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The present invention provides novel substituted benzimidazole derivatives used as DAAQ inhibitors

and for treatment and/or prevention of neurological disorders.
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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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&J12 mg/kgha B £4920 g/kg ~ §J14 mg/kgia B £4720 g/kg ~ €716 mg/kg
AE B £ 4Y20 g/kg ~ £90.5 mg/kgSE £47Y15 g/kg ~ £90.5 mg/kgie E L&Y
12 g/kg ~ €90.5 mg/kgfG EHELY10 g/kg ~ £90.5 mg/kgAa s £ 48 g/kg ~ &Y
0.5 mg/kghSEE £4J6 g/kg ~ §92 mg/kgiGEE £4J15 g/kg ~ €92 mg/kghe &
12 g/kg ~ &2 mg/kgRRE £4J10 g/kg ~ &2 mg/kgieE £&J7 g/kg -
€72 mg/kgHEEE £4Y5 g/kg ~ €95 me/kghGE £4Y15 g/kgli&yS meg/kgheH
£4710 g/kgAI=E -
BB Y
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R 2 H— R HEGY) - HEaA LG (EdLE % EA]
P2 2 MBUERIaY) B EE E AR BRI - iisE T HEY) ) (RS AR
HEP ) B E B & — BT M R oy R Rk ] 2 — B 2 A 15 1
oy (B g bl ZWIPED 2 EY) > LRAER E RS E DL NS 2 &
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TEEHE c REHGYEFEBENRED KEB - Bl RIEKE (B K
N AN RFFIRAD L Z 8 &) BIEEMGEBE T mEE LT
e AT B RS 18 £ R R b BUE VRl Z AR Z M8 B E R T - B EEdl
(SRR RS LENENEE AR kol P AV R PPy Y i

MRy il 2 E R EI AL (B0 B 2 ~ SRl ~ RESER - MEAKEE - AN K
3 A B DL RS B A (B i B ] ~ BEAE ~ FLIR ~ oy BUR KRR FE IR AR Ty
P FE L o JEVERR Sy N 2 A R ARG AL (BI40 3 UK~ IR ECE TR LLTE
QERG AR o RN AT PR EA A R BLE MR Sy > A0 AR B I B 2 R
B - R RE - ERAEEIEGR K > a0 AR EE R A 2 BR A R
RO RIP R (R AR D - 40 RS A B s N I B 2 SR8 B TR 75 B K
HEP) o = RN EREE R R T - SOF R~ EE e -

FIR B EHEAN - AR SR Ry B L B FE A S VR B B & R R BB
R — B TR T 2R A < B H OB R - F Y BRI B S MR oy B
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NI~ BRI - BRERWE LY ~ FLAEE - 50 AR KoK - =5
& WM EE SV S A BIF BRI — TR 8 E ] R 2K
Bl rp 2 JE M oy B B BBl o) < W BRI SR A P o B E SR RS (B
ARFOEY N ~ KN EF EREAE L Es ~ B EEES60 ~ ke Akl
BE - BROEER - 2-F A REER  SREER ROK -

i 5 WA B 2 BB IR ~ IEBCRIFIMNE - dEMEp oy B s G
Py LA AR — e 8 - WEHMER T ER IR E SR L8 7
P M B o B H B B2 4H & W IR A — I P 40K o 4% % (3 4 B T R ase ) - B
o WEFEER ] BE R 2 — 85y > BUERMERR B R S G VIR G A
— e ([E] Ry PR 1T ) -

RO R > afHRARHE S ZBHEESGY AR TR - E
R~ BIRIR - SEE U - BB SR RpoK - R - CPEES - FPERRGERC
Yy~ BE - SROBB KWL o & SR B (PO L - BB 55
K bl B2 #5 ) 2 e | ] A2 (] 25 ek A A R (B Ry (i (2 1 F 8% 8 Bt = T )
KRR B ) —ifE ~ EEGS O E(PIAE 2GS el - A - HE
KL EB)—EEM - 750 > BUFE(PIatE il s: - H IR 3 K08
)3 R ] R BE g H Y o JRER AR B S 4 S P (F R R T K
W HB BT ZHETH BT E o s RN R L B FLRE LA
KEnTERLE - & IS & D& BRI R BRI B - ] i A
U 2BV R B L B SR G L S AR EH R~ REURE ~ @A ~ FAEH
RABCRRIE R DL R AR (FI0K ~ 28 ~ W8 - Bl kH&SEHEE)4E
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WA TR R ZiMrsE " IRERE  RIEEREAIRA - LA - BB
AN~ BB~ 2T~ BB R BAETAE ST R 2 R RS - JEAEREIE A 2
BT EE 8% E a7 2 IR KM ETRRKIMEER - TEUR ~ BF
TR ECFL R DL R A BRI RE (5 A AT 2 A A I B R B 7 TR Oy HIOR 2 I T
Koo KB RLEBERAFIRAN ~ LN ~ T REBRANES HEY - st
= o BT IR KL B R A Bt s i 20E P IE R B 2GRl 2 AR
AT - BE/KME R IE KSR ~ MR ~ A e s 2 E A E A K
ZEE > ZICEE(PIAH M - N R ~ BL M REENIEE) - R EEER
KEBEESY) ~ HYH (OB ) kRS 2 A s ()40 0h B 2
FiE) o fl40 > "IRE R E AN BE R < BB MR > B ERFTFRA R (7
RO ZIF T T ) ELRE {5 A 2= TV MR A 4 45 208 & A B 1 -

ARG 2B EH eV a7 e - SIadEARRIDE
Bl > BRI~ FLALE R o EUE o MAEYIEF Z TP TR e A S ST
KRB > fla0 > BEERHEE - 8T8 - R ILAER K eE 4
BEF - AN AR F 2 - PIA0HE - S bR EE I o AR A AT
B IR U SR (8] 50 B i B s B BB ) 222 ol AT VR B B B P 2 L IE R UL -

E RPN R SMNA TRy - TCH A R & e 2 - KN
ERIH Y AR E R R IR AL V) S ol AR N2 2B -

PRIEVE(LEPIPSN - BIFRON AT A RER > Pl 28 LR
B3~ BRI R LKA EE B ~ AR -~ ReE s b - BHE
T EBREEEBURLESY -

Y EE R (a0 > B ED B2 HHY - B A H A G AR BU5Y b IR 48

A& 7B R A Y SR K PR B 73 KM TR ORI 3 5 R 8J0. 1% E5%) -
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AR A SR D o 2 B BEAH G V) BT RS 48 s R B B B AR B2 B -

T

iy

e 4H & ) A] AR 15 B8 25 R O SH AT PRI Z Sl Ak B g L AT BfE R R KR
R HERA R RS B DR ~ Ui e 3 (5 3 58 29 AT
FE) ~ s (b &) R/ B A E F g VA BB AR -

AN E G2 B 2 sH VIR E Rt - HomT 38 i S 1 Rk
73 B EL B8 SRl oY LA R SRR M e A R R (P 0 BT TR - R L B
SR )R & AR B o R EFER PR EEE =R T A ERELRE TR
KA - HIN AT B R B R A N R (L R 289 -

A BE &5 F A2 ZEEI B (BA TR IEE S - -FEREURERE
FRE -~ WREE - BESMOR ECEAEA ZFECEI A > B BRI BT
A~ Flbsn ~ WEAEREE ~ ONBERE ~ MUBES (PO ABRMEHER) ~ &
EYVE (BN REER) ~ H B - IR - WAL EESY - sAITE YRR HBE < (R
HHEEREGY K> BEEE(PIOmEAREED - BB 5 - B
S - AL - R BE S - =B - BAGETISER - &
REERZYE - BLFE - P ESERN - BIGIRES - 8 - BN
-FENG-RELEY)  BL B RFEER -

[ G B8 S P B B AR (A TR BBl ~ @R ~ B4 - maEh - 3
e~ FERE BB - R A N - BEE - BB - tifeREEE - tERREREN
Hom B AR REAs - FALEN ~ BRAEFL A K sB AL AR - A R -1 W AG B 0]
BEEHH - N EE - K~ RS - BfEaH - 8iY0h - aYhEiE
PACTR 0% B0 - FEAH ~ RECH ~ BEYOE - 2RO - IR
B~ CEADEEERBETEK ~ BK - AT R K ZEF -

AE AR M B ERNERN AR TN E AR HEE A —EE ZE
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MRy 2 BFEEBEH &) 2 U7k - HAMLE & 2% 0 A e H 38 Bo ) ) o7
Remington’s Pharmaceutical Sciences, E. W. Martin 45 # , Mack
Publishing Company, 5 197, 199545 -

BE - mF DR R A - 2 L TE R e & Rl ] A7 Al S ] A
RIZEM AR A - AL ER DL T B OIRERE S ERASRAMEBA DU E
ol 7 PR A S I 2 # & -
=il
BH1-1 NCTU-SUN-21122 : (ZEg2-(((4-F & 3-3,5- " Mz -2-5)
P &) B MR AL ) - TH - [d DKL - 5-FL )

[E]RS-D7 (0.1 g, 0.30 mmol) ADCM (10 mL) 9 7 5% /A HINaOH
(0.90 mmol) - i #f K ER G R FBFES-10788 - AR AE0T T (AUK
B HF)IRINZEEE.(0.60 mmol) « #EHES5-105788 2 1% » (HRMEF R 2 =08 H
BB UNT - FIH AW L85 R AKZERIE - EHEREEMSO 520
EREE I EERIERGY - BRWBERENME(ERIERSYLUES
MEY -

'"H NMR (400 MHz > Aff#-d¢) & 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-
B ) E) TR A ) - 1H- 5 [d]BKIE-5- B )

b £ Bl S T AR LIS - HA S EY) e B A 2 B3 B B 1
i R JEEELEEY

'"H NMR (400 MHz > Nff-d¢) & 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)"
EHI1-3 NCTU-SUN-26096 : (T BE2-(((4- FF & £:-3,5- — FH EL I g -2-
&) A B ER iR AL ) - 1H - 3 [a]BRIE -5 - Fe )

-
o —
\W \C[N%S\ \?\! /.

D H \D

b LB A T ER AR LIS - HAth [ BV e Bl 5520 B B & 4 1 R Fy
B R ERAL - BEIEELLEY) -

'"H NMR (400 MHz > }ff#-d¢) & 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, ] = 7.3 Hz, 2H), 2.24 (s, 6H), 1.77 (h, ] = 7.3
Hz, 3H), 1.04 (t, ] = 7.4 Hz, 3H) -

LRMS (EST*) m/z : 402.1 (M+H)" o

BEH]1-4 NCTU-SUN-26097 : (BB IEFEE2-(4-FHE E-3,5- — A
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g -2-5) A B ) SRR i K ) - 1 H -2 - [ d DK e - 5- E i)

O—
et
H

b ZBE A M AN SR FEEE A DI > HAh K EY) R B 0 B Bl E
B R 2 A F R B EIEREEEY) -

'"H NMR (400 MHz > }ff#-d¢) & 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, ] = 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)" o
BH1-5 NCTU-SUN-26098 : (4-TEEXFRE2-(4-FEE-3,5-“HE

MphiE -2- %) B B ) ER R R 5 ) - LH - 3 [d ] BRI - 5 - B B
Y

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

R CERE H4- T EFHER AR DAL - HoAth K2 W) R B 5 2 B g B
T TR K BEIEELEY)

'"H NMR (400 MHz > ANffH-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-EHEFHEE2-(4-HEE-3,5-“HE
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MEh e -2- ) B 5 ) ER e B 5 ) - 1 H - 3 [d] R R - 5 - B )

N
O
/Q\H/D H N
o\@‘}_v "
N 0

br L 2 A A R & A DAY - HAth S e ) e Bl A B 1 Bl
BRI 2 K FR > SEEELEY) -

'H NMR (400 MHz > Piffi-dg) 5 8.18 (s, 1H), 8.06 - 7.99 (m, 2H),
7.74 (d, ] = 8.8 Hz, 1H), 7.61 (d, J = 2.2 Hz, 1H), 7.56 (d, ] = 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)
A TR iR B A ) - 1H-FFF [d 15K ME - 5- B s

Y
-
D i
L
H G

b LB A CER AR LIS - HAth [ BV e 85520 BR s B & 4 1 R Fy
B R ERAL - BEIEELLEY) -

'"H NMR (400 MHz > Aff#-de) & 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, ]
=7.9, 7.5 Hz, 6H), 0.94 (t, J = 6.7 Hz, 3H) o

LRMS (EST*) m/z : 430.2 (M+H)" o
EH1-8 NCTU-SUN-27077 : BT EE2-(((4-F & E-3,5- — B AL 1E-2-
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B B ) in iRl A ) - 1 H-F 5 [d 10K - 5 - B g

D_
o A
)\WU%SH }qf’
O tll ‘D

bR LR A MR T B B LA - HoAth S EY) e B BRI BLE 5] 1
ATl 2 ¢ AL - B EEE(LEY) -

'"H NMR (400 MHz > Aff#-de) & 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,
] =7.0 Hz, 6H) -

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

PR L IE e - 2- B ) B B ) i i I B ) - 1 H- 28 3 [ d ] BRI - 5 - F i)
A

o

o H o
e o

bR B E IR O -3- 4 B & AU DASL > HoAth K2 W) R B4 e 2 B 35
EH T s R EE Y |SEEELEY -

'"H NMR (400 MHz > Nfi-dg) & 8.17 (s, 1H), 7.66 (d, ] = 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 (EST*) m/z : 440.1 (M+H)" o

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

O 5

b O BEE R 2- H A HER AR D HAML R EY) B B4 A B 1 B
B R R [SENEELEY -

'"H NMR (400 MHz > /Nf#-de¢) & 8.20 - 8.17 (m, 2H), 7.76 (d, J =
8.7 Hz, 1H), 7.63 (d, ] = 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) -

LRMS (EST*) m/z : 450.1 (M+H)" o
BFH1-11 NCTU-SUN-28087 : (4-EHE K EFR2-((4-HEE-3,5-=

FR R e -2 -5 ) R R ) SR iR R A ) - TH -5 31 [ d ] K R -5 - B i)
\

Q0
o —
Q H ‘O

b 2 B E i 4- B B R H B &K DA - HA R e ) B B 00 B b B
E R F R RSO FEREE RS -

'"H NMR (400 MHz > Aff-de) & 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, ] = 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 (ESI*) m/z : 450.1 (M+H)* o

BH1-12  NCTU-SUN-28091 : (2-BE E HEE2-(4- HE HE-3,5-2
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PR LI e - 2- ) FA B ) SR i R A ) - 1H-ZR 3 [ d ] DK R -5 - B i)
Y

NO., 0
R Reieats
H

b £ Bl 28 FH 2- B B B R AU DAL - oAt 2 B W) K B 15 2 B 15 Bl
EH T s R EE Y |SEEELEY -

'"H NMR (400 MHz > NB#-de) 0 8.16 (d, T = 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 (EST*) m/z : 481.2 (M+H)" o

EH1-13 NCTU-SUN-28092 : (B2 1 B B 2-(((4- FH &6 5 -3,5- — Hf
O -2- 55 ) BH B ) R iR Mg AR ) - 1H -2 [d 1Kk - 5- B B

D_
O
H O

br LB & IR HEE S DN > Hfh 2 JEY) R Bt 0 BRig Bl
B R AR . R FEEE(LEY) -

'H NMR (400 MHz > Nfi-dg) & 8.17 (s, 1H), 7.67 (d, J = 8.7 Hz,
1H), 7.45 (d, ] = 2.2 Hz, 1H), 7.09 (dd, J = 8.8, 2.2 Hz, 1H), 4.73 (dd, ]
= 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 ) - 1 H -5 [d DK - 5- B )
hN

o)
o~
\/g.r\@l:»_% }{lf’
Q0 H‘D

b L BER M 2- L& T EEEAE IS - HAL R EY) B B lE
B 1 i e~ R [ EEE LG -

'"H NMR (400 MHz > NffH-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)" o
BHH1-15 NCTU-SUN-28094 : (2-FEH Z#2-(4-FFEH-3,5-—HF

FRMEIE -2- 55 ) B AL ) no AR R AL ) - 1H -5 - [ d DKM - 5 - BL i)
Y

0
OOy
Q H o)

bR B R H2- A E L EE I - HAh R EY) BT BRI E
B 1 i e~ R [ EEE LG -

'"H NMR (400 MHz > }ff-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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HHI1-16
Z AN -2-5) B &) SRR ER AL ) - 1H-R I [d]RIE-5 - B F)

Y

s

o —

m\@lﬂ%—& \h',r
O H ‘D

frBRE 3,5, 5- = HECEENE LN - HAl S ey K 2L 25 5R Y

BB L o pT R 2 2 e 5 [ EIERE LG -

NCTU-SUN-28095 : (3,5,5-=FHECEE2-((4-FF&EE-3,5-

'"H NMR (400 MHz > Aff-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) -

LRMS (EST*) m/z : 472.1 (M+H)" -

'HI1-17

QEt O

NCTU-SUN-28096 : (2-Z & 5 % F B 2-(((5- FF &, 5L -4,6-
T EHELNHE I - 2- B ) B EL) ER AR ER AL ) - 1H - 2K 3 [d DRI -5- B )
Y

Q
Ao
L W
H (8]

frBRA M 2- LR AR HER A LU » HAh S EY) K B 25 Rt

BB L o pT R 2 2 e 5 [ EIERE LG -

'"H NMR (400 MHz > NFi-de) & 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 =

C207926PA . docx
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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- = FH R e -2-
B ) E) TR A ) - 1H- 5 [d]BKIE-5- B )

D_
o N /_??
/\H/ j@[‘*}—s\ \N %
Q H Y

B < Bl S PN Bl A AN - EUA S ) e B AR 2 B S B B B 1
i R JEEELEEY

'"H NMR (400 MHz > ANff#-d¢) & 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, ] = 7.6 Hz, 2H), 2.24 (s, 6H), 1.22 (t, ] = 7.6 Hz, 3H) ©

LRMS (ESI*) m/z : 388.2 (M+H)" -
EH1-19 NCTU-SUN-21125 : (4-§FE FE2-(((4- & H-3,5- — HE M
IE -2-55) B A ) AR AR i AR ) - TH - 3 [d DKM - 5- Fe )

Cl 0—
o F
\Cﬁ'\/\@}—s‘ N—7
0 N N

b LHE R H4- 2R HEEZE DI - HAL R EY) K BT Bt B E
B 1 e Frfed) il 2 i SE AL, > I/REEE L EY) -
'H NMR (400 MHz > Nfi-de) 5 8.33 - 8.12 (m, 1H), 7.76 (d, ] =

i

il

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)
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LRMS (ESI*) m/z : 470.2 (M+H)" -
EH1-20 NCTU-SUN-21126 : 3-HEFXFH2-(4-BHE-3,5-=
PR BN -2- B ) R ) ER AR AL ) - 1H -5 [ DR UR-5- Ko fig)

D_
(j y _
G N
Lo 7

o N o

B 2 Tl & PR 3- 1 2 O R A AR DS > HoAth S HE ) R B 4D B s
FHI R I EHE  BEIERE LG -

'"H NMR (400 MHz > Nfi-d¢) & 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-%) B L) ER iR AR AL ) - 1H -5 [d1DK MR - 5- B B

O_
WO
0 H\D

br L A B ER S DAL - HoAth S e W) B B A BR T B ] 1 1 Fy
B R ERAL - BEIEELLEY) -

'H NMR (400 MHz > fii-de) & 8.17 (s, 1H), 7.67 (s, 1H), 7.43 (d,
] = 2.2 Hz, 1H), 7.08 (dd, ] = 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)
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LRMS (ESI*) m/z : 444.3 (M+H)* o
B H1-22 NCTU-SUN-21129 : (4-EBFHEE2-(((4-F & H-3,5- " HEm:
e -2-55) B L) ERRR RE B ) - LH - [d DR - 5- B Fg)

FGY .
0 \C[?—S‘b N

N
H

EE

R R E H4-F A HEREAE DA HAh R IEY) R BLE BRI E
i R A 2 E AL - FEEE(LEY) -

'"H NMR (400 MHz > NFi-de) & 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 -2-55E2-(4-EHE E-3,5-
—FAENEE -2-5) B ) SRR R AR ) - 1 H - FE [d] 9K - 5- B )

r}ig);
G
O H O

R LR A T(Z)-2- FHEE T -2-Jh Bl & AU DAL - HoA [ EY) R 8L 0
BRI BIE 1 A~ L BEIEELEY) -

'"H NMR (400 MHz > Nfii-de) & 8.18 (s, 1H), 7.68 (s, 1H), 7.46 (d,
] = 2.2 Hz, 1H), 7.19 - 7.01 (m, 2H), 4.72 (s, 2H), 3.75 (s, 3H), 2.24 (d,
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- &N EE2-(((4-F & E-3,5- — FELMEBE-

5 62 HEEHIRIIE)
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2-5) A E) iR A ) - 1H -5 [ 19K - 5-Ee i)

0!
e ﬁ}fy
8 N N
N—g N
& \©:H>_ 0

b £ Bl B 2- W IN B E AR DASE - oA R W) R Bt T B s B ) 1
TR R - BEEELRGY) -

'"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, ] = 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 : B (2-(((4- & F-3,5- = L BE -2-
) P &) R A) - 1H-F 3 [d]KE-5-B) BB =T &8

G._....
Boc \©:‘*>—5 N—2
N B
H

(R mBARBHBRE =T ERRE D » MR IEY) & BLH T 5
B 1 R R R - BRI LG -

'"H NMR (400 MHz > ANff#-de) & 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-$%B82-((4- B & & -3,5- =
FHFR ML e - 2- B ) B &R ) SR iR R B ) - 1 - 3 [ d ] DK R - 5 - F i)

% 63 HEWHRTE)
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0 N
o
H o}

b 2R B H(Z)- T -2- )5 B & A DLAN o HoAth &2 e W) R B 15 20 B b B
EHI TR SR > BEERELEY

'"H NMR (400 MHz > AffH-de) & 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,
] = 13.6, 2H), 3.74 (s, 3H), 2.25 (s, 3H), 2.24 (s, 3H), 1.99 (dd, ] = 6.9,
1.7 Hz, 3H) -

LRMS (ESI*) m/z : 400.2 (M+H)* o
BHH1-27 NCTU-SUN-12125 : (3-FiE T -2-}FEE2-((4-FHE H-3,5-
FR AL - 2- 5 ) B B ) nn iR M AL ) - 1 H - SR - [ ] oK ME -5 - B )

bR CBE R A 3-HE T -2- R A LA - HAh K EY) R B2 BR 15
ELE I TR A F L BEREE(LEY) -

'"H NMR (400 MHz > Aff#-de) & 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)" o

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

5 64 HEETIEREIE)
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B0 -2-5) &) SH iR i &) - 1H -5 [d]BReg-5- B f)
7\

0 N
oLy,

N

H

W

EE

b £ B S kI -2- R SR DASN - HAN R Y R B D B B
i R A 2 E AL - FEEE(LEY) -

'"H NMR (400 MHz > Nfi-de) & 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, ] = 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)"
BHI1-29 NCTU-SUN-12123 : (FR{EEE2-(((4- FF & & -3,5- — A
IE-2-5) A AL ) En iR B B ) - 1H- 2R 3 [d 1Kk - 5- B Fs)

D_
O N N
Lo w
M
H

W

bR LB S NG BR AR DUSL - HA R IEY) K B 2D R L E B 1
AT 2 SR FEIEE(EEY) -

'H NMR (400 MHz * Afi-d¢) 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)
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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 ) SH iR B AL ) - 1H -5 [d]BKER-5- B )

\)\f‘:‘ o
s s
H O

b OBRAM2-H A TERANRET LI HA K Y & B0 B P g
i R A 2 E AL - FEEE(LEY) -

'"H NMR (400 MHz > ANff#-de) & 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 ML e - 2- B ) B B ) ER R R B ) - 1 -8 3 [ ] KR - 5 - E )

%gﬁ

b £ B S BR T B AR DAAN > HoAth S JE Y R B o0 B S L
PR AR A < 2 F R B EEB(EEY) -
'"H NMR (400 MHz > }Nff#-d¢) & 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
2 66 H(ZEFRERITE)

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-(2-8&FH) W IHEE2-(4-HE
B-3,5-Z R ELMENE -2- B ) B ) TH iR B AL ) - 1H -5 5 [d] BRI -5- B )

@CY g
e 3
DU%S“ N7
N 0
H

br LR A M2- B AR HEERNRE LI - B ey B0 B g
PR AR A < 2 F R B EEB(EEY) -

'H NMR (400 MHz * %fi-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, T = 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, ] = 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 -5 ) B B ) B AR AR 5 ) - 1 H -2 [a ] oK - 5- B )

D_.
S e T
o N \‘b
H

fr R A M6 RO AR LIAN - HAM R Y e B 20 B a5 B E 3] 1
TR AL 2 R FRC - FEIRE(LEY) -

5 67 HEEHIRIE)
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'"H NMR (400 MHz > Aff#-de) & 8.17 (s, 1H), 7.68 (d, J = 8.5 Hz,
1H), 7.44 (d, ] = 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, ] = 6.7 Hz, 2H), 2.66 (t, ] = 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)" o
BHH1-34 NCTU-SUN-11021 : Q-S X HEB2-(4-F K HE-3,5-_HF

FRIEIE -2- 55 ) B AL ) T R i AL ) - 1H -2 - [ d DKM - S - BL i)
kN

F O
o A
T+
0 H 0

b B R M 2- R HEEE A IS - HAL R EY) B B Bl E
B 1 i e~ R [ EEE LG -

'"H NMR (400 MHz > Affi-d¢) & 8.24 - 8.13 (m, 2H), 7.78 (dddd, J
= 8.4, 7.4, 4.9, 1.8 Hz, 2H), 7.64 (d, ] = 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) o

LRMS (EST*) m/z : 454.1 (M+H)" o
BH1-35 NCTU-SUN-11020 : 4-EHEE X HEE2-(4-F & E-3,5-

T AR - 2- 5k ) R R ) B R R AR ) - TH - SR 3 [ d DK e - 5- B )
\

,fD@\W /_}j{:
S—g N /
o N "‘b
H

% 68 H(EWHRITE)
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bR LR A R 4-H AR HER S DU > HA R FEY) K B B 1
B 1 R R R - BRI LG -

'"H NMR (400 MHz > Nf#-d¢) & 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 AL ) SRR R L ) - 1 H -SRI [d] DKk - 5- B )

\
D
0 M /—??
L s W
N D

o

b% 2 B E R G- - HER R DL > EoAh 2 M) R B 7 0 B 1 Bl
EHI TR SR > BEERELEY

'"H NMR (400 MHz > AfH-de) & 8.16 (s, 1H), 7.64 (d, J = 8.6 Hz,
1H), 7.37 (d, J = 2.2 Hz, 1H), 7.02 (dd, ] = 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-—

FH B e - 2- B ) FR L) SR AR iR B ) - | H- 28 5 [ d ] BRI - 5 - )
hN

O
7
N —
fﬂlw@%s\w
D H\D

69 HEWHRTE)
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201811754

b5 2 Bif 52 P R -5 - B R SR DASN LAt 2 FE W) R B S B b B
B HI 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, ] = 8.8 Hz, 1H), 7.67 (d, ] = 2.2 Hz, 1H), 7.39 (d, ] = 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- " BAELIE e -2 -5 ) B 2L CH R AR L ) - TH - 3 [d ] 9K - 5- B B)
kY

O
N
W
N O
H

br LB AR M 4-GE =T B EHEE R B LI - HAL K EY) & B 7 5
HELIE FI R FTE A R F R BEEELEY) -
'"H NMR (400 MHz > Hfg-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-
THELEE -2- B ) B B ) T R R AL ) - 1H - [d R -5 - B )

5 70 HEEHIEREIE)

C207926PA . docx
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N
F 0
O N "
H

br LR A 4-2-3-F A HER R UZ LA - HAth S FEY) Fe B0 BE 15
FLE 1R AT 2 B BEEE(EEY) -

'H NMR (400 MHz > fi-dg) & 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, ] = 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-FF & £-3,5- — H A1
g - 2- %) B B ) B AR B S ) - 1H -2R 3 [a DR MEE - 5- Eo )

\D
B0 r}?
T Lo v
H o

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

'"H NMR (400 MHz > Nfi-d¢) & 8.17 (s, 1H), 7.69 (d, ] = 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 (ESI*) m/z : 416.1 (M+H)" o
BH1-41 NCTU-SUN-25016 : (JKEE2-(((4-FH & EL-3,5- Z EHELMuE-

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

A
o}
O M /—?jf
N\"/\CE%S\ N
0 N Py

b £ B A T ER SR LS - HoAth [ fEY) fe B4R 20 BR g BB B 1 R Ay
B R ERAL - BEIEELLEY) -

'"H NMR (400 MHz > Aff#-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, ]
= 7.4 Hz, 3H) -

LRMS (EST*) m/z : 416.1 (M+H)" o
B H1-42 NCTU-SUN-25017 : (4-FSEFHE2-(4-BHEE-3,5-=

FH ELIE e - 2- B ) B BL ) R AR R B ) - | H - 28 5 [ d ] DR - 5 - F )
N

T W
L N \b
H

b 2 B E FH 4- 5 B R H B & AU DA - HAM R e ) R B 00 B b B
EHI TR SR > BEERELEY

'"H NMR (400 MHz > NffH-de) & 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, ] = 7.2 Hz, 6H) -

LRMS (ESI*) m/z : 481.2 (M+H)* o
B 1-43 NCTU-SUN-25027 : (BB T HEE2-(((4-FF & H-3,5-_H
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B Mhme-2-5) D) iR i AL ) - 1H -4 3¢ [d DRI - 5 -2 )
b

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

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

'"H NMR (400 MHz > Aff#-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 & &-3,5-—H
R IE - 2- 5 ) B AL ) BN AR Il A ) - 1H FIF[A]1BRME-5-FL )

0
N
ST
O ﬁ be!

br LB A A EYy -2- R S AE LS - At S fEY) R B m D R g

PR AR A < 2 F R B EEB(EEY) -
'"H NMR (400 MHz > NF-de) 6 8.18 (s, 1H), 8.04 (dd, J = 3.8, 1.4

EE

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)* o
B H[1-45 NCTU-SUN-25029 : (2- BE TR 2-((4- B & £ -3,5- —H

BLIEE 0 - 2- B ) B B ) BE AR S ) - 1 H -5 [d DK - 5- B )
hY

O
\/H/\@%s\ N—7
O H ‘0

br R R H2-HE T &AL HAil L EY) KB FH BRI E
PR AR A < 2 F R B EEB(EEY) -
'"H NMR (400 MHz > Aff#-de) & 8.17 (s, 1H), 7.68 (d, J = 8.7 Hz,

i

il

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 (ESI*) m/z : 416.1 (M+H)"* -
BH1-46 NCTU-SUN-25030 : (3,3- " HE THEE2-(((4-HE H-3,5-—
B BL L nE - 2- 5L ) L) B AR AR AL ) - 1H -2 3 [d] DR k-5 - B )

\
O
RN YaY
s! P

bR OBREH3.3- _HE TER R LA » HAth S FEY) R Bl fF 0 BR g B
EHIF A o RN SREBE(EEY -
'"H NMR (400 MHz > Nf-de) 6 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) -

LRMS (EST*) m/z : 430.1 (M+H)" -
BEH1-47 NCTU-SUN-25031 : 2-HEEREZ2-(4-BHEE-3,5-—

PR LI e - 2 -5 ) FR B ) ER iR A ) - 1H-ZR 3 [ d ] DR R -5 - BL i)
Y

8]
T
o N ‘vb
H

b 2R & 2- H S & LB A LU > HAth S HEY) K B T B s Bl
FHI R I EHE  BEIERE LG -

'"H NMR (400 MHz > Aff#-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-%) BB ) ER iR R AL ) - 1H -5 [d1DKMAR - 5- 5. ) B Z AL B

Y
O
oo o
\H/\C[:\)—s\ N—7
8] H "'0

br LR R S R L E B UR DAAN > HAth S EY) R B 0 BR g L
PR AR A < 2 F R B EEB(EEY) -
'"H NMR (400 MHz > Aff-de) & 8.17 (s, 1H), 7.69 (d, J = 8.8 Hz,

IH), 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, 7H), 1.35 (¢,
J =7.1 Hz, 4H) -

LRMS (ESI*) m/z : 404.0 (M+H)" -
HHI2-1 26065 : 1-(BRIFE-2-F FHE)-2-(((4- A& E-3,5- " E Mg -2-5)

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

O
ecT2ss
" M
GJU%NH h.’f
N

F4-5,-3-H EEEEEL (5.0 g, 27.0 mmol) A E/KMeOH (30 mL)

B BIARIIH2S0q (5 mL, 0.3 M) » i R SECR S Y TN 28 2 B 7 8 12

o REBEITLRE T L5 BHE R ER G YA EtOAc (150 mL)H
FIF8EFINaHCO; (20 mL x 2) ~ 7/K(10 mL x 2) & EI/K(10 mL) JEHE «
EtOAc/g & MK MgSOLFZ IR 22 3% » 1BF E H B EfS 2 4- 3 -3- B A K H
% H B 52 (95%)

KA K CHLCL, (50 mL)$ 2 L4912 (2.0 g, 10.2 mmol) & 2-f# A
H AR (38 E)E 2R THEAE2 h - RIETERE » BB E 2Bl 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 75 R R i §¥F
EE(ISEE > 71.4 mmol) & HEE#%(7.5E & » 35.7 mmol) » i P75 & fE
RAEYALER T H#E30 min o {1 ESERE > FERIEY S LR EBIEZnEE

755 TR RN AR EE W) VA i S CHLCLy (100 mL) e o 86070 B 2 HH I 922 308 g HH Il
R & 8 DUR BHE G4 (92%) -
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[EFIDCMIEEE (L EYI4 (1.0 g, 4.0 mmol) » ZARIRIN1.2E ECNBrll
=R N - /N 2 1% A MIHDCM R KZZRUR G o REA 2 bRl 75
SR e aCHEY LIEES (60%) -

[ 2 - P - - (PR IR - 2- Bk B AL )- TH- SR [d] K g-5- FH S HH AR s S (0.05
g, 0.18 mmol) ¥ Z A5 (10 mL)d 7 5K ANHIIK-CO3 (0.0497 g, 0.36 mmol)
FKI (0.0089 g, 0.054 mmol) » 7 {&RMN2-(FH E)-4-FH §5-3,5- _HE
MEEBEG (0.041 g, 0.22 mmol) » i K RSP ENR6/NE < 6 h 218 - A
7RSS > R ER S Y F e FINaHCO; 7K %5 7% (10 mL)#% 2 H FEtOAc
(3* 10 mL)=£HY -

& BF 2 A PAH B AT B K (30 mL) Zeifk o 8 rh 85 B2 B A T i 58
8% H &/ EtOAcH{LHEY) - 1£150.053 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, ] = 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) § 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 & E-3,5- HHEMLDE-2-5) BB ) e B )-1-
A - 1TH-FEF [d]KME -5 - B g FH B fis
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A
o
Xy
. M 5
N

B b i N - - AR LAS - HoM R e R B 0 BRI B (511 2- 1 o i el
gt WERM . FEIER(LEY) -

'"H NMR (400 MHz > Hfg-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 HEMLE -2- 5 ) FH &) B B )-1-(3-

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

O
e ve
~ N
OJ\C[ \>—NH \N;"{
N

Y
PRAE R 3-HH R EN-1-B A DAL - HAh [ EY) K 8L 7520 BE s L ]
2-1 9 F L 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, ] = 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-ds) § 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)" -
BEHI2-4 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 mmol) 2 fii7KMeOH (30 mL)

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

° REBEIE R T AR - R B SEE &Y E Y EtOAc (150 mL)H
MAEANaHCO; (20 mL x 2) ~ 7K(10 mL x 2) & EI7K(10 mL)JEHk -
EtOAcfg & MEKMgSO, 2RI 253 » BT E H ORERE Z4-5-3- B 2R
iz FHE 52 (95%)

B 7K CHLCL (50 mL)YH Z{E&972 (2.0 g, 10.2 mmol) FzEIR-2-
EHEGEEVEER M2 h - RIESNKE - ROERERIERSHRE
R A bEEY USRI AR HEEES3 (90%)

B &3 (2.0 g, 4.8 mmol) 2 fii/KMeOH (100 mL) 1 Z 757K A il #¥
EE(ISEE > 71.4 mmol) R HEz#% (7.5 & » 35.7 mmol) - i AT 15 S e
REVHE R T30 min - fE SRR - FBIIAY R L IRBIEZnE -
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7B IR E ) A AR CHLCly (100 mL) o1 6 200 2 FH R 5 768 g L I
AR &% DR b &4 (92%) -

fEADCMIFEREE S Y14 (1.0 g, 4.0 mmol) > 2R {&IANIN1.2E ECNBr2A
LR TR HE - 8/ Z & HT A DCM KK ZEHUR &9 A B L BRIl 38
MR E T EHEY LIEE]S (60%) -

[ 2- i - 1- (BRI - 2- 5k B L )- TH-ZR 5 [d BRI -5- i B B S S (0.05
g, 0.18 mmo) A ZRE(10 mL)F 2 75K A IIKL,CO; (0.0497 g, 0.36 mmol)
KKI (0.0089 g, 0.054 mmol) » Z&IRNN2-(FHE)-4-FH & -3,5- HE
HEBE6 (0.041 g, 0.22 mmol) > Wi{E R IER SVIEIR6/NE - 6 hZ1% - H#F
T 7R3 > 0 R S YR 8F0 NaHCO;7K AR (10 mL)#5%% H FHEtOAc
(3* 10 mL)ZEHY © & 6F 2 A 1% AH H sE A0 B8 7K (30 mL)I ik - M BE
TR E 8% H R/ EtOAc{LHEY) > JE1E 1-(BRIF-2- B H A)-2-(((4-
SR Ak -3,5- T AR I e - 2- B ) B ER ) B 5 )- L H- 25 5 [d DR PR -5 - B i FH B s
7.

HLAETEARARCE 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 BRE-5- B B% B B 57 (0.053g, 0.126 mmol) it
EtOH/H,0 (1/1, 3mL)¥ 275K A INaOH (0.0251 g, 0.63 mmol) - 1 h 2
& > IR - IR ER &Y s A HCIKIE R (10 mL)#% ¥ H
EtOAc (3* 10 mL)ZEHY - & fF 2 3 tAH A B AT BB /K (10 mL) %k - #5mH
W E AT EH20% HEE/ EtOAcHi{EHEY) > 1£150.030 g2 H EEAR
ZEREYI(65%)

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

N
. N 0
X gt
N
”ﬁ s

B3 Bz i G- 1- e A DA » A 2 e W) e BB A 2 B 3 B 5] 2- 1 o oy ]
A EREN - 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 I3 [d]BKeK-5- R g

N
O
L
N
Ho)‘\@[ v ‘F\I 4
N

B b N - - AR LAS - HoM R W) R B i 0 BRI B 5 {511 2-4 v T 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)" -
HHI2-7 26071 : 2-(((4-FF & EE-3,5- T R EMENE-2-5) FE) B & )-1-(4-
FAEETE)-1H-FF [d]BRME- 5- R B B s

SUNPECE
e M -
Ok@j%NH \l‘\l’/

N

O
|

[ Bz P (4 - EE SR 5 SR80 ) B B (RS DAL o oAt S B ) R B g o0 B B L B
fl2- 1 pr Rt > (SR, B EREEEY) -

'"H NMR (400 MHz > Hfig-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, ] = 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
BEH2-8 21105 : 2-(BE((4-FHEE-3,5- ZHEME-2-BE)FE)BE)-1-
(2-(GRT-1-¥%-1-F) ZE)-1H-FEH[d] PR -5- g

PRI H2-GRC-1-16-1-5) 2R (& US> ELA R HEY) ke B 20 B9
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B (2-4 0 FrfE il < R F R0 - BEEE(LEY) -

'H NMR (400 MHz > Hif2-d,) § 8.17 (s, 2H), 8.07 (s, 1H), 7.82 (d,
] = 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 > HE2-d,) 5 156.95 , 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)+ o
BHI2-9 21104 : 2-(B(4-FKE-3,5-Z“HEMIE-2-F) FE) BFE)-1-
(3-EF'%%W%)-;H-%#M]%H%-S-EE@

0 N

HO/U\E;FN*}_N N
N \_ﬁ\:j}i
SRS
o
3

B e 13- FH | AR N - 1-Be (RO DAAh » EoAth S E W) R B 20 B s B )
2-Arpf AL 2 7 H AL - BEAEE(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-dg) & 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-F) B E) I &) -1-
&EC;IH-“Z“E#M][%K”%-S-EF'@

3\
N Q
HOJ\CE %“L}?
N
N

$

B Bz rh - 1-He AR LAS - HoM R W) R B i 0 BRI B (511 2-4 v P el
gt WERM . FEIER(LEY) -

'H NMR (400 MHz, DMSO-de) & 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, ] = 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)"
BTH2-11 26077 @ 2-(((4-FA&E-3,5- A ELLIE-2-5) FE) EE)-1-
(4-E'%E*E)-lﬂ-ﬁf[d]%”&%fﬁ%

i 33
o T
@9

G
A

P Bz 1 (4- FH S ) B R (O DASE > oAt S e 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-FFKE-3,5- " FE M -2-5) B &) I &) -1-
(3-FHEENE)-1H-ZEIF [d]BRMEE-5- R
\

[
O e —
MNH M
*@E;%

O
}

B bz 13- B & AN - 1- B U LS - HoAth S e Je B 0 BR 5 B g {3
2-4rp P A 2 W HRRLL - FEIER(LEDY)

'"H NMR (400 MHz > Efig-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, ] = 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 > HfgE-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)" -
HH2-13 21116 : 1-2-(RC-1-$&-1-F) Z&)-2-(4-FHEHE-3,5- =
Eﬁ%“&bﬂid-g)EF'%)@%E)-IH-%#M]W%-S-EF'MEF'EEE

o
e
- N
DJHCE%NH hf
N

5

PRI H2-GRC-1-16-1-5) 2R (& US> ELA R HEY) ke B 20 B9
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L H2- 1R FrfE il < 0 ZF 0 - BEEE(LEY) -

'"H NMR (400 MHz > Aff-de) & 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, ] = 3.7 Hz, 2H), 4.17 (td,
J =7.2, 1.2 Hz, 2H), 3.84 (d, J = 1.2 Hz, 3H), 3.79 (d, ] = 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#-de) § 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-E) 2 H)-2-(4-FHEHE-3,5-=
EF'%HH:H%-Z-%)EF'%)\F’&%)-IH-%#[d][&K"&-S-EF'@

0
b
HO*C[N\HH N
N

PR 2-GR - 1-06-1-5) SR OB DAL » HoAMh S HEY) R B iR 20 BR 19
ELE FI2-4 R Fri it - 5 A - [REREELEY) -

'H NMR (400 MHz, DMSO-d¢) & 8.15 (s, 1H), 7.70 (s, 1H), 7.56
(d, J = 8.2 Hz, 1H), 7.15 (d, ] = 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 ¢

HH2-15 21118 : 2-(((4-FFEE-3,5- ZFHEMLIE-2-E) R E) RE)-1-
%Z%-lﬂ-‘fﬁ#[d]%ﬂ%-s-ﬁ@ﬁ%ﬁ

L 2o
AR Sut Y
Nb

B b th 2- T 5 SR RO DASh - HoAth S e ) B B4R 20 BR 39 Bl g {3 2- 1
Pl > 1 H 80, 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, 5SH), 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
fig-dy) & 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
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B P th 2- T 5 SR RO DASh - HoAth S e ) B B4 20 BR 39 B 5 3] 2-4
Pl > 1 H 80, JFEER(LEY) -

'"H NMR (400 MHz > Hfg-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, ] = 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 > Hfg-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-EF%

O

0 N

HO/LCE”}—N -
N \_Q
I
FRAE N -1-FE 02 DAY - HoAh 52 ) ke B4 20 B #5 B 8 {91 2-4 FR BT
it 2 W EFERL > BEE-ELEY -
'H NMR (400 MHz, DMSO-ds) 5 8.09 (s, 2H), 7.88 (d, J = 1.6 Hz,
1H), 7.68 (dd, ] = 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),

% 88 HEWHRE)
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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- " FAME-2-5) B E) B E)-
1-ZR ZE-1H-FFF [d BRI -5 - F g

N,

o

o N

N
HOJ\©: \>—N N—
N \_Qf

bR be R 2- A LR O DASN > HoAth S FE ) B Bl 20 BR Eg B g ] 2-4
Frisia ~ 1 80 > BEE-ELLEY) -

'H NMR (400 MHz, DMSO-dg) & 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 Nap My
OOy
05
o 4-(R BH EH)-3- AR HE1 (5.0 g, 27.0 mmol) ¥ 4K K
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MeOH/CH,Cl, (3 mL: 30 mL) & 7 B /A DCC (1.2 &) & DMAP
(0.005E &) » MFF SR EYE 2R N EFF16/NE < K EIZYDCUBIE
ol SR E R E A EEEY) - BRERECER Z4-CRHE)-3-4
BRI HH i FH A

R 7K CHoCLy (50 mL)H ZAE&%)2 (4.0 g, 14.5 mmol) K 2- i 5
HHEBRIE (38 B =0m N IRFF48/NRF o fE R IESERTR - 5 PRVE R 7
R E TS EY DU 2 AR H BREE3 (82%) -

F{EGP3 (3.65 g, 11.9 mmol) jRiE/KMeOH (100 mL) 5 Z &R I
SnCl,.2H,O 3.5E &) » WEMERIER YOI 105788 © £ K5k
% R T IREIEEIE YR RR A% - fEHEYIE1 N NaOHELZ
B Jls 2 Mo B - M 28 LB (3 x 20 mL) ZE HUK & I 5 & fF J& &K
MgSO,Fz sk HALRBE T RdE Lls b a4 (87%) -

fEADCMIFEREESYI4 (1.0 g, 3.8 mmol) > ZA{&ININ1.2E ECNBrA
LR TR HE - 8/ Z & HT 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- T o PR MR - 7- B B FHEL S (0.3 g,
1.05mmol) i Z & (20 mL) F 2 5 & AN HTK,CO;5 (0.29g, 2.1 mmol) & KI

fE2 (76%) -

(0.005 g, 0.03 mmol) > Z&IFM2-(FHHE)-4- B & E-3,5- - HELMELE6
(0.722 g, 3.89 mmol) > Wi SR EVIEIRM6/NEF o 24/ Z1& - i 7E H
I W KR &Y 8 AINaHCO; /K% (30 mL)#5FE H FHEtOAc (3%
30 mL)ZEHT -

i 5 OF 2 3 1% A FH B R B 7K (30 mL) Rk - #E Y BB AL AT (5 A
8% W IF/ EtOAcHi{LHEY > #5043 gEHOER L dEYNCTU-

% 90 HEHHRTE)

C207926PA . docx



201811754

SUN-26079 (70%) -

'"H NMR (400 MHz > H[g-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, ] = 7.9 Hz, 1H), 6.60 (d, ] = 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 m12-(BR - 1- 0 - -5 SR (O DASE - ELA S ) Fe B4 1 28 B39
B B3- 1 At 2 (i AL - IR IR L&) -

'"H NMR (400 MHz > H[g-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-FEE-3,5- Z FEMIE-2-5) F &) B E)-3-(Bk
IR -2- % B K ) - 3,4 - — o, R Ik b - 7 - B g PP R S

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

N

05

B H3-1 R TR A E - FERELLEY) -

'"H NMR (400 MHz > H[g-dy) & 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 ) e Er)-3- [R & -
3,4-25@%%7@@?%@%

o

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

'"H NMR (400 MHz > Hfg-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 > Hfg-d,) & 165.84 , 165.03 ,

5 92 HEEHIEREIE)
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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-BHEF-3,5- “ FHEMELE-2- 5 ) FHE ) B )-3-(4-F
SETE)-3,4- o A -7 - B B R B

o

fT
o
0 N

N

[ Bz P (4 - EE SR 5 SR80 ) B B (RS DAL o oAt S B ) R B g o0 B B L B
B3- 1P prRd a2 (SR, B EREEEY) -

'"H NMR (400 MHz > H[g-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- Z FEMLNE-2-5) F &) B E)-3- (3-
H SN ER)-3,4- Z SR -7- R

Nx N o,
G RaS
S
Pl 13- B SR B P9 - 1- B (U DA - HoAth S e e B iR 2 BRI B 3]
3-THRTEM 2 R FH > BEEEEEY)

B 93 HEWHRE)
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'"H NMR (400 MHz > H[g-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, ] = 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, ] = 5.7 Hz,
2H), 2.27 (s, 3H), 2.04 (d, ] = 4.9 Hz, 6H), 1.29 (d, J = 3.5 Hz, 2H) ;
LRMS (ESI+) : m/z 413.3 (M+H)*
EH3-7 26089 : 3-(BRIFE-2-F B EL)-2-(((4- F & E:-3,5- ~ FEMLE-2-5)
BB B A )-3,4- o I Ik - 7 - EF i

o N%I/NH
"N
&O

Al 4-(OR BOE)-3- 3 B R HEE 1 (5.0 g, 27.0 mmol) fY fi& /K
MeOH/CH,Cl, (3 mL: 30 mL) & 7 B /A IDCC (1.2 &) & DMAP
(0.005E &) > WFF RSP =m N 16 h o KEIEYDCU S JE H
RS EEEERTAEHEY) - BEEIKE GBS Z4-CR HE)-3- &
7 i A B2 (76%) -

7K CHLCL, (50 mL) ZAEE Y2 (4.0 g, 14.5 mmol) k& 2-f7 4
HHEBRIE (38 B =0m N IRFF48/NRF o fE R IESERTR - 5 PRVE R 7
R E TS EY DU 2 AR H BREE3 (82%) -

F{EGP)3 (3.65 g, 11.9 mmol) jRiE/KMeOH (100 mL) 57 Z & 7RI
SnCl1,.2H,O0 (3.5 &) » W {E SR P00 10 min o ££ 5 ) 56 Bl
& » B R LR BRI E YR IR 23 o (EHEY 1 N NaOHELZ
B Jls 2 Mool - M 28 LB (3 x 20 mL) 2 HUK & G i & fF J& &K

5 94 H(EEHIEREIE)
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MgS O, 5z 1% H AL TR 4 IR (BG4 (87%) -

[EFADCMEE({L &4 (1.0 g, 3.8 mmol) > ZR{R/FN01.2E ECNBrLA
TEZ R N IE - 8/NF 2 1% B[ A FIDCM F K ZEHUR &) o A B BRI S
HaRE R CHEYLIRES (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) F1 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 X fERGYIENR6/NEE « 24/ NEF 2 1% » (R IEH
S R FER-S YA 6EFINaHCO; /K% (30 mL) %52 H FHEtOAc (3%
30 mL)Z£HY o

R’ & OF < A P A e A0 ER K (30 mL) JE0fk - #& 6y BE ML A 5 A
8% H s/ EtOAc#(LAHEY) LUERS 3- (PR 0 -2- B8 H 6)-2-(((4- H & & -3,5-
T HH R ORR E -2 BL) B OER) R R )-3.4- g MU -7- R HHOERBRT 0.43 ¢
(70%) o

FLAE B (& 14 T 1m0 3- (R IR - 2- B B R ) -2-((4- HH & AE-3,5- T HH ER I -
2- BB EOREA)-3.4- ZF M -7- H EE A BT (0.43g, 0.99 mmol) ¥
EtOH/H,0 (1/1, 10mL)§ .2 R /INaOH (0.198 g, 4.95 mmol) o 1/\E%
2% o RERIZERE R ECR G Y A AT HCI/K A K (30 mL)#% FE H A
EtOAc (3* 30 mL)ZEHY - & 0f < A A A e AT EE 7K (30 mL) %8k - #5H
WRRE T (EH20%HEE/ EtOAcHi{LHEY) - 15027 gE 0GB
< HEYI65%) -

'"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),

95 HEWHRTE)
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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 > Hfg-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- —FEMIE-2-B) B E) I E)-3- R E-
3,4- G e Ipk-7 - FH R

-

0

53 Bz i G- 1- e A DA » A 2 e 1) e BB A 2 B 3 B 451 3 -7 o Py 3]
A EREN - BEEELEY -

'"H NMR (400 MHz > H[g-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, ] = 4.0 Hz, 2H), 0.97 - 0.92 (m, 3H) ; ; LRMS (ESI+) :
m/z 411.3 (M+H)* o
EH4-1 NCTU-SUN-12082 : 1-2-(B-1-%-1-F) ZE)-2-(4-BH &
%-3,5-:Eﬁ%“ﬂ:ﬂ%-z\-g)Eﬁ%)ﬁﬁ%)-lH-%#[d]%ﬂ%-S-E'&Eﬁ%m

Q
A
N
N

% 96 HEWHRITE)

C207926PA . docx



201811754

=] 4= -3- 1 AR HEE 1 208 IO IIH2SOy (S mL, 0.3 M) » i KF f2 JE
VIMEVE [EDR  FEREE T LBRVBH - K B R G VB T EtOAC
o (HEtOACZ4E /K MgSO.HZ 2 75 3% » R E QBRI 4-7-3-1
EORH g H AR -

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

FEEYI3 2 B RNINFEEE R H B 8% - WAL =00 TREMERIERS
Y o (L HESER 1% - MBIBZnEE G R R 2K 3 0 H R E WA R A CHLCL,
o MR B I B R R I A T 2R A DU B &4 -

E50C T LG4 KB RNIIN 282+ 2 5Bk & KOHEf
GE8/NEF < SRS Z B A1 FHEtOAc R K ZEHY « ZE &8 /A 4t (LM
EYLIEES -

| 1-2-CR 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- (R H A5)-4- HH 8 & -3,5-
THAMEEG - Wi R SYIENR o KA RIS R IERGYIMER
FEtOACcZZHY -

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

g
oy

'"H NMR (300 MHz » Nfid-d¢) 0 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, 5SH), 2.25 (s, 3H), 1.99 (m, 2H), 1.80 (m, 2H), 1.62 -

1.38 (m, 4H) -

55 97 HEEHIEREIE)

C207926PA . docx
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HHl4-2 12083 : 1-2-(GRT-1-%-1-8) Z5)-2-(4-FEE-3,5- " FE
MERE -2-5 ) B B )it &L ) - TH - 3 [d oK MR- 5 - FR iR
\

o
D pr—
Ho/u\@:“\}_ S/_EN_A}*
N

5

[F]4-3-3- T AR HEE L 28 ROAIIH,S0, (5 mL, 0.3 M) » iR e
EYIBZE LR - A£REE T EFRER - R R & Y)IE R EtOAC
1o EEtOACE &L i /KMgSOLFZ Il 75 3% » BB E 0 @ E 38 2 4-%-3-14
ELIR G FH AR

ML EY2R2-GRC-1-15-1-B) 2R E =0 T2 h - KIESER
% REOEELBRAALHEEY DUS S0 AR H LS -

F{EE VI3 B RONINFEBE f Bk 3% - AE 20/ NMBFEMBRIERS
) o LR HESERGTR » IBIE Zn BE I RE R IR Z& % - H R E YIS R CH,Cl,
o R VR < FH B R R I R A B R 2 LIR B a4 -

FE50C T & Y4 2 SBH A RRIN LB F 2 Z i bk &k KOHEF
ES/NEE - SEEY O A A FHEtOAC K /K ZEHY o 7% 28 7 75001 adi b H
EYILIRES -

F1-2-(BBC-1-15-1-5) £ B)-2-1i B -2,3- & - 1H-ZRFF [d] R mE-5-
HH I B AR B S 2 B ORI KL, COs KT » 2 127 IN2- (F A )-4-H & &-3,5-
T EMELEG - N S MEVR S YIEDR o KA 2R R R ER &) M RE B
FEtOACcZZHY -

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

~
~

/

i

% 98 HEWHRTE)

C207926PA . docx
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(FRC-1-M-1-5) £ 5)-2-((4- FH & A-3,5- AR e -2- ) BF B it B )-
TH-ZR - [d]BRME-5- B I B AL ST (T1%)

HAEEDR R TR 1-2-GR - 1-4-1-5) 2 8)-2-(4-FH & A-3,5-
FH RGO e -2- ) HH D) B B )- T H- SR - [d] Rk -5- H B B AR Big 7 (0.053g,
0.126 mmol) A EtOH/H,0 (1/1, 3 mL)® 2~ 7 % 7K i1 NaOH (0.0251 g,
0.63 mmol) - I/NEF 2 1% » REOARKIZ2 4 - ik R IER &Y H eI HCIAKE
& (10 mL)#%E H FHEtOAc (3* 10 mL)=2HY K& 4 2 A HAH H ag FO B /K
(30 mL)7Eif% - FE M B EREREMH20%HEE/ EtOAcH(LHEY) - EE
0.030 g2 H & [E 8. i EYNCTU-SUN-12083 (65%) °

'H NMR (300 MHz, CD;OD) & 8.30 (d, ] = 1.4 Hz, 1H), 8.14 (s,

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

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-CGRT-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

[Fl4--3- 0 B 2R R 1 2 VAR IIH. SOy (S mL, 0.3 M) » 3l K2
REPIINEERNR © fEREE T EFRER > KB R & VB R EtOAC
o (EEtOAC/E &L /K MgSOL 2RI 25 38 » R E 0 BRI Z4-%-3-1

99 HEWHRTE)

C207926PA . docx
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EL TR I R AR

BHELEY2K2-GRT-1-15-1-8B) 2B =8 TEFE2/NEE o £ R IES
Rtk ERRVEE - A AL EEY UG B0 B H i s

L EYI3 2 BRSNS K F sy - WAr =08 THHFEmMERERS
Yy o IERIESERE > MBI ZnEE I I8R5 > B E YA R Y CHLClL,
o LR 2 HE W R IR L G R A R 2R 8 DUR B a4 -

F£50°C T E{b& Y4 2 S-PE A RRINN LB+ 2 Zhi (bR & KOHFF
E8/NEF < JREYI T LB A0 FHEOAC R /K ZEHY » 28 38 A B 46 {6
EYILEES -

| 1-2-CR 2 -1-1-1- ) £ F)-2-1fi B -2,3- & - 1H-ZK FF [d]BRME-5-
HH % FH AR S S 2 8 ORI KL COs K KT » 2 2R i 2- (& ) -4- FH F & -3,5-
CRREMENES o i R ECR GO o A B ZE 3 R ER SRR A
FEtOACcZZHY -

R’ & 0F < A T s A ER KOk - i {bHEY) - 8%50.053 g 1-(2-
(FRC-1-M-1-5) £ 5)-2-((4- FH & A-3,5- AR e -2- ) BF B it B )-
TH-ZEFF [d]BRE-5 - HH i HH B ERT (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 5 ) - TH- R JF [d bR e -5- B % BH AR BiS 7 (0.053g, 0.0126
mmol) A DCM/ MeOH (9/1, 4.5 mL) #1 .2 % & / fmCPBA (0.0058 g,
0.034 mmol) - A% > 7R IINaHCO; (0.0007 g, 0.0088 mmol)ilfi ¥ & /K
& e FAHEIYIE =" MR UNT - FIADCM (5 mL)ERKIEREY) -
KAR &% - HIEF0.030 g2 0 EERE 4 EYNCTU-SUN-12084

(65%) -

25 100 H(EEHRIAE)
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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)HRE) H MK 2-(4-HEE-3,5-2
PR BN -2 - B ) R B B 2 ) - TH -5 [ A IOR MR - 5- B fis

0_
o h}?
chcHN/\[r \C[ \>—S N V,
o N
H

71 2-((((OH-F5-9- 8 ) H | A I B B B ) L BL 2- B i -2,3- - 1H- &
FId]wkmE-5-2F51 (0.08 g, 0.18 mmol) it ZFF(9 mL) H ZIFRIAfINaOH
(0.079 g, 0.198 mmol) > Z1&NIN2-(FH &)-4-H F F-3,5- — FHEREIE2
(0.367 g, 0.198 mmol) » i {ff X JEREPEUR 1IN - — B K IESER > Al
RO ZE 2L FE Ay B E L Eh fEH2% 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, ] = 8.6 Hz, 1H), 7.41 (t, ] = 7.3
Hz, 2H), 7.32 (t, ] = 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)FE)- 1TH-FFH [d]pRme-5-FE B

55 101 H(EHIEHE)

C207926PA . docx
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MHBoGC \
O O
Lo
N
H

FROKMEH2-(E =T EE A B E) L B2 2-Hi BH-2,3- & 1H- % [d]
BRI - 5- BLHE (R LASL - FCA 2 e W) e S 2 B 5 B 1] 5 - 1 v o o]t 2 7
SHD - FEEELEY -

'"H NMR (300 MHz > Nf#) & 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
EHIS5-3 12094 : (S)-2-(((OH-FE-9-B)FEE)RE ) I E)-2-FHE L 2-
((4-FFEE-3,5- Z FEMIE-2-5) F )M &) - 1HFE I [d]-DRE -5 - B 5

NHFmoc \
O o
o N o
s
N
H
FRIDKIE H (S)-2-((((OH-35-9-F5) B S8 AL ) B 25 ) B 55 ) - 2- A A £ e 2- i el

-2,3- T E - TH-ZRIF (AR M- 5- BB U DAAN » Hofth S W) B B 14528 B 45 Bl
EHI5- 1R FrRa 2 02 R0 FEIEELREY) -

'"H NMR (300 MHz » Nfi-d¢) 0 8.24 (s, 1H), 7.85 (d, ] = 7.5 Hz,
2H), 7.75 (d, ] = 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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BTH6-1 NCTU-SUN-22138 : 5S-FHEE-2-(2-FHHE-3,6- “HEFE)
BiEs)-1H-ZEFF [d R

MeD N
-
ﬂ MeO

f2- 465 1,3,4- S HI%ED (0.3 g, 2.00 mmol)JAZA{H (30 mL)ep .2 3%
BORAINBS (0.177 g, 1.00 mmol) » HAEHFEART fED » W {FPhilips "IR
250 WS 5 K7 JE S5 T 1 - MEL Bl (19 0 7 13 DA 455 - — ELR B SE Ak o
At A R FE 00 G T B MR R T T O S S A (B M E ) DU 1R R (R 2
(0.092 g, 20%) -

EEAEEY2 (0.1 g, 0.43 mmol)R ZE2(2 mL)H 2 7 KR MINaOH
(0.017 g, 0.43 mmol) » & FRHN2-(F I )-4- B G, 5-3,5- - H BE IR 0 3
(0.071 g, 0.39 mmol) » I {E T HERSWE R NG - — ERZHESERL » B
5 T 2 85 0 F6 £ B RS KL JE T (3 P9 2% MeOH/DCM &6 {1 #H 2 41 DL 75
NCTU-SUN-22138 (0.077 g, 60%) -

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

BPI6-2 22141 : 2-((2-FF G HE-3,6- T ER B ) B AL)- 1H- 3 3 [ ]BKI -5-
i

HDU
[F12-FH S A-1,3,4- = H 7K1 (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 WiEH RIERRATIE < BEfE (R R MR 5 DL Ry - — B RIESERE » Al

S—5

MeO

Iz .Z

25 103 HEEHRIAS)
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KRR Z 2 FEMYBERERER KA CHEY LUER R(LEY 2
(0.092 g, 20%)

FPRAEEYI2 (0.1 g, 0.43 mmol) it ZEE(2 mL)H 2 7&K IAINaOH
(0.017 g, 0.43 mmol) » Z A& IRAN2-(FH £ )-4-F8 A -3,5- AL TE3
(0.071 g, 0.39 mmol) - i 2 R S YIEUR /N - — HEJESERE - AllRE
S 75 2 FE Ay BB AL M 2% MeOH/DCM 4 (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=2TE _HFEWHE)&4)-6-F &
FE) 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 27 RIAIINBS (1.7 g, 9.5 mmol) » HADEHERIES - W
{EPhilips "IR 250 W 5 S MERER AT E < IEEE (IS EDR G AR - — B
[ HESERL - RIRIERIZE S5 h by B E L g A M bHEY DUERS
“R{EEYI2 (0.31 g, 20%) -

[m BEAEEY2 (0.3 g, 0.90 mmol) it ZE% (9 mL)H 2 /A RIAMNaOH
(0.036 g, 0.90 mmol) - ZI&IRAN2-(FH A)-4-H FH A-3,5- " HEME0ES
(0.148 g, 0.82 mmol) - i [ fER G EDR /NG - — B ZJESERL » Al
B B 7 N RS A B2 E T JE A (5 FH 2% MeOH/DCM &AL AH 2 ¥ 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, J = 8.8 Hz, 1H), 7.16 (s,
1H), 7.04 (d, J = 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)*

HHl6-4 22139:5-FHEE-2-(2-FEE-3,6- “HEFTE)ERERE)-1H-X
FF ARk

Med N o
T
N
H

MeO

[F12-H EA-1,3,4-=H 7K1 (0.3 g, 2.00 mmol) R & {5 (30 mL) i 2 7%
R AINBS (0.177 g, 1.00 mmol) » HAEEEENKEF - [ {E Philips "IR
250 Wi H R IEBER T E < SEEE (E 15 EUR 5 DLERy - — B IESERE - Al
KR ZEZELFEMYBELENER CREEEHEYLUERRELLEY2
(0.092 g, 20%) -

FRIEEYI2 (0.1 g, 0.43 mmol) it £FF (2 mL)Hh 23R4 f1NaOH
(0.017 g, 0.43 mmol) » Z{&RMN2-(& H E)-4-H & E-3,5- ZHEOLrE3
(0.071 g, 0.39 mmol) » il KR SYIELR 1N - — B K IESERE - AR
BEIZR SR B EEE 2% MeOH/DCM&E {EH EY) LIRS -H
B A -2-((2- & A -3,6- B RN AL ) B A& )- TH-ZR JF [d]PK ™3 (0.077 g,
60%) -

H R 7Ks H (mr 5-H S A -2-((2-H & A -3,6- AT B E)-1H-ZK 7+
[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% - & jl NaHCO; (0.013g, 0.16

mmol) > Wi Fg KIS - EHBEYEZER TEEL h - FIFADCM (10 mL) %
2105 H (RS

C207926PA . docx
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W IEREY) - FaRIZ&S > HER0.047 cEH AR A EY)(65%) -

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

R #% Oguri & A (Oguri, S. - Screening of d-amino acid oxidase
inhibitor by a new multi-assay method. Food chemistry 2007, 100 (2),
616) 2 SRE D AAOKE M >4 - FEH 1 2 E D- N B S g R 4 2
B EF LG (Ho00) e — 25 Bi3- (4-FEE R B WL (HPPA) K fEZK B HIDAAOE
M o FEMH0. K BEE(LYEELHPPARIE B X BB > R _EBKE
AR FEZDAAO L JEM: -

EHNFEEDAO IC505717 » 550 mM D-NElE OB fEFY0.2 M Tris-
HCIE /R (pH 8.3) ) ELIHDAOZE - 100 nl D-RE LA IR B4 ul
(F2100% — H op | (DMSO) 1) '~ = 2 At B R 2 4 [ % & (& 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 & &F ) (Reaction
Master Mix) —iE/E37C T REESH# - RIERAGNKEEH110 nl 25
U/mLFEE DAO (Sigma-Aldrich, USAYZ/&K(F0.2 M Tris-HCI14Z #7178, pH

Y

8.374f#) ~ 1.1 mL2 15 U/mLiBE(LEE AR (FB0.2 M Tris-HCI4&# %, pH
8.374f#) ~ 1.1 mL 220 mM HPPAE &K (FI0.2 M Tris-HC14&7 %, pH 8.3
BRE) 22 mlz2 M Tris-HCI4E R (pH 8.3) F 7Y L10{[E S fE 7 A7 -
TR (Fs) % #5320 nm | 2 88 IS /E405 nm [N &M - DAOE
EMEAE o RPENEREAE - BHRAGREEF)HE LT TEES * Fi

25 106 H(EEHRIAE)

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

FICHEY)ZE H (Fan) (R4

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

#EALD-lr AR S bl ot > mRFAD SR B 20 A2 HE S S R
BT IR BEFAD - BRI TTAGAEMFAD 2B N E - # M
FEFDAAOE M50 % 2 1 2 B (1Cs0) 2 EE #e D A O 1l B . 117l 52
JE o 1CsofE {548 IR &R 14 [Pl BR A 2 {5 ff GraphPad Prism, 55KR(GraphPad
Software, Inc., La Jolla, CA)ZKETH - AZH 2 EE L& 2DAO IC50

TGS RBRI T RF -

ID M.W. pKDAOES/YHT

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
BEH12 R ZDAOSHT

TS

SK-N-SH il 45 AT 4l Bt 88 40 il & (% 18 B 3= IR =8 & ) Or sd P
(American Type Culture Collection * ATCC) - ¥ Z 4 2/ R EA A T
HF£37TC k5% CO2 TIIHEEN®E T HI0% A6 4 1 )& - 1x NEAA
(Invitrogen/GIBCO) > MEM £ £ £ (Invitrogen/GIBCO, Rockville, MD)
F o (EAH AR AR B S e ARG PA 125,000 @ 41 AR/ L < B R DASO pl P2 B
96 LI (NUNCHRFE237108) » & T AN < DAOITHT -

N ZDAOI
A DAOE M 43 47 {2 A fR #E BrandishZE A (Brandish, P.E.,Z&E 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) < BB 2 Ji 7k - K SK-N-SHYHAE %t &7 20 mM HEPES
~ HANKS %4 #5® (Invitrogen/GIBCO 4R 5514025-092) 7 7t 45 R T -

1% D- % B B (F 85 RE S0 mM) IRt & — LT E R DAOK 2 28 - (£ H
Amplex RediBE(LE/BE (LYHE H 40 (Molecular Probes/Invitrogen,
H %58 A22188) B HI{EDAOK JE R ZF B M EER 2 o iEBEE T 2
H, 0,7 & o {E 4R #ETE 2 2B 96 FL i (Nunc 4§ 5237108, Denmark)$ 2
% > K50 pl 2 SK-N-SH4HHE (125,000 AHAE/ L) BL50 wl S5 R (AT BR
RAORE Z2.56(@)REG  NEERFAFTIAEITCKS% CO, TEEF30
# o 307§ 1% 0 K25 WEAD-GKEE - BRIRIE S LY)EE(HRP) &z Amplex

Red Z5SEREYIARIMEEF100 pl 2 M-8R ZfLF > R E
55 108 H(ZHHHD)

C207926PA . docx
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RAFAA3TCKS5S% CO, TEEE3/NE - DMSO Z Jm&RERN 1% - A%
£ SpectraMax M2efi &t B ¥ # (Molecular Devices, USA) f iz HI 5 (2
5t 0 H R {E544 nm %3 HAES590 nm N &5 o g% (L 48 fRAE 125
e fEd @A 50 mM D-4 I - 0.6255 i HRP K250 pM Amplex

Red Z S 8% RE o A% 2 B aV) BN Z DAO S & R BRI

ERE
ERHEZDAOSHT
SK-N-SH 1.25%10" 5{E4HAE/FLEEY R 3 3.5/ \EF)
EERE TIERER
ID M.W. | DMSOZ /H#{DAO B4 IC5053 47
e
IC50 | IC50 95%EE&
100 uM | 10 uM M) A5 aM)
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
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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
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28094 | 449.52 |  0.58 1.10 121.50  73.91%199.9
25027 [413.1409]  0.69 115 240.20 142.0%3406.3
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VIRE P AR 18 P B 7T 208 R B2 T B ) HEGE R (1 Fi 22 B & (Animal Care
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BMK-801 A fEFAEE /K 36 2L0.01 mlfEfE/g R s 4% B o {7 {H A A
RS-D7 f: £9)12083 (RS-D7 Z K {LV)) Wi S A RE TN 1% CMCH 2R 52
mg/ml o {F {55 FH A7 46 Fi 8228095 37 ff 5 A s NMP:HP-B-CD:H,0 (5:25:70)
R IE B2 mg/ml o (1T RE IR AI25 97 8845 T A B ) ] (B 7K) B¢
MK-801 (0.2 mg/kg, i.p.) © fEMK-8013L Fi1547$% 7 % &K HP.O . ¥ 8 DL
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US)& 6077 ¢ B HAE W sl sp B B S 8 2 B (BT EE R S 107 8
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MK-801354E 7 3 &) 78 2 2 IR BOE 2 19 77 EEE L - % = (BEY) 2 R E
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BB K W HE AR EE » /N 2 MEMK-80 1 JE 5 7 18 1 B 15 o 2 25 A 8 1
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12083 200 mg/kgHiZE28095 /R fiMK-801355 & ~ s a8 fE [E (L - 455 >
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21103 1 2-(((4-HI S H-3,5-  H BRI -2- ) HE B0 B B 1-(3- R 2
PYEE)- 1 H- I [d 5K I4E- 5- g HH AL i

21104 1 2-(HE((4-FH S5E-3,5- - HEL ML - 2- ) BB B ) - 1-(3- 48
HE L) - TH-2E 5 [d]0-5- B

55 15 H(GEHTHEE B EEE)

C207926PA . docx



201811754

26066 © 2-(((4-H & A%-3,5- T B ARMEE -2- Bk ) FF A6 ) B B ) - 1- T A& - TH-
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26079+ 3-(Bk -2 )~ 2-(((4- S8 25 -3,5- I & ML O -2- 5 ) Hf
A -3,4- T -7- B i FE AT
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22138 ¢ 5-HH G HE-2-((2- B G0 23,6 HIHE S ) B 6)- 1 H-JE 9 [d 0K
g

22139 ¢ 5-H G - 2-((2- HI 2636 HIAE Y 0 BT 2) - | H- %60
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21133 1 2-((3-CEHE)-2-(F=2THE _HEWIRE)EE)-6-HET
OB R)-5- B E - TH-ZE 3 [d DR > R
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BCH B8 Rl R 2B
[%1515)
—EEEAGY > HESWHRHIZ4FE—H A LEY) -
[167H]

—HEIHIDAAO 2 U5k » HE S HEMEBMAE RKHI 2140 E—IH L
L&EYHE -
[51715]

— fe 6 BT [ B8 BIDAAOHI FIMERBA < 2R < 5% - HEEm

5 18 H (EHTHIEE M EEE)

C207926PA . docx



201811754

ZERR T BIA A E 2 W KF I 2 14F E—IH L&Y -
[5187H]

WMEEKIANT 2 J77E » B 32 R (50 i 7y SU0E B 1B UM A 1l o0 R
ZFEAR G ~ 18 - 2 ICRE B EF(Tourette Syndrome) ~ Bl 5% BE T fi
(PTSD) ~ 58 E1T FJHIE(OCD) ~ B Gk ~ Bl &L 8 g2 i 4B Bl 2 RE 1R
ISR HITE SR ~ B P AR B MR B R ST I REEE AR

[351975]

WMEEKIH18 2 J77% » Ak oy ZUIE S 0 RO i 0 BUE 2 5% B

REIREIEEME ~ FRA ~ 18 ~ IE M R — NG o7 1 B AR S B
[ 52015]

WMEFEKIAT 2 057k » HR e ER GEE R AIEEMCI) ~ 2288 K
7 (Alzheimer’s disease) ~ i < # [X J5 (Parkinson’s disease) B A% il 73
E o

[352175H]

WMEEKIENT 2 77 » Hh ez PIDAAOHIHIHRE Z B (G K - EH)

S PR -
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12083 20 mg/kg+MK-801

12083 40 mg/kg+MK-801
28095 100 mg/kg+MK-801
28095 200 mg/kg+MK-801

Z 1897 184/
5]:1]: 5—5—1‘?&\ +?i'}?

g

B3 RS-D7 100 mg/kg+MK-801

SN RS-D7 200 mg/kg+MK-801
24 RS-D7 400 mg/kg+MK-801
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