-de) & 8.17 (s, 1H), 7.69 (dd, J = 8.7, 0.6

Hz, 1H), 7.43 (dd, J = 2.2, 0.6 Hz, 1H), 7.08 (dd, J = 8.7, 2.2 Hz, 1H),
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4.72 (d, J = 1.6 Hz, 2H), 3.74 (s, 3H), 2.50 (s, 2H), 2.24 (d, J = 1.3 Hz,
6H), 1.15 (s, 9H) o

LRMS (ESI*) m/z : 430.1 (M+H)" -
BHH1-47 NCTU-SUN-25031 : Q-HEEZH2-(4-FEKE-3,5-=

PR LI e -2 -5 ) R B ) SR iR A AL ) - 1L H -5 3 [ ] R R -5 - BL i)
Y

8]
T
o N ‘vb
H

b 2B B 2- H S & SRR A LU » HAth S HEY) K B T B s Bl
EHI R I EHE  BEIERE LG -

'"H NMR (400 MHz > NEf#-de) & 8.17 (s, 1H), 7.70 (d, J = 8.7 Hz,
1H), 7.50 (s, 1H), 7.14 (d, J = 8.8 Hz, 1H), 4.72 (s, 2H), 4.36 (s, 2H),
3.75 (s, 3H), 3.49 (d, J = 1.2 Hz, 2H), 2.24 (d, J = 2.5 Hz, 6H) -

LRMS (ESI*) m/z : 404.0 (M+H)"

BEH1-48 NCTU-SUN-25032 (FEE (2-(((4-FH & 5L-3,5- — EHEL I ng -
2-F) L) ER iR R AL ) - L H -3 [d15KME - 5- 5. ) B 2 2L F)

Y
O
oo o
\H/\C[:\)—s\ N—7
8] H "'0

br LR R S R L E B UR DAAN > HAh S EY) R B0 BR g L
PR AR A 2 1 F R B EEBEEEY) -
'"H NMR (400 MHz > NFf#-des) & 8.17 (s, 1H), 7.69 (d, J = 8.8 Hz,

1H), 7.53 (d, J =2.2 Hz, 1H), 7.18 (dd, J = 8.8, 2.2 Hz, 1H), 4.74 (d, J =
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2.6 Hz, 2H), 4.30 (q, J = 7.1 Hz, 2H), 3.73 (s, 3H), 2.23 (s, 7TH), 1.35 (t,
J =7.1 Hz, 4H) o

LRMS (ESI*) m/z : 404.0 (M+H)*
HHI2-1 26065 : 1-(BRIFE-2-F B EL)-2-(((4- F & E:-3,5- ~ FEMLE-2-5)

B AL ) - TH-ZE 3 [ d 9K - 5 - B g B L
Y

O
ecT2ss
" M
GJU%NH h.’f
N

F4-5,-3-H EEEFEL (5.0 g, 27.0 mmol) A /KMeOH (30 mL)
ZBBIAIIH2SO0q (5 mL, 0.3 M) » i R SECR S Y TN 28 2 B 7 8 12
o REBEITLRE T Lb 0 BH B R ER G YA EtOAc (150 mL)H
FIF&EFINaHCO; (20 mL x 2) ~ 7/K(10 mL x 2) R EI/K(10 mL) JEHF « {f
EtOAc/g & MK MgSOLFZ IR 22 3% » B 1G E H B [EfS 2 4- 3 -3- B AR H
% H B 52 (95%)

KA K CHLCL, (50 mLy$ 2 L4912 (2.0 g, 10.2 mmol) K& 2-f# A
H AR (38 E)E 2R THME2 h - RIETERE - BB B2 Bl 5 i =
BT A (L E Y DUS BB B R H L ER3 (90%) -

F{EEY)3 (2.0 g, 4.8 mmol) AfE7/KMeOH (100 mL) /2 7R AR i §¥F
EE(ISEE > 71.4 mmol) i HEE#%(7.5E & - 35.7 mmol) - i P75 & fE
RAEYALER T HE30 min o {1 ESERE > FEBIEY S LR BIEZnEE

755 TR RN R EE W)V i CHLCLy (100 mL) o o %6070 B 2 HH I 922 708 g HH Il
e R 2 A DUR BB G4 (92%) -
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[EFIDCMIEEE(LEY4 (1.0 g, 4.0 mmol) » ZARIAIN1.2E ECNBrLl
=R N KE - 8/NEF 2 1% ] A DCM KK ZEBUR &Y « A7 B2 B Il 78
SR e aCHEY LIEES (60%) -

7] 2 - P - 1- (PR IR - 2- Bk B AL )- TH- SR [d] K ME-5- FH S HH AR s S (0.05
g, 0.18 mmol) ¥ Z A5 (10 mL)Hd 7 5K ANHIIK,CO3 (0.0497 g, 0.36 mmol)
FKI (0.0089 g, 0.054 mmol) » Z{&RIN2-(FHE)-4-H & E-3,5- _HE
MEEE6 (0.041 g, 0.22 mmol) » AR EREYIEIR6/NET - 6 h 218 » KEIE
I 7EE: - WK ERE S A FAINaHCO; /KA K (10 mL)#5 %8 H FEtOAc
(3* 10 mL)Z£HY -

& BF 2 A PAH B AT B K (30 mL) Zeifk o 8 rf 85 B2 B A T i 56
8% H &/ EtOAcH{LHEY) - 1£170.053 g2 0 B[R 2 dEYNCTU-
SUN-26065 (71%) ©

'"H NMR (400 MHz > &{}5-d) & 8.34 (s, 1H), 7.83 (dd, J = 8.3, 1.4
Hz, 1H), 7.73 (d, J = 1.2 Hz, 1H), 7.34 (dd, J = 1.8, 0.7 Hz, 1H), 7.13
(d, J = 8.3 Hz, 1H), 6.37 (d, J = 3.3 Hz, 1H), 6.32 (dd, J = 3.2, 1.9 Hz,
1H), 5.42 (s, 2H), 5.10 (s, 2H), 3.89 (s, 3H), 3.87 (s, 3H), 2.33 (s, 3H),
2.30 (s, 3H) ; '°C NMR (101 MHz > &f}j-d) 6 166.75 , 153.88 , 142.73 ,
133.38 , 128.36 , 124.86 , 124.00 , 110.60 , 109.61 , 109.04 , 108.26 ,
77.22 , 61.46 , 52.24 , 38.50 , 31.90 , 29.67 , 29.33 , 22.66 , 14.64 ,
14.09 , 11.39 ; LRMS (ESI+) : m/z 422.3 (M+H)" -

BH2-2 21098 : 2-(((4-FF & HE-3,5- HHEMLIE-2-5) BB ) e &) -1-
A - 1TH-FEF [d]KME -5 - B g F L fis
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A
o
Xy
. M 5
N

B b N - - AR LAS - HoM S HEW) R B i 0 BRI B (511 2- 1 v P el
gt WERM . FEIER(LEY) -

'"H NMR (400 MHz > HfgE-d,) § 7.96 (s, 1H), 7.91 (d, J = 8.4 Hz,
1H), 7.68 (s, 1H), 7.42 (d, J = 8.4 Hz, 1H), 5.41 (s, 2H), 4.09 (t, J = 7.4
Hz, 2H), 3.81 (d, J = 13.8 Hz, 6H), 2.34 (s, 3H), 2.20 (s, 3H), 1.85 (d, J
= 7.9 Hz, 2H), 1.02 (t, J = 7.4 Hz, 3H) ; °C NMR (101 MHz > EHfE-d,)
5 164.54 ,148.32 , 134.44 ,126.25 , 124.69 , 124.43 , 109.95 , 108.43 ,
59.29,51.27 ,45.10, 43.91, 29.31,20.86, 11.90, 9.78 , 9.16 ; LRMS
(ESI+) : m/z 383.3 (M+H)" o
BH2-3 21103 : 2-(((4-F & E:-3,5- Z B EMLE -2- 5 ) FH B ) B B )-1-(3-

HH S Z A ) - 1H-F5F [d BRI - 5 - FH i B B s
\

O
e ve
~ N
OJ\C[ \>—NH \N;"{
N

Y
PRME I 3- B | EN-1-B A DAL - HAh [ EY) R 8L 7520 BE s B ]
2-1 AL 2 L JEERB(EEY -
'"H NMR (400 MHz » Hfg-ds) & 8.10 (s, 1H), 7.90 (t, J = 1.8 Hz,

1H), 7.67 (dt, J = 8.4, 1.9 Hz, 1H), 7.11 (dd, J = 8.4, 2.1 Hz, 1H), 4.58
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(d, J = 2.1 Hz, 2H), 4.09 - 4.01 (m, 2H), 3.82 (d, J = 2.1 Hz, 3H), 3.73
(d, J = 2.1 Hz, 3H), 3.19 (d, J = 2.1 Hz, 3H), 2.19 (dd, J = 10.1, 2.1 Hz,
6H), 1.96 (p, J = 6.2 Hz, 2H) ; '°C NMR (101 MHz > H[E-d,) § 167.93 ,
164.20 , 155.50 , 153.88 , 147.84 , 141.23 , 138.15 , 125.49 , 124.19 ,
122.68 , 121.59 , 116.14 , 106.85 , 68.04 , 59.16 , 57.48 , 50.95 , 45.26 ,
38.49 ,28.17,11.97 ,9.08 ; LRMS (ESI+) : m/z 413.3 (M+H)" -
BHHI2-4 26070 : 1-(BRIEE-2- BB E)-2-((4-FH & E-3,5- A MELE-2-
%)@%)B&%) 1H-Z3f [d 5K - 5- B g

R
J\CE%W}

.0

F14-%-3- B AR HEZL (5.0 g, 27.0 mmoD) 2 fii7KMeOH (30 mL)

LB RATIHSO, (5 mL, 0.3 M) - 3l [z fEOR &9 1B % [l 7 45 12

° REBEIE R T AR - R B SEE &Y A EtOAc (150 mL)H
MAEANaHCO; (20 mL x 2) ~ 7K(10 mL x 2) K EI7/K(10 mL)JEHk - f#
EtOAcfg & MK MgSO, 2RI 253 » BIRE H ORERE Z4-5-3- i B 2R
iz FHE 52 (95%)

B 7K CHLCLL (50 mL)YH Z(E&972 (2.0 g, 10.2 mmol) FzBEIR-2-
EHEGEEVEE R NMEFE2 h - RIESNKE - ROERERIERSHRE
R bHEY USRI AR HEEES3 (90%)

B &3 (2.0 g, 4.8 mmol) 2 fii/KMeOH (100 mL) 1 2 757 Al #¥
EE(ISEE > 71.4 mmol) R HEz#% (7.5 & » 35.7 mmol) - i KT 15 S JiEe
BREVHE R T30 min o fE SRR - FBIIAY R L IRBIEZnE -
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7RG E V) A AR CHLCly (100 mL) 1 6 200 2 FH R 57 768 g L I
AR & LR b &4 (92%) -

fEADCMIFERE(ESYI4 (1.0 g, 4.0 mmol) > 2R {&IANIN.2E ECNBr2A
FEEDR T EHE o 8/ Z AR A M FIDCM ROKZEHUE &Y o ik 78Rl 4 BRI RS
MR E T EHEY LIEE]S (60%) -

[ 2- i - 1- (BRI - 2- 5k B L )- TH-ZR 5 [d BRI -5- i B B RS (0.05
g, 0.18 mmo)JA ZRE(10 mL)F 75K A IIKL,CO; (0.0497 g, 0.36 mmol)
KKI (0.0089 g, 0.054 mmol) » Z1&IRNN2-(FHE)-4-FH & 5-3,5- HE
HEBE6 (0.041 g, 0.22 mmol) > Wi{E R IERSVIEIR6/NE - 6 hZ1& - H#IF
T 7R3 > 0 R &Y F 8F0 NaHCO;7K A R (10 mL)#5%% H FHEtOAc
(3* 10 mL)ZEHY © & 6F 2 A 1 AH H sE A0 B8 7K (30 mL) ik - MV BE
TR E 8% HEE/ EtOAc{LHEY) > JEE 1-(BRIF-2- B H A)-2-(((4-
SR Ak -3,5- R AR I e - 2- B ) B ER ) B ) - T H- 25 5 [d DR P -5 - B i FH B s
7.

HLAEIEAR AR PR T 150 1- (BRI -2- B R ) -2- (((4- B R k-3, 5 - T AR L g -
2-F) A B L) - TH-ZR 9 [d 1 BRPE-5- B B% BH B 57 (0.053g, 0.126 mmol) Y
EtOH/H,0 (1/1, 3mL)¥ 72 75K A INaOH (0.0251 g, 0.63 mmol) - 1 h 2
& > IR - R ER &) s A HCIKIE R (10 mL) i ¥ H
EtOAc (3* 10 mL)ZEHY « & 0f < A A H s A1 B8 /K (10 mL)Je 0k - F&
WBE AT EH20% HEE/ EtOAcHi{EHEY) > 18150.030 g2 H EEER
ZEREYI(65%)

LRMS (ESI+) : m/z 407.2 (M+H)" -
BEHI2-5 26066 : 2-(((4-F & 5 -3,5- — AR MEIE -2- 5L ) B ) B ) -1- 1%,
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E-(le-“ﬁ'f#[d]%@-S-Eﬁ@EF'EEE

AN
. N 0
X gt
N
}\] 4

53 Bz i G- 1- e A DA - A 2 e W) e BB A 2 B 3 B 5] 2- 1 o oy ]
A ERN > BEEELEY -

'"H NMR (400 MHz > &{}-d) & 8.08 (s, 1H), 8.01 (dd, J = 8.4, 1.2
Hz, 1H), 7.72 (s, 1H), 7.29 (d, J = 8.5 Hz, 1H), 5.92 (s, 2H), 4.49 (t, J =
7.2 Hz, 2H), 3.89 (s, 6H), 2.47 (s, 3H), 2.26 (s, 3H), 1.96 - 1.83 (m, 2H),
1.54 - 1.41 (m, 2H), 1.44 - 1.29 (m, 2H), 0.88 (t, J = 7.2 Hz, 3H) ;
LRMS (ESI+) : m/z 411.2 (M+H)" o
HH2-6 21102 : 2-((4-FH &K E-3,5- P EMLIE-2- &) FE) BE)-1-N
- 1H-ZE I [d]BKe-5- g

N
O
L
N
Ho)‘\@[ v ‘F\I 4
N

B b b N - - AR LAS - HoHL S W) R B i 0 BRI B (511 2-4 v Fr el
gt WERM . FEIER(LEY) -

'"H NMR (400 MHz > Hfg-d,) & 8.04 (d, J = 8.3 Hz, 1H), 7.95 (s,
1H), 7.89 (s, 1H), 7.64 (d, J = 8.1 Hz, 1H), 5.57 (s, 2H), 4.25 (t, J = 7.3
Hz, 2H), 3.83 (s, 3H), 2.41 (s, 3H), 2.21 (s, 3H), 1.92 (d, J = 7.3 Hz,
2H), 1.07 (t, J = 7.3 Hz, 3H) ; '°C NMR (101 MHz > HfgE-d,) § 150.03 ,
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148.40 , 130.63 , 126.40 , 125.74 , 111.55 , 109.87 , 59.38 , 45.34 ,
44.56,20.95,11.93,9.68,9.17 ; LRMS (ESI+) : m/z 369.2 (M+H)" -
BHHI2-7 26071 : 2-(((4-FF & EE-3,5- TR EMENE-2-5) B & )-1-(4-
FEETE)-1H-FF [d]BRME- 5- B R B B s

SUNPECE
e M -
Ok@j%NH \l‘\l’/

N

O
|

i Bz P (4 - BE SR 5 SR ) B R (RS DAL o oAt S B ) R B g 00 B B L
fl2- 1 pr Rt > (SR, B EREEEY) -

'"H NMR (400 MHz > Hfg-d,) & 8.02 (s, 1H), 7.83 (dd, J =8.4, 1.5
Hz, 1H), 7.68 (d, J = 1.6 Hz, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.23 (d, J =
8.4 Hz, 1H), 6.92 (d, J = 8.7 Hz, 2H), 5.43 (s, 2H), 5.29 (s, 2H), 3.83 (s,
3H), 3.81 (s, 3H), 3.77 (s, 3H), 2.36 (s, 3H), 2.24 (s, 3H) ; LRMS
(ESI+) : m/z 461.2 (M+H)* o
BFH2-8 21105 : 2-(BE((4-FHEE-3,5- —HEME-2-BE)FE)BE)-1-
(2-(GRT-1-¥%-1-F) ZE)-1H-FEH[d]BRE-5- g

PRI H2-GRC-1-16-1-5) 2R (& LS > ELAL R HEY) e B ih 20 B9
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BLE )2-4 prfE i 2 e E M - BEREEEY) -

'"H NMR (400 MHz > H[gE-ds) & 8.17 (s, 2H), 8.07 (s, 1H), 7.82 (d,
J = 8.2 Hz, 1H), 7.26 (d, J = 8.3 Hz, 1H), 5.13 (s, 1H), 4.77 (s, 4H),
4.11 (t, J = 7.8 Hz, 2H), 3.80 - 3.69 (m, 6H), 2.29 (t, J = 8.4 Hz, 2H),
2.18 (d, J = 21.8 Hz, 12H), 1.76 (s, 4H), 1.49 - 1.36 (m, 4H) ; °C NMR
(101 MHz > B EgE-d,) & 156.95 , 14593 , 139.17 , 131.88 , 130.28 ,
125.53 , 118.06 , 117.75 , 117.05 , 115.18 , 114.79 , 110.01 , 100.70 ,
51.25 , 46.58 , 35.22 , 28.52 , 19.80 , 16.65 , 14.33 , 13.64 , 3.99 ,
1.48 ; LRMS (ESI+) : m/z 584.3 (M+H)+ -
HH2-9 21104 : 2-(BE(4-FHEE-3,5- —HEMLE-2-B)FE) BEE)-1-
(3-Eﬁﬁg?ﬁg)-;H-%ﬁ[d]%ﬂ%-S-Eﬁ@

0 N

HO/U\E;FN*}_N N
N \_ﬁ\:j}i
SRS
o
3

B e 11 3- FH R AR N - 1-Be (RO DAL » EoAth S E W) R B 20 B s B )
2-Arpf AL 2 H HHALL - BEREE(LEY) -

'"H NMR (400 MHz, DMSO-d;) & 8.06 (s, 2H), 7.88 (d, J = 1.6 Hz,
1H), 7.68 (dd, J = 8.4, 1.6 Hz, 1H), 7.32 (d, J = 8.4 Hz, 1H), 4.65 (s,
4H), 4.17 (t, J = 7.6 Hz, 2H), 3.62 (s, 6H), 3.20 (t, J = 5.9 Hz, 2H), 3.09
(s, 3H), 2.10 (s, 6H), 2.05 (s, 6H), 1.94 - 1.88 (m, 2H) ; °C NMR (101
MHz, DMSO-d) & 168.52 , 163.68 , 158.90 , 155.26 , 148.49 , 141.33 ,

125.19 , 125.04 , 124.05 , 122.18 , 118.11 , 109.15 , 69.30 , 60.07 ,
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58.30 , 54.87 , 41.74 , 29.10 , 13.24 , 10.68 : LRMS (ESI+) : m/z 548.3
(M+H)"

HHI2-10 26076 : 2-(((4-FFKE-3,5- " FEMEE-2-5) B E) I &) -1-
&EC;IH-“Z“E#M][%K”%-S-EF'@

3\
N Q
HOJ\CE %“L}?
N
N

B3 Bz 1 G- 1- e A DA » A 2 e W) e BB A 2 B 3 B 151 2 - 4 o oy 3]
A ERN > BEEELEY -

'"H NMR (400 MHz, DMSO-ds) & 7.88 (s, 1H), 7.81 (dd, J = 8.2,
1.3 Hz, 1H), 7.70 (d, J = 1.6 Hz, 1H), 7.39 (d, J = 8.4 Hz, 2H), 5.59 (s,
2H), 4.23 (t, J = 6.9 Hz, 2H), 3.72 (s, 3H), 2.30 (s, 3H), 2.11 (s, 3H),
1.83 (s, 2H), 1.30 (dq, J = 6.7, 3.3 Hz, 4H), 0.90 - 0.73 (m, 3H) ; LRMS
(ESI+) : m/z 397.2 (M+H)* o
HH2-11 26077 @ 2-(((4-FA&E-3,5- A EMLLIE-2-5) FE) EE)-1-
(4-EF'%E*FE)-IH-izF[d][&K”&-S-EF'%

i 33
o T
o

G
A

P Bz 1 (4- FH S ) B R (U DASE > oAt S i) R B 28 Bt B
P2-4dFrE a2 ML - FEIEEEEY) -
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LRMS (ESI+) : m/z 447.2 (M+H)" ¢
HH2-12 21115 : 2-(((4-FAKE-3,5- " FE M -2-5) BB I &) -1-
(3-FHEENE)-1H-ZEIF [d]BRMEE-5- R
\

[
O e —
MH M
*@E;%

O
}

B bz 13- B & AN - 1-F U LS - HoAth S e Je B 0 BR 5 B g 1]
2-4rpFrE A W HERL - FEIER(LEDY)

'"H NMR (400 MHz > B [ig-d,) § 8.20 (s, 1H), 7.98 - 7.92 (m, 2H),
7.50 (d, J = 8.7 Hz, 1H), 4.86 (s, 2H), 4.34 (t, J = 6.7 Hz, 2H), 3.87 (s,
3H), 3.44 (t, J = 5.6 Hz, 2H), 3.27 (s, 3H), 2.35 (s, 3H), 2.28 (s, 3H),
2.17 - 2.10 (m, 2H) ; °C NMR (101 MHz > H[gE-d,) § 169.05 , 152.95 ,
147.73 , 136.45 , 132.73 , 127.94 , 127.04 , 126.46 , 125.88 , 114.80 ,
110.19 , 69.41 , 60.81 , 58.69 , 46.10 , 41.07 , 28.74 , 13.36 , 10.48 ;
LRMS (ESI+) : m/z 399.2 (M+H)" o
HH2-13 21116 : 1-2-(RC-1-$&-1-F) Z&)-2-(4-HEHE-3,5- =
Eﬁ%“&bﬂi-z-g)EF'%)@%E)-IH-%#M]W%-S-EF'MEF'EEE

o
oy
- N
D/‘HCE‘»_NH hz"
N

5

PRI H2-GRC-1-16-1-5) 2R (& LS > ELAL R HEY) e B ih 20 B9

% 85 HEWHRTE)
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B H2- 1R Frf il < 0 ZF 0 - BEEE(LEY) -

'"H NMR (400 MHz > NFf#-ds) & 8.20 (s, 1H), 7.94 (d, J = 1.4 Hz,
1H), 7.70 (dt, J = 8.2, 1.4 Hz, 1H), 7.22 (dd, J = 8.3, 1.2 Hz, 1H), 6.71
(s, 1H), 5.33 (dt, J = 4.8, 2.3 Hz, 1H), 4.68 (d, J = 3.7 Hz, 2H), 4.17 (td,
J =17.2,1.2 Hz, 2H), 3.84 (d, J = 1.2 Hz, 3H), 3.79 (d, J = 1.2 Hz, 3H),
2.41 (t, J = 7.2 Hz, 2H), 2.28 (s, 3H), 2.23 (s, 3H), 2.04 (h, J = 1.8 Hz,
2H), 2.02 - 1.97 (m, 2H), 1.82 - 1.76 (m, 2H), 1.51 (t, J = 5.9 Hz, 2H),
1.42 - 1.37 (m, 2H) ; '°C NMR (101 MHz > Nf#-ds) § 167.29 , 163.89 ,
155.45 , 154.37 , 148.06 , 142.70 , 138.71 , 133.89 , 125.06 , 124.16 ,
123.65 , 122.50 , 120.86 , 116.95 , 107.03 , 59.48 , 50.95 , 45.16 ,
41.27 , 36.41 , 29.18 , 8.99 , 28.79 , 28.11 , 24.91 , 22.61 , 21.81 ,
12.36,9.35 ¢
HH2-14 21117 : 1-Q2-GRC-1-%&-1-F) 2 &) -2-(4-FHEHE-3,5-=
EF'%“H:H%-Z-%)EF'%)\F&%)-IH-%#MWK"%-S-EF'@

0
b
HO*C[N\HH N
N

PRz 2-GR - 1-06-1-5) SR OB DAL - HoAMh S HEY) R 3L iR 20 BR 19
ELE FI2-4 R Fri it 2 5 A - [RENREELEEY) -

'H NMR (400 MHz, DMSO-dg) & 8.15 (s, 1H), 7.70 (s, 1H), 7.56
(d, J = 8.2 Hz, 1H), 7.15 (d, J = 8.3 Hz, 1H), 7.08 (t, J = 5.3 Hz, 1H),

5.23 (s, 1H), 4.61 (d, J = 4.2 Hz, 2H), 4.12 (t, J = 7.1 Hz, 2H), 3.69 (s,
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3H), 2.28 - 2.13 (m, 8H), 1.90 (s, 2H), 1.72 (s, 2H), 1.38 (dq, J = 31.9,
5.4 Hz, 4H) ; °’C NMR (101 MHz, DMSO-ds) & 168.24 , 155.18 ,
155.12 , 147.74 , 141.57 , 137.88 , 133.55 , 124.39 , 123.56 , 123.09 ,
123.01 , 120.32, 115.84 , 106.77 , 59.43 , 45.42 , 40.30 , 35.64 , 27.52 ,
24.33,21.97,21.29,12.55,9.85 ¢

BEH2-15 21118 : 2-(((4-FFEE-3,5- FHEMLIE-2-BE) R E) RE)-1-
%Z%-lﬂ-‘fﬁ#[d]%ﬂ%-s-ﬁ@ﬁ%ﬁ

L 2o
AR Sut Y
Nb

B b th 2- TR 5 S RO DASh - HoAth S e B B4R 20 BR 39 Bl g 3 2- 1
Pl > 1 H 50, JFEER(LEY) -

'"H NMR (400 MHz > Hfg-d,) & 8.16 (s, 1H), 7.89 (s, 1H), 7.63 (d,
J = 8.2 Hz, 1H), 7.10 (dt, J = 16.2, 7.1 Hz, 5H), 6.99 (d, J = 8.2 Hz,
1H), 4.57 (s, 3H), 4.30 (t, J = 7.0 Hz, 2H), 3.82 (d, J = 25.8 Hz, 6H),
3.05 (t, J = 7.0 Hz, 2H), 2.29 - 2.20 (m, 6H) ; °C NMR (101 MHz > H
F-d,) & 169.48 , 165.74 , 156.92 , 155.57 , 149.24 , 142.52 , 139.50 ,
139.30 , 130.05 , 129.59 , 127.73 , 127.01 , 125.84 , 123.98 , 122.90 ,
117.45 , 108.52 , 60.62 , 52.38 , 49.85 , 46.69 , 44.97 , 40.00 , 39.79 ,
39.58 , 39.37 , 39.16 , 35.62 , 13.36 , 10.56 ; LRMS (ESI+) : m/z 445.4
(M+H)" -
EHl2-16 21119 : 2-(((4-F &K E-3,5- Z FEMLIE-2-5) FE) EE)-1-
R ZE-TH-FFH[d]BRIE-5-FHEE

5 87 HEEHIEREIE)
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B Pt 2- T 5 SR RO DASh - HoAth S e ) Je B4 20 BR 39 B 5 3] 2-4
Pl > 1 H 50, JFEER(LEY) -

'"H NMR (400 MHz > HfE-d,) & 8.19 (s, 1H), 7.89 (d, J = 1.5 Hz,
1H), 7.79 (dd, J = 8.5, 1.7 Hz, 1H), 7.19 - 7.07 (m, 6H), 4.73 (s, 2H),
4.48 (t, J = 6.8 Hz, 2H), 3.87 (s, 3H), 3.16 (t, J = 6.8 Hz, 2H), 2.29 (d, J
= 14.6 Hz, 6H) ;: '°C NMR (101 MHz > H[fE-d,) § 169.15 , 167.25 ,
153.40 , 153.06 , 148.02 , 138.56 , 136.34 , 130.16 , 129.70 , 128.21 ,
128.04 , 127.16 , 126.66 , 126.02 , 114.72 , 110.61 , 61.03 , 46.15 ,
45.80 ,34.84 ,13.58,10.68 ¢
HH2-17 21120 : 2-(BB((4-FFEE-3,5- ZHEMIE-2-F) FE)EE)-
I-WE-IH-%%\F[M[&K”&-S-EEM

O

0 N

HO/LCE”}—N -
N \_Q
I
FRAE N -1-FE 02 DAY - HoAh 52 ) ke B4 20 B #5 B 8 {01 2-4 FR BT
it 2 W ERL > BEE-ELEY -
'H NMR (400 MHz, DMSO-dg) & 8.09 (s, 2H), 7.88 (d, J = 1.6 Hz,
1H), 7.68 (dd, J = 8.3, 1.6 Hz, 1H), 7.39 (d, J = 8.4 Hz, 1H), 4.63 (s,
4H), 4.11 (t, J = 7.9 Hz, 2H), 3.62 (s, 6H), 2.08 (d, J = 17.4 Hz, 12H),
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1.66 (d, J = 7.7 Hz, 2H), 0.73 (t, J = 7.3 Hz, 3H) «
HHI2-18 21121 : 2-(BB((4-FHKE-3,5- " F M- 2-5) B E) B E)-
1-ZR ZE-1H-FFF [d BRI -5 - A g

N,

o

o N

N
HOJ\©: \>—N N—
N \_Qf

b R 2- A LR O DASN > HoAth S FE W) B B 20 BR Eg B g ] 2-4
Frisi ~ 1 50 BEE-ELLEY) -

'H NMR (400 MHz, DMSO-ds) & 8.07 (s, 2H), 7.89 (d, J = 1.5 Hz,
1H), 7.67 (dd, J = 8.4, 1.7 Hz, 1H), 7.40 (d, J = 8.4 Hz, 1H), 7.19 - 7.13
(m, 3H), 7.10 - 7.05 (m, 2H), 4.64 (s, 4H), 4.39 (t, J = 8.0 Hz, 2H), 3.59
(s, 6H), 2.97 (t, J = 8.1 Hz, 2H), 2.07 (d, J = 11.5 Hz, 12H) : °C NMR
(101 MHz, DMSO-dg) & 168.15 , 163.34 , 154.81 , 148.03 , 140.97 ,
138.79 , 138.04 , 128.79 , 128.39 , 126.52 , 124.88 , 124.76 , 123.79 ,
122.04 , 117.97 , 109.35 , 59.74 , 55.15 , 45.31 , 34.51 , 12.91 , 10.42
EH3-1 NCTU-SUN-26079 : 3-(BE§-2-EEHE)-2-((4-FEE-3,5- " H
%"H:"%-Z-E)EF'%)B’%E)-SA-:Q@%WJ-EF'M'?EEE

O

H |
™o Napr My
OO
05
o 4-(JR BH EH)-3- A RXHE1 (5.0 g, 27.0 mmol) ¥ 4K K

% 89 HEWHRIE)
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MeOH/CH,Cl, (3 mL: 30 mL) & 7 B /A IDCC (1.2 &) & DMAP
(0.005E &) » M FF SR EYE 2R N EFF16/NE < K EIZYDCUBIE
ol SR E R E A EEEY) - BRERE CER Z4-CRHE)-3-4
BRI HH i FH A

R /K CHoCLy (50 mL)H Z{E&%)2 (4.0 g, 14.5 mmol) K 2- i 5
HHEBRIE (38 B =m N IRHF48/ N o fERIESER TR - PR VBRI 7
wRE T A EY DU 2 AR H BREE3 (82%) -

F{EGP3 (3.65 g, 11.9 mmoD) jRiE/KMeOH (100 mL) i Z & 7RI I
SnCl,.2H,O 3.5E &) » WEMGERIER YOI 105788 © £ K5k
& - O R IR BIE R EY R R 23 o (ElHEYE] N NaOHELZ
B JBs <M B - FIH 28 LB (3 x 20 mL) ZE HUK & i i & fF J& &K
MgSO,Ez sk HALRBE T R4E Ll b a4 (87%) -

fEADCMIFERE S Y14 (1.0 g, 3.8 mmol) > ZA{&IANIN.2E ECNBr2A
FEZE R TR HE - 8/ Z & FT A DCM KK ZEHUR &9 © A B L BRIl 38
MR E T EHEY LIEE]S (60%) -

[ 2- i - 3- (WK IR - 2- B FH B )-3,4- o PR MOk - 7 - BH B FHEL S (0.3 g,
1.05mmol) ¥ Z & (20 mL) F 2 & AN HTK,CO;5 (0.29g, 2.1 mmol) & KI

fE2 (76%) -

(0.005 g, 0.03 mmol) > Z&RIFM2-(FHHE)-4- B & E-3,5- Z HELMELE6
(0.722 g, 3.89 mmol) > Wi SR EVIEIRM6/NEF o 24/ Z1& - i 75 Hl
I W KR &Y 8 AINaHCO; /K% (30 mL)#5FE H FHEtOAc (3%
30 mL)ZEHL -

i = OF 2 7 1% A FH B RD B8 7K (30 mL) Rk  #E Y B E AL AT (5 A
8% W IF/ EtOAcH{LHEY) > #5043 gEHOER L dEYNCTU-
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SUN-26079 (70%) -

'"H NMR (400 MHz > H[E-d,) 6 8.16 (s, 1H), 7.81 (dd, J = 7.9, 1.4
Hz, 1H), 7.56 (dd, J = 1.8, 0.8 Hz, 1H), 7.37 (d, J = 1.4 Hz, 1H), 7.32
(d, J = 7.9 Hz, 1H), 6.60 (d, J = 3.3 Hz, 1H), 6.47 (dd, J = 3.3, 1.9 Hz,
1H), 5.28 (s, 2H), 4.88 (s, 2H), 4.61 (s, 2H), 3.88 (s, 3H), 3.83 (s, 3H),
2.45 (s, 3H), 2.28 (s, 3H) : LRMS (ESI+) : m/z 435.3 (M+H)" -
BHI3-2 21106 : 3-2-GRC-1-58-1-BE) Z8)-2-(4-BFEE-3,5-“HE
ﬂtl:ﬂi-z-g)Eﬁ%)ﬂ%%)-ﬂ-:ﬁﬂ%%ﬂ*-”ﬁ@ﬁ%ﬁﬁ

O

BB r12-(BR - 1-0- -5 SR (O DASE - ELA S ) Fe B4 1 20 B39
B B3- 1 pr it 2 (i F AL - IR LS -

'"H NMR (400 MHz > H[E-d,) 6 8.17 (s, 1H), 7.83 (dd, J = 7.9, 1.5
Hz, 1H), 7.40 - 7.33 (m, 2H), 5.24 (s, 2H), 5.16 (s, 1H), 4.61 (s, 2H),
3.88 (s, 3H), 3.84 (s, 3H), 3.76 (s, 2H), 2.46 (s, 3H), 2.28 (s, 3H), 2.12
(d, J = 8.1 Hz, 2H), 1.99 (s, 2H), 1.63 - 1.55 (m, 4H), 1.43 - 1.36 (m,
2H) ; LRMS (ESI+) : m/z 314.2 (M+H)" o
BEH3-3 26072 : 2-(BE((4-FHEE-3,5- Z FEMIE-2-5) F &) B E)-3-(BR
IR - 2- % B K ) - 3,4 - — o, R Ik b - 7 - B g PP R TS

5 91 HEEHIERIE)
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O/
D
e
~0 Moy M3y

N

05

B H3- 1 F TR AU E - FERELLEY) -

'"H NMR (400 MHz > H[g-d,) & 8.21 - 8.19 (m, 1H), 8.07 (d, J =
0.8 Hz, 1H), 7.83 (dd, J = 7.9, 1.5 Hz, 1H), 7.57 (d, J = 1.5 Hz, 1H),
7.43 (dd, J = 1.9, 0.8 Hz, 1H), 7.29 (d, J = 7.9 Hz, 1H), 6.57 (dd, J =
3.4, 0.8 Hz, 1H), 6.41 (dd, J = 3.3, 1.9 Hz, 1H), 5.48 (d, J = 1.9 Hz,
2H), 4.93 (s, 2H), 4.81 (s, 2H), 4.62 (s, 2H), 3.86 (s, 3H), 3.85 (s, 3H),
3.77 (s, 3H), 2.44 (s, 3H), 2.26 (s, 3H), 2.22 (s, 3H), 2.20 (s, 3H) ;
LRMS (ESI+) : m/z 584.31 (M+H)" -
HHI3-4 26091 : 2-((4-F &K E-3,5- Z FEML0E-2-5) A B -3- [R & -
3,4-25@%%7@@?%@%

o

B Bz rh - 1-He AR LAS - HoH R W) R B i 0 BB IG BL 5 (51 3- 1 R Fr el
gt WERM . FEIER(LEY) -

'"H NMR (400 MHz > HfgE-d,) & 8.14 (s, 1H), 7.79 (d, J = 7.9 Hz,
1H), 7.39 (d, J = 7.9 Hz, 1H), 7.32 (s, 1H), 5.24 (s, 2H), 4.70 (s, 2H),
3.86 (s, 3H), 3.81 (s, 3H), 3.64 (t, J = 7.8 Hz, 2H), 2.44 (s, 3H), 2.25 (s,
3H), 1.76 (p, J = 7.9 Hz, 2H), 1.37 (dp, J = 11.3, 7.1, 6.2 Hz, 4H), 0.96 -
0.83 (m, 3H) ; °C NMR (101 MHz > HfZ-d,) & 16584 , 165.03 ,

5 92 HEEHIERBIE)
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155.04 , 152.00 , 148.85 , 137.27 , 130.52 , 128.00 , 126.46 , 125.87 ,

125.64 , 124.60 , 116.16 , 59.47 , 51.56 , 50.90 , 50.56 , 47.94 , 28.23 ,
26.36 , 22.07 , 1293 , 12.02 , 951 ; LRMS (ESI+) : m/z 425.3

(M+H)* -
BEHI3-5 26092 : 2-(((4-HEF-3,5- Z FHEMELE-2- 5 ) FHE ) B )-3-(4-F
SETE)-3,4- o k-7 - B B B L g

O/

0
N

i Bz P (4 - BE SR 5 SR ) B R (RS DAL o oAt S B ) R B g 00 B B L
13- 1 At 2 A S DL - R EREEEY) -
'"H NMR (400 MHz > H[E-d,) 6 8.09 (s, 1H), 7.71 (dd, J = 7.8, 1.4
Hz, 1H), 7.57 (d, J = 1.4 Hz, 1H), 7.39 (d, J = 8.5 Hz, 2H), 7.31 (d, J =
7.8 Hz, 1H), 6.92 - 6.83 (m, 2H), 5.65 (s, 2H), 5.18 (s, 2H), 4.68 (s, 2H),
3.82 (s, 3H), 3.79 (s, 3H), 3.74 (s, 3H), 2.43 (s, 3H), 2.18 (s, 3H) ;
LRMS (ESI+) : m/z 475.3 (M+H)" o
BHI3-6 21110 : 2-(((4-FFEE-3,5- A MLNE-2-5) F &) Bt E)-3- (3-
BN E)-3,4-  q ekt -7- g

o

Ox
P i F3- B R BN -1-R (OB DASE - HLAth S e ) R B i 20 B39 L 1)
3-7T PR 2 KFRM - /BEIRRESY) -

5 93 H(EEHIEREIE)
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'H NMR (400 MHz > Hifig-d,) & 7.84 (dd, J = 7.9, 1.4 Hz, 1H), 7.64
(s, 1H), 7.46 (d, J = 1.4 Hz, 1H), 7.40 (d, J = 7.9 Hz, 1H), 5.26 (s, 2H),
4.69 (s, 2H), 3.85 (s, 3H), 3.75 (t, J = 6.9 Hz, 2H), 3.51 (t, J = 5.7 Hz,
2H), 2.27 (s, 3H), 2.04 (d, J = 4.9 Hz, 6H), 1.29 (d, J = 3.5 Hz, 2H)
LRMS (ESI+) : m/z 413.3 (M+H)* ¢
HHI3-7 26089 : 3-(BRMEE-2-EHE)-2-(4-F & E-3,5- _FHENE-2-K)
AR E)-3,4- g -7 - B g

Q . N

o N%I/NH
"N
&O

B 4-(R H O E)-3- 0 AKX H B 1 (5.0 g, 27.0 mmol) j fiE K
MeOH/CH,Cl, (3 mL: 30 mL) 4 > J&F KA IDCC (1.2°E &) & DMAP
(0.005E &) @ Wi RIERGVACZ R NEH16 h - FEIEYDCURIEH
s E B EHEY) - BREKE BER 2 4-CR HE)-3-1% &
A HEE A2 (76%) -

R 7K CH,ClL, (50 mL)F 2 (E&Y)2 (4.0 g, 14.5 mmol) f2-f A
HHERDR IR (38 B )AL =0 MR FR48/NF - fERESERR - AFRIEEINL#E H
TR E T R AL EY DS FI AR H LRSS (82%) -

F{E &3 (3.65 g, 11.9 mmol) A fit/KMeOH (100 mL) ¥ 7 7% A
SnCl1,.2H,0 (3.5&F &) » WHK R K ERSYIER 10 min o {1 [ JE 5 L
% > FEEILY R L RBIBRIEY R IER % o EHEYIEL N NaOHEL Z
B P 2Bl - ML LB G x 20 mL) ZZHUK & G (E & 0f /& 4
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C207926PA . docx



1659022

MgSO. 5z 1% H AL T R4 IR (LG4 (87%) -

[EFADCMERE{L &4 (1.0 g, 3.8 mmol) > ZR{R/FN01.2E ECNBrLA
FEZ R N IE - 8/ 2 1% B[ A FIDCM KK ZEHUR &) o A E- L BRI #S
HRE R CHEYLURES (60%) -

[ 2- i k- 3- (PR IR - 2- Bk B D)3, 4- g R kb -7 - HH /i B BE RS (0.3 g,
1.05mmol) A 7 B5 (20 mL) § 2 7A & R K,CO;5 (0.29g, 2.1 mmol) & KI
(0.005 g, 0.03 mmol) » Z{&IRI2-(FAH B)-4-H & E-3,5- HAMLIES
(0.722 g, 3.89 mmol) - i R G YIENRO/NES « 24/ NEF 2 1% » (KA
G R FER-S Y 6EFINaHCO; 7K 5% (30 mL) %52 H FHEtOAc (3*
30 mL)Z£HY o

& OF < A HE A A e A0 ER /K (30 mL) JE 0k - #E by BE ML A i A
8% H s/ EtOAc#(LAHEY) LUERS 3- (PRI -2- B8 H 6 )-2-(((4- FH & E:-3,5-
T HH G ORR E -2 BL) B OER ) B R )-3.4- o MU -7- HH R AR BRT 0.43 ¢
(70%) o

FLAE B (& 14 T 1m0 3- (R IR - 2- B B RR)-2-((4- FH & AE-3,5- T FH ER I -
2- BB EOREA)-3.4- F M -7- H EE A BT (0.43g, 0.99 mmol) ¥
EtOH/H,0 (1/1, 10mL) .7 R /INaOH (0.198 g, 4.95 mmol) o 1/\E%
2% RIERIZERE AR ECR G Y A AT HCI/K S K (30 mL)#%FE H A
EtOAc (3* 30 mL)ZEHY - & f < A A A e AT EE 7K (30 mL) %Mk - #5
WRRE T (EH20%HEE/ EtOAcHi{LHEY) - 15027 gE 0GB
< EEYI65%) -

'"H NMR (400 MHz > Hfg-d,) § 8.07 (s, 1H), 7.70 (d, J = 7.9 Hz,

1H), 7.53 (d, J = 1.8 Hz, 1H), 7.35 (s, 1H), 7.14 (d, J = 7.8 Hz, 1H),
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6.57 (d, J = 3.2 Hz, 1H), 6.43 (dd, J = 3.2, 1.8 Hz, 1H), 5.22 (s, 2H),
4.84 (s, 2H), 4.53 (s, 2H), 3.82 (s, 3H), 2.40 (s, 3H), 2.22 (s, 3H) ; '°C
NMR (101 MHz > HfgE-d,) § 171.74 , 164.87 , 155.39 , 151.73 , 148.52 ,
147.49 , 143.54 , 138.56 , 136.13 , 126.27 , 125.93 , 124.64 , 124.63 ,
116.56 , 110.30 , 109.86 , 59.40 , 50.46 , 47.46 , 46.94 , 46.47 , 11.97 ,
9.33 ;: LRMS (ESI+) : m/z 421.2 (M+H)* -
EH13-8 26090 : 2-(((4-FHFE:-3,5- —FEMLIE-2-B) B E) g E)-3- R E-
3,4- G e Ipk-7 - FR R

-

0

B Bz rh - 1-He AR LAS - HoM R W) R B i 0 BRI B {51 3-7 v P el
gt WERM . FEIER(LEY) -

'H NMR (400 MHz » Hi[E-d,) & 8.03 (dd, J = 8.4, 1.4 Hz, 1H), 7.96
(s, 1H), 7.84 (d, J = 1.3 Hz, 1H), 7.55 (d, J = 8.4 Hz, 1H), 3.83 (s, 3H),
2.41 (s, 3H), 2.22 (s, 3H), 1.92 - 1.83 (m, 2H), 1.43 (tt, J = 5.7, 2.8 Hz,
4H), 1.29 (d, J = 4.0 Hz, 2H), 0.97 - 0.92 (m, 3H) ; ; LRMS (ESI+) :
m/z 411.3 (M+H)* -
EH4-1 NCTU-SUN-12082 : 1-(2-(BBE-1-1%-1-E) Z.%)-2-(4-HE,
%-3,5-:EIHE"H:"%-Z\-E)Eﬁ%)ﬁﬁ%)-lH-%#[d]%"%-S-EF'&EF'EE

Q
A
N
N
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=] 4- 58 -3- 1 A 2R HEE 1 208 IO IIH2S Oy (S mL, 0.3 M) » i KF f2 JE
VIMEVE[EDR  FEREE T LBRVBH - K B R G VB T EtOAC
o (HEtOACZ 4K /K MgSO.HZ 2 75 3% » R E QBRI 4-7-3-1
EORH g HH AR -

B EEYI2 K 2-CRE-1-M-1-2) LR =08 T EE2/NEF - {1 JE5E
Rt% > LBRIER - S EEEY DS IR AR H R RS -

FUEEYI3 2 BRI EE R H fe 8% - WAL =00 TREMERIERS
Yy o LR FESE R R - IR ZnEE G B R R K3 0 B E YIS I CHLCl,
o IR B I B 20 R L A T 2R A DU E &4

E50C T LG4 KB RNIIN 282+ 2 i bk & KOHE:
GE8/NEF < SRS LB P AIE FHEtOAc R K ZEHY « ZE &8 /A G 4 (LM
EYLIEES -

= 1-(2-(CFR 2 -1- 1 -1- ) £ F)-2-1fi B -2,3- & - 1H-ZK FF [d]BRME-5-
HH % FHEC IS 5 2 8 RO K. COs KT » 2 18R fN2- (B H A5)-4- H & -3,5-
THAMEREG - Wi R SYIENR o KBRS R IERGYIMER
FEtOAcZZHY -

W& Of 2 B E A B AN B /K 0% - di{BMHEY) > 18150.053 g 20 &
& B > 4 EYNCTU-SUN-12082 (71%) -

g
oy

'"H NMR (300 MHz » Nfi-d¢) 6 8.24 (d, J = 1.2 Hz, 1H), 8.20 (s,
1H), 7.91 (dd, J = 8.5, 1.4 Hz, 1H), 7.53 (d, J = 8.5 Hz, 1H), 5.22 (s,
1H), 4.83 (s, 2H), 4.28 (t, J = 7.0 Hz, 2H), 3.91 (s, 3H), 3.80 (s, 3H),
2.47 - 2.35 (m, 5H), 2.25 (s, 3H), 1.99 (m, 2H), 1.80 (m, 2H), 1.62 -

1.38 (m, 4H) -

5 97 HEEHIREIE)

C207926PA . docx
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HHl4-2 12083 : 1-2-CGRT-1-5-1-8) Z5)-2-(4-F&EE-3,5- " FE
MERE -2-5 ) B B )it &L ) - TH -3 [d ORI -5 - FH iR
\

o
D pr—
Ho/u\@:“\}_ S/_EN_A}*
é
/—:\‘_

[F]4-%-3- 0 AR HEL L 28 RAIIH,S0, (5 mL, 0.3 M) » iR e
EYIEEELR - A£BEE T LFRER - R ER &Y E R EtOAC
1o EEtOACE &L /K MgSOLFZ Rl 75 3% » BB E 0 @ E 38 2 4-%-3-19
ELIR G FH AR

FEEY2R2-GRC-1-15-1-B) 2R E =0 T2 h - KIESER
% REOEEL BRI AALHEEY DUS S8 AR H L EES -

F{EE VI3 B RN INFEBE f B 3% - A 200 NMBFEMBRIERS
Yy o AER MESERETE » BIBZn BN KRR 25 3% - 0K )78 g it CH,Cl,y
o Rs VR < FH B R R I R A B R 2 LU B a4 -

FE50°C T e & Y4 2 SBH A RRIN LB F 2 i bk & KOHFF
ES/NEE - SEEY O A A FHEtOAC K /K ZEHY o 7% 28 A 75001 adi {5 H
EYILIRES -

F1-2-(BBC-1-1%5-1-5) £ 5)-2-1i B -2,3- & -1H-FRFF [d] R mE-5-
HH I B AR B S 2 B ORI K, COs KT » 2 1% 7R IN2- (8 A )-4-H & &-3,5-
CHEMELEG - N S MER S YIEDR o KA 2R R R ER &) MR B
FEtOAcZZHY -

& fF 2 A A A s AT BB KRR » A {bHEY) - #1530.053 g 1-(2-

~
~

/

i

% 98 HEWHRE)

C207926PA . docx
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(RC-1-0-1-5) £5)-2-(((4- F | 5 -3,5- B L IR g - 2- 6L ) B B i 6 )-
TH-ZRH [d]ORME-5 - B G B EST (71%)

HAERDRERAE T E1-2-CGRC-1-H6-1-5) £ 5)-2-((4-H F2&-3,5- 2
HH B IR I -2- 2 ) B ) i 2% )- L H- 75 3 [d] DR K -5- B B AL R 7 (0.053g,
0.126 mmol) /¥ EtOH/H,0 (1/1, 3 mL) Z %% 7 i1 NaOH (0.0251 g,
0.63 mmol) « 1/} 2 1% > AR 258 - ik R ER &Y A A HCIKOS
(10 mL)# R HAHEtOAc (3* 10 mL)ZFEHY ° & 0F 2 #AH A e A1 B K
(30 mL)Je ik - ¥ A B ELEIT(EH20% H B2/ EtOAcH{EHEY) » R
0.030 g2 9 (B [E B2 4l EYNCTU-SUN-12083 (65%)

'H NMR (300 MHz, CD;0D) J 8.30 (d, J = 1.4 Hz, 1H), 8.14 (s,

1H), 7.98 (dd, J = 8.5, 1.5 Hz, 1H), 7.49 (d, J

8.5 Hz, 1H), 5.51 (s,
2H), 5.08 (s, 1H), 4.71 (s, 2H), 4.24 (t, J = 6.8 Hz, 2H), 3.79 (s, 3H),
2.44 - 2.31 (m, 5H), 2.27 (s, 3H), 2.04 - 1.89 (m, 2H), 1.88 - 1.70 (m,
2H), 1.62 - 1.39 (m, 4H) -
TH4-3 12084 : 1-2-(GRT-1-16-1-8) Z8)-2-(4-FH & E-3,5- Z HEM
e -2-5 ) B 2L ) EE iR B AL ) - 1 H- 255 [d ] DKM - 5- BF g FH AL B

A

o] 4- 5 -3-tH BN 1 2 8RR IIHLSOy (5 mL, 0.3 M) > il B 7 fE
CREVIIMEZRBIR - R T LkREH - BHE R ERE Y B#EEtOAC
b oo EEtOACE & MK MgSOFZ R 7258 » R EHEER Z4-F-3-1

99 HEWHRTE)

C207926PA . docx
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EL TR H I HH AR

BHELEY2K2-GRT-1-15-1-B) 2B =8 TEFE2/NEE o £ R IES
Rtk ERREE - A A CEE Y UG B0 B R H e s

L EYI3 2 B RNINEEEE K F sy - WAr =08 THHFEmMERERS
Yy o LR ESEHE - BIEZnEE I IR 72 % B R E YIS Y CH,Cl,
o J LR HE e R IR L L R A R 2R 8 DUR B a4 -

F£50°C T b &Ya 2 SBPE A RN L8+ 2 Zhi (bR & KOHFF
E8/NEF < JREYI T LB A0 FHEOAC R /K ZEHY » 28 38 A B 48 {6
EVILIEES -

= 1-(2-(CFR 2 -1- 1 -1- ) £ F)-2-1fi B -2,3- & - 1H-ZK FF [d]BRME-5-
HH % FH AR S S 2 /8 R INK . COs Je KT > Z 2R i 2- (& ) -4- FH F & -3,5-
CRREMENES o I R IECR GO o KA BRI ZE 3 R BRI A
FEtOAcZZHY -

R’ & 0F < A T s A B A% 0k - i {bMHEY) - 8%50.053 g 1-(2-
(FRC-1-M-1-5) £ 5)-2-((4- FH & A-3,5- AR e -2- ) B B it B )-
TH-ZEFF [d]BRE-5 - HH i HH B BRT (T1%) -

HR KB R E1-2-GRC-1-M4-1-5) L 5)-2-((4-H & A-3,5- H A
MhE I -2- ) B B ) B 6 ) - TH- R JF [d bR e -5- B i BH AR BiS 7 (0.053g, 0.0126
mmol) A DCM/ MeOH (9/1, 4.5 mL) # .2 J& & /K fmCPBA (0.0058 g,
0.034 mmol) - A% > 7R IINaHCO; (0.0007 g, 0.0088 mmol)ilfi #% & /K
& o B =R TR /N - FIFDCM (5 mL) %R ERGY) -
KAK Z% - HIEF0.030 gE 0 EE R~ 4 EYNCTU-SUN-12084

(65%) -

25 100 H(EEHRIEE)

C207926PA . docx
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'H NMR (300 MHz, CDCl;) 6 8.55 (s, 1H), 8.13 (s, 1H), 8.10 (dd, J
= 8.7, 1.5 Hz, 1H), 7.43 (d, J = 8.8 Hz, 1H), 5.03 (g, J = 12.9 Hz, 3H),
4.59 - 4.35 (t, J= 8.3 Hz, 2H), 4.58 - 4.36 (m, 2H), 3.97 (s, 3H), 3.71 (s,
3H), 2.49 (t, J = 8.3 Hz, 2H), 2.30 (s, 3H), 2.22 (s, 3H), 2.03 - 1.78 (m,
4H), 1.51 (m, 4H) -

BEHIS-1 12092 : ((OH-F-9-B) FEE)HE) H MK2-(4-FEE-3,5-2
PR BN -2 - B ) B B B 2 ) - TH -5 [ A IOR MR - 5 - B fis

0_
© N /—22‘5*
chcHN/\[r \@ “}—S N 4
o N
H

71 2-((((OH-F5-9-8) H | A I B B B ) L BE 2- BB -2,3- - 1H- &
FId1wkmE-5-2F51 (0.08 g, 0.18 mmol) it ZFF(9 mL) H Z/FRIAfINaOH
(0.079 g, 0.198 mmol) > Z1&NIN2-(FH &)-4-H F FL-3,5- — HEREIE2
(0.367 g, 0.198 mmol) » i {ff X fEREYEUR 1IN - — B K IESER > Al
AT ZE 2L FE Ay B E L E M (EH2% MeOH/DCME{LHEY) @ &
EEEEE > @EYNCTU-SUN-12092 (0.31 g » 54.5%) -

'"H NMR (300 MHz > fi-dg) 6 8.26 (s, 1H), 7.87 (d, J = 7.4 Hz,
2H), 7.74 (d, J = 7.4 Hz, 2H), 7.51 (d, J = 8.6 Hz, 1H), 7.41 (t, J = 7.3
Hz, 2H), 7.32 (t, J = 7.4 Hz, 3H), 7.14 (t, J = 6.6 Hz, 1H), 6.95 (dd, J =
8.7, 2.1 Hz, 1H), 4.67 (s, 2H), 4.40 (d, J = 7.3 Hz, 2H), 4.36 - 4.21 (m,
3H), 3.80 (s, 3H), 2.36 (s, 3H), 2.25 (s, 3H) o
BEHI5-2 12093 1 (F=T KEHE)HEE2-((4-FEE-3,5- _HEME-
2-5)HE)RE)- 1TH-FFH [d]BRMe-5-FE B

55 101 HEEHIEHE)

C207926PA . docx
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MHBoGC \
O O
Lo
N
H

FROKIEH2-(E =T EE A B E) L B2 2-HiBH-2,3- & 1H- %3 [d]
BRI - 5- ELHE (R LASL - FCA 2 e W) e S 2 B 5 BB 1] 5 - 1 v o o]t 2 7%
SHL - FEEELEY -

'"H NMR (300 MHz > Nfi) & 8.27 (s, 1H), 7.50 (s, 1H), 7.29 (d, J =
2.1 Hz, 1H), 6.93 (dd, J = 8.6, 2.1 Hz, 1H), 6.50 (s, 1H), 4.67 (s, 2H),
4.12 (d, J = 6.2 Hz, 2H), 3.81 (s, 3H), 2.38 (s, 3H), 2.26 (s, 3H), 1.45 (s,
9H) o
EHIS-3 12094 : (S)-2-(((OH-FE-9-BE)FEE)RE ) I E)-2-FE L 2-
((4-FFEE-3,5-  FEMIE-2-5) F )W &) - 1HFE I [d]-BRE -5 - B 5

NHFmoc \
O o
o N o
s
N
H
FRIDRIE H (S)-2-((((OH-35-9-F5) B S8 AL ) B 25 ) B 25 ) - 2- A B £ e 2- i el

-2,3- T E - TH-ZRIF [d]BR M- 5- BB U DASN » Hofth S W) B B {528 B 45y Bl
EHI5- 1R FrRa 2 02 R0 FEIEELREY) -

'"H NMR (300 MHz » Nfi-d¢) 0 8.24 (s, 1H), 7.85 (d, J = 7.5 Hz,
2H), 7.75 (d, J = 7.4 Hz, 2H), 7.65 (d, J = 7.2 Hz, 2H), 7.52 - 7.39 (m,
6H), 7.32 (m, 2H), 7.22 (d, J = 1.6 Hz, 1H), 6.83 (dd, J = 9.1, 1.5 Hz,
1H), 5.67 (s, 1H), 4.66 (s, 2H), 4.48 - 4.25 (m, 3H), 2.35 (s, 3H), 2.25
(s, 3H) -

55 102 H(EHIEHE)

C207926PA . docx
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EH6-1 NCTU-SUN-22138 : 5S-FHEE-2-(2-FHHE-3,6- “HEFE)
BiEs)-1H-ZR 3 [d R

MeD N
-
ﬂ MeO

E2-HIRH-1,3,4-Z HIZEL (0.3 g, 2.00 mmol)FA{5(30 mL)ep > %
BORAINBS (0.177 g, 1.00 mmol) » H7E ¢35 e+ - f{APhilips "IR
250 W E I JE S T FE R 65 15 16 7 15 A - — ELRZ e se o B
e 575 T 5 2 N B P B B T T8 e 0 (L M AR ) DU 1308 (L E 12
(0.092 g, 20%) -

ER(EEYI2 (0.1 g, 0.43 mmol) it Z (2 mL) e 2 ¥ INaOH
(0.017 g, 0.43 mmol) » = 4 H12- (5 I 5 )-4- HI 45 25-3,5- — HI KL 0E 3
(0.071 g, 0.39 mmol) » {7 FESE &I LN - — ELRZ HESRRL > Il
325 T 3 % T B P BY RS R T T 032 P 2% MeOH/DCMI4H {1 i 2 ) DL 1 15
NCTU-SUN-22138 (0.077 g, 60%) -

LRMS (ESI+) : m/z 329.2 (M+H)"*

BHI6-2 22141 © 2-((2-F i 5E-3,6-  FR LA ) B85 )- L H- 36 34 [d BRI -5-
i

HDU
[F12- S A-1,3,4- = H 781 (0.3 g, 2.00 mmol) Y& {5 (30 mL)H 2 7&

TR HINBS (0.177 g, 1.00 mmol) » HAE 5B JESF - Wi f# Philips "IR
250 WEEH RIERRATIE < IR g (R 15 [0 5 DA Ry - — B RESER » Al

S—5

MeO

Iz .Z

25 103 HEEHRIEE)
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ROAR Z 2L FREMYBERERER KA LHEY LUER R(LEY 2
(0.092 g, 20%)

FURAEEYI2 (0.1 g, 0.43 mmol) it ZEE(2 mL)H Z 7&K IAINaOH
(0.017 g, 0.43 mmol) » Z & IRAN2-(FHH £)-4-F8 A -3,5- "~ FH AL TE3
(0.071 g, 0.39 mmol) - i Z fEE S YIEUR 1/NEF - — HEJESERE - AR
A 75 S FE Ay BB AL M 2% MeOH/DCM & (L & 91 LU 1S
NCTU-SUN-22138 (0.077 g, 60%)

LRMS (ESI+) : m/z 315.1 (M+H)*

HHI6-3 21133 : 2-((3-CRFE)-2-(B=E2TE _HFEWHE)&4)-6-F &
TE) Wi Es)-5- & A 1H-ZE 3 [d DRk

Br
TBED

O N
Ty
b

FE =T A THAEQRI-=HAERRAWEL (1.2 g, 4.7 mmol) R &
{5(50 mL) i 2 RIAIINBS (1.7 g, 9.5 mmol) - HADEHEREF - W
{EPhilips "TR 250 W& 5 K MERER AT E < IEEE (S EUR G AR - — B
[ HE5ERL - RIRIERIZE S5 h by B E L g A M bHEY DUERS
“R{EEY2 (0.31 g, 20%) -

7 RAEEY2 (0.3 g, 0.90 mmol) it ZEE (9 mL)H 2 7ERIAMINaOH
(0.036 g, 0.90 mmol) - Z{&IRAN2-(FH H)-4-H FH A-3,5- " HEMELES
(0.148 g, 0.82 mmol) - i [ fER SRR /NG - — B ZJESERL » AIlKY
B B 7 I RS AV BB FE T AT (5 2% MeOH/DCM AL AH & ) LU =
NCTU-SUN-21133 (0.23 g, 60%) -

55 104 H(EHIEHE)

C207926PA . docx
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'"H NMR (400 MHz » &({}j-d) & 7.43 (d, T = 8.8 Hz, 1H), 7.16 (s,
1H), 7.04 (d, T = 2.3 Hz, 1H), 6.82 (d, J = 2.3 Hz, 1H), 4.69 (s, 2H),
3.78 (s, 4H), 2.22 (s, 3H), 2.13 (s, 4H), 0.98 (s, 9H), 0.09 (s, 6H) -

LRMS (ESI+) : m/z 507.1 (M+H)*

EH6-4 22139:5-FHEHE-2-(2-F &K E-3,6- “HFETE)EREE)-1H-F
FF ARk

MeO

[F12-H EA-1,3,4-=H 7K1 (0.3 g, 2.00 mmol) R & {5 (30 mL) i 2 7F
AN AINBS (0.177 g, 1.00 mmol) » HAEEEENKEF - [ {EPhilips "IR
250 Wi B R IEBER T E < BEEE (E 15 EUR 5 DLdERy - — B IESERE - Al
KR ZEZEIFEMYBELENERN CREEEHEYLUERELEY2
(0.092 g, 20%) -

FRIEEDI2 (0.1 g, 0.43 mmol) it £FF (2 mL) o 2R A f1NaOH
(0.017 g, 0.43 mmol) » Z{&RMN2-(& H E)-4-H & £ -3,5- Z H ELnLrE3
(0.071 g, 0.39 mmol) » il KR SYIELR 1/ NG - — B K IESERE - AR
BEIZR SR B EEET 2% MeOH/DCM&L {EHEY) LIRS -H
B A -2-((2- & A -3,6- B RN AL B A& )- TH-ZR JF [d]PK ™3 (0.077 g,
60%) -

HR7Ka o (mr 5-H S A -2-((2-H & A -3,6- AT B E)-1H-Z8 9+
[d]1BkME3 (0.077g, 0.23 mmol)JADCM/ MeOH (9/1, 10 mL) 9 7 75 & AR
mCPBA (0.069g, 0.40 mmol) - #A 7% - & fl NaHCO; (0.013g, 0.16

mmol) > Wi Fg KIS - EHBEYEZER TEEL h - FIFHDCM (10 mL) %
25105 H(EEHRAE)

C207926PA . docx
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W IEREY) - FaRIZ&% > HER0.047 cEH BER A ED)(65%) -

LRMS (ESI+) : m/z 345.1 (M+H)*
EH11 DAAOES I

MR 1% Oguri & A (Oguri, S. - Screening of d-amino acid oxidase
inhibitor by a new multi-assay method. Food chemistry 2007, 100 (2),
616) 2 SREEDAAONE M oM - FEHE F2 E D-Nhg B S g R £ 2
B EE S (Ho00) e — 25 Bi3- (4- 5 E R B WL (HPPA) K fEZK B HIDAAOE
M o FEOH0. KBSV ELHPPARLE B BB > R _EBKE
AR FZDAAO L JEM: -

EHNFEEDAO IC50571F » 5550 mM D- N ElE OB fEFY0.2 M Tris-
HCIE /R (pH 8.3) ) ELFHDAOZE - 100 nl D-NE B AR B4 ul
(F2100% — H i | (DMSO) 1) '~ =& 2 At B R 2 4 [F] % & (& B 55 48.83
UM ~ 97.66 uM ~ 195.31 pM -~ 390.63 uM ~ 781.25 uM ~ 1.56 mM -~ 3.13
mM ~ 6.25 mM ~ 12.50 mM -~ 25.00 mM & 50.00 mM) 7 (& ZE(L & ¥R
& g —-KIERE S R{EDMSORE £0.167% © 7B EI6FLIR +
10 pl D-NREBE K =L &Y R&Y 81220 pl 2 JE )R & &K (Reaction
Master Mix) —iE/E37C TIEESH#E - RIERAGKEEH110 nl 25
U/mLFEE DAO (Sigma-Aldrich, USAY SR (F0.2 M Tris-HCI14% #7178, pH

N

8.374f#) ~ 1.1 mL215 U/mLiBE(CEE A& (FB0.2 M Tris-HCI4&# %, pH
8.37f#) ~ 1.1 mL 220 mM HPPAE &K (FI0.2 M Tris-HC14&7 %, pH 8.3
BRE) 22 mlz2 M Tris-HCI4E i (pH 8.3) F Y L10{[E S e 7 A7 -
TR (Fs) % #5H1320 nm | 2 88 MBI /E405 nm [N &M - DAOH
EMEAE o RPENEREAE - BHRAGHEEFDHE LT TEES * Fi

26 106 H(EEHHRIAE)

C207926PA . docx
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= (Fs- Fan)/ (Fpuso) > H

FICHEY)ZE H (Fan) (R4

(Fpmso) 1845 100% DMSOZE R H & 1] o

BEALD-l AR bl ot > mRFAD SR B 20 52 HE S S R
BT IEE BEFAD - BRI TTAGAEMFAD 2B NE - & M
FEFDAAOE M50 % 2 I 2 B (1Cs0) 2 EE #e D A O 1l B . HLI1 7l 52
JE o 1CsofE {548 IR &R 14 [Pl BRi A 2 {5 ff GraphPad Prism, 555KR(GraphPad
Software, Inc., La Jolla, CA)ZKETH - AZH 2 EE L& 2DAO IC50

TGS RERI TR -

ID M.W. pKDAOESSYHT

I1C50 (uM) | IC50 95 % E S &R (uM)
CBIO | 169.6 0.5827 0.5165%0.6573
RS-D7 | 331.39 1.1850 0.9970%1.408
12083 | 451.5811| 366.6000 302.24444.8
21105 | 583.73 | 300.8000 223.042405.9
26072 | 583.69 | 236.4000 211.24264.5
21106 | 462.59 | 488.1000 309.4%769.9
21132 | 431.15 64.1500 60.86%67.61
13084 | 563.56 | 181.2000 154.3%212.8
12122 | 425.4577|  12.5400 11.55%13.62
21122 |373.1096 |  21.0900 16.63426.75
11020 | 465.13 10.4400 9.549%11.40
12124 | 399.46 11.1600 10.11512.32
12125 | 413.49 13.3100 12.26%14.44
25016 | 415.16 13.3600 12.39%14.42
28092 | 399.13 46.7000 41.85%52.10

C207926PA . docx
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28094 | 449.52 21.1100 19.18%23.23
25027 | 413.1409 21.0000 19.70422.37
EH12 R ZDAOSHT

TS

SK-N-SH i 45 AT 4l Bt 88 4l il & (% 18 B = B IR =85 & ) Or e P
(American Type Culture Collection * ATCC) - ¥ 41 2/ R EA A T
HF£37C k5% CO2 TIIFEN®E T HI10% A6 4 1 )& - 1x NEAA
(Invitrogen/GIBCO) > MEM £ £ £ (Invitrogen/GIBCO, Rockville, MD)
F o (EAH AR AR B S EE ARG A 125,000 (@ 4R AR/ L < B RE DASO pl P2 B
96 LI (NUNCHR5E237108) » 1% TR < DAOITHT -
N Z DAOI T

A DAOE M 43 47 {2 A fR #& Brandish 28 A (Brandish, P.E., F A » A

cell-based ultra-high-throughput screening assay for identifying

inhibitors of D-amino acid oxidase. J Biomol Screen, 2006. 11(5): %
481-7 B Z B E L2 U7k - K SK-N-SHYH A %7t &7 20 mM HEPES
~ HANKS %4 #75 ® (Invitrogen/GIBCO 4R 5514025-092) 7 st 4 R T -

1% D- % B B (F 85 RE S0 mMY) IRt & — L E B DAOK ~ 28 - (£ H
Amplex RediBE L&/ BE (LYHE H 40 (Molecular Probes/Invitrogen,
H %598 A22188) B HI{EDAOK JE R ZF B M EER 2 o EEE T 2
H, 0,7 & o {E 4R #ETE 2 2B 96 FL i (Nunc4g5%237108, Denmark)$1 2
% > K50 pl 2 SK-N-SH4HHE (125,000 AHAE/ L) BL50 wl EEY05 R (BT BR
ORI Z2.56()REG  NEERFAFTAEITCKS% CO, NEEF305
# o 307§ 1% 0 K25 WEAD-GKEE - BIRIE S LY)EE(HRP) &z Amplex

Red Z5SEREYIARIMEEF100 pl 2 M-V E Y ZfLF > R E
25 108 H(ZHHHD)

C207926PA . docx



1659022

RAFIEITCKS5% CO, NEEE3/NE - DMSO 2 & RERIN1% - #
£ SpectraMax M2efli &t B ¥ # (Molecular Devices, USA) f iz H 5 (2
5t 0 H R fES544 nm 3 HAES90 nm NE& 5T o g% (L M 48 @R AE 125
oy fraefEh @A 50 mM D-4 I - 0.6255 i HRP K250 pM Amplex

Red Z i8R o A% 2 B o) BN Z DAO S & R BRI

A

AY

ERE
ERHEZDAOSHT
SK-N-SH 1.25%10" 5{E4HAE/FLEEY R IE3.5/\EF)
EERE TIERER
ID M.W. | DMSOZ /H#{DAO B4 IC5053 47
e
IC50 | IC50 95%EE&
100 uM | 10 uM
(uM) Bl (uM)
CBIO 169.6 0.83 1.00 392.30 281.4%547.0
RS-D7 331.39 0.69 1.05 141.00 81.07%245.1
12083 451.5811|  0.48 0.62 74.15 27.04%203.4
21105 583.73 0.58 0.89 218.80 98.89%484.3
26072 583.69 0.74 0.87 393.00 215.3%717.2
21106 462.59 0.77 1.02 477.60 245.5%929.2
21132 431.15 0.61 0.94 174.80 137.94221.7
13084 563.56 0.49 0.71 34.91 21.34%57.09
12122 4254577  0.57 0.98 146.60 106.15:202.6
21122 373.1096|  0.50 0.99 149.40 94.76%235.5
11020 465.13 0.67 0.97 220.90 121.5%401.9
12124 399.46 0.36 0.97 107.60 73.47%157.6
12125 413.49 0.50 0.80 122.20 61.25%243.7
25016 415.16 0.62 1.00 187.60 107.74326.8
28092 399.13 0.58 0.94 136.40 86.51%215.1

C207926PA . docx
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28094 | 449.52 |  0.58 1.10 121.50  73.91%199.9
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The present invention provides novel substituted benzimidazole
derivatives used as DAAO inhibitors and for treatment and/or prevention
of neurological disorders.
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