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21122 (41g2- (((4-H%HE-3,5- ZHIEMERE -2- 38) HIJE) MRS ESL) - 1H- 48 9F [d] Kk
Mt - 5 - FE i)

21124 CRAIR2- (((4-F 4 JE-3,5- ZFJEmtng - 2- %) FF L) At %) - 1H- 289 [d]
Ik I8 - 5 - FE i)

26096: (TFER2- (((4-H 4 IE-3,5- FISEMENE -2-2%) L) WRRIEIE) - 1H- 28 9F [d] K
Mt - 5 - JE i)

27076: CLIR2- (((4-F4EHL-3,5- I JLnbrg -2-J8) FIJ%) WA JL) - 1H- 2RI [d] ik
Mg -5 - B g

27077 : 7 T HR2- (((4- WA 2L -3, 5- - F FEmbme - 2- %) R JL) WA %) - 1H- 2RI [d]mk
W4 -5 - B i

28092: AL I IR2- (((4-FAEHE-3,5- AL NE -2-F) F %) VAP L) - 1H- %I
[d] ke - 5- 3L 78)

28094 : (2- KL R2- (((4-F%JE-3,5- ZHIFEMENE -2-38) &) WAL - 1H-F9F
[d] ke - 5- 3L 78)

28095: (3,5,5- =FILCLHR2- (((4- FH4EE-3,5- — F L ng -2-Jk) R 3L) 7 Akt 3k ) -
TH- 2K 9F [d] ke - 5 - JE )

21125: (-G R FER2- (((4-FA&JE-3,5- FFJEnLme -2-J) ) Ak 2k) - 1H- 9
[d] ke -5- 3L 78)

21131: (- AER2- (((4-FEEIE-3,5- FSEnbne -2-38) A L) W MmEAL) - 1H- 9%
[d] ke - 5- 3L 78)

21132 HrIR (2- (((4-F%( KL -3, 5- = FIJRMEnE - 2- Jk) FJL) P RS JE) - 1H- 2R 9% [d]mk
W -5-J8) B 58 =T Bk

12124: ((7) - T -2-J&MR2- (((4-H A HE-3,5- F Skntkng -2- &) L) AL JL) - 1H-
R [Tk - 5 - FER)

12125 (3-FIEE T -2-#&MR2- (((4- T A -3,5- “HIIELnE -2-5) FI L) TEAATHE L) -
TH- 2K F [d] ke - 5 - JE )

12122 (WKMR -2- FHR2- (((4- 4R AL -3, 5- ML nE - 2- J5) FH L) Mk %) - 1H- 2K
I [d] kM - 5- FE i)

12123: (WHEER2- (((4- FA%JE-3,5- I BERbIE - 2- 58) FFJk) WP RS THEE) - 1H- 2% 9% [d]
Ik I8 - 5 - FE i)

12127 (2-HI AT HR2- (((4- 4 3E-3,5- —F RN - 2- ) L) M AsIBESE) - 1H- 20
[d] ke - 5- 3L 7g)

11021 : (2-F K I IR2- (((4-FARHE-3,5- — FIJEmERE -2- 58) H ) WP IBEAE) - 1H- 2K 9F
[d] ke - 5- 3L 78)

11020 (4- FAAFER g2 - (((4-FASE-3,5- HIJRIEnE -2- 58) H1BL) sk L) - 1H-
R [Tk - 5- FER)

11023 (e -5- FER2- (((4-H 48 FE-3,5- - FFFEmEng -2-3%) H 3k) Tk 3L) - 1H-
I [d] kM -5- L is)

25016 (g2~ (((4-F%(KE-3,5- — FIJRMENE - 2- ) FAJL) WP RS TEJE) - 1H- 2R 9% [d]mk
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I - 5 - JLTER)

25017 (4-TFEFE L2 (((4- 4R L3, 5- — A LM ng - 2- 38) F L) T e ) - 1H- %
I [d] ke -5 - FE i)

25027 : A TR IR2- (((4-H 4 FE-3,5- ~HFEmtng -2-3%) B L) WP AsmESL) - 1H- 255t
[d] Pk ME - 5 - FE )

25029: (2-FFETHR2- (((4-H 4 FE-3,5- ~HFEMEnE -2-3) B L) WP AsmESL) - 1H- 255t
[d] Pk mE - 5 - FE )

25030: (3,3- “HIJE T ER2- (((4-FHEIE-3,5- HIJEnkng -2-55) /L) DAk 3E) - 1H-
R FF [d] WK - 5 - F: 1)

25031: (2- I R2- (((4- 4R FE-3,5- — FF JEmng - 2- 38) F 3E) T e L) - 1H- %
I [d]mkme -5-FEfg) , &

25032: (kPR (2- (((4-FH4E -3, 5- ZHIJRIERE -2-58) 9 28) MRk 2E) - 1H- 289 [d] ik
M -5-255) i 2 L 1R)

B R 2 B sz g .

9. — MR AHEY), HASRIEAUR Z R 1 28 E— T HIA Y-

10 — PR AR EE 3R 1 & 8 AT — T 14k & 9010 B it , 2 T il & HM IDAAOI 24 711) o

11 — PR B BRI ZE 3R 1 22 8 AT — T Ak A W1 FH & , L F T i 46 ¥R 97 BBl /S A
ESDAAOH il AH IC R  J 11 245 711

12 AR BRI E SR 1L B3 , e rb B il 2 93 72 A 23 ZR0E | 22 3 IRORE g B (Tourette
Syndrome) 845 J5 & J14E (PTSD)  3IEAT AHAE (0CD) I Bt i 2K 5 1 28 A8 P 5 i AH ¢
[9CA2 % /BN 5% B AR AR P B R IR I AP TG Th g 2k

13 AR TR EL R 1210 FH I , ARG #4000 [ 3% EORE PR T3 A 355 A1 B0 A 1E
PR FofTg BE A E AR AT

14 AR ACF] ZE R 11 F @, b B 92 i =2 8 B2 4 3 (MCT) | Bl 24 ¥ 2K I
(Alzheimer’ s disease) \MH&FRICIH (Parkinson’ s disease) BUAR #1453 240E

15 W HE ORISR 1110 FH3& , b BTk 5 DAAO il A 5 1) 925 I 2 08 3 ) 2k 1R 4l
-

16 . ARAE BN E R 1208 F g , For Bk r #143 28RE =2 AT .
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{E 79D - R BB S 1L ER (DAAO) HINHIFIZ Fh a2 BN R FH KL LT
49

[0001]  FIKHIERMAZ LS
[0002]  AHIFRIIK T 2016559 H14H HIGMSLE 5562/394, 497 5 I I HH15 Z=ML 5%
B He A S T sUB R I AAR S

BARGE
[0003] A5 BI#P K D- S HE R AL (DAAO) 141750 o BAKT =, AR WIS AL FAE DAAOFI 1
FIE R IR YT Lo/ BB A 225 Ak 1) B A 2 A K AT A4

EEEAR

[0004] 4k T EKFEER ER AL IEXIN- HE 2 - D- R A LR (NMDA) 52 AR 57 5 I 4% WL A kS # 2p
SURE AP B 22 2 — o BT 52 A FHNMDASZ 4451 (NR1) JZNR2 %) 195 /1 & A4 V. A7 44 e 1) ¢ DU
AR o A TTTNMDASZ A4 () H JHe IR 245 6 i T e R RS #0840 Hh () DA R Dl e A B e R o R T
D- R EAE (DAAO) Z 5NMDASZAR IS ITFE - DAAO 1152 JiT « JCHD - 22 Ji R vl /B 3
B4 G ZNMDASZ R I H LR A7 73 o LGk T 0 78 TONMDA 52 A% 1 55 368 1+ 4% BT ik 5244
CL R IID - 22 JY R 4 ) K B g Sy ARt o b () a - Z 0k - 3-8 k- 5- H -4 - Roleme IR (AMPA)
AR ST HL IR o DL, BT DAAO5 K% i 3 Z0E 1 A IR AL AH G o B T NMDASZ AR R 2 5 1
JERAE , DRI A DAAOAG W] B2 1] $2 miNMDAIY) ) B8 HL U5 R R 173 LA 2 HATR A% B S i P A
Ko

[0005] T 1 AT DAAOH il 71) G 46 2 HH IR M s - 2 - BV IR S M| e - 2- R o SRk A 2 1 ik FH T
TR I P8 78 0 B A 8 I 47 1) s P 49T AR ) HL B AR T S e g Wk - 2 - FE R IR L EP
396124387~ F TG 7 B 45 HH ONS 3 E B A1) 17 44 51 S (1) 40 28 B 1k 1 0 B0 VR o7 B0 42
227 M5 A W) e - 2- H R R I AT AR o SR I L R 555,373 ,018°5 .58 5,374,6495 .55,
686,461°5.555,962,4965 ) 556,100, 2895 & 7~ i FHMG|R AT AE W16 J7 #0245 405 K pf
22 VEFIE WO 03703954048 7sDAAOHT 771 (ELFEMIWR-2- HHER) S 385 5% > \iddZ Sl
(075925, LA IR TT PR A8 PR JDRE IR 7 1 o & R F I S ZBW0/ 2005/ 0897535 8 7 2K - S T
TN BT RS e (151 oA #4143 280E) 1 77925 . W0/ 2015/ 16834648 7 1 JyDAAOFI i 71 1)
CL AL &P i 5

[0006] P 5 ZERH i 2 A DAAO il R B () fige ide 245 1) LA VR T 45 Mpph 28 Je B AT ik

REARE

[0007] A B2 K FHAEDAAOFIHI R b I 3R 97 S/ BT e Joa A (14 22 BRI K e A
I

[o008] A ISEALEAT T30 (D A&, Hrp &g — BRI T A S0 A

[0009] A BN (A0 & AR AL S R 25 4L 540

[0010] 7 B RS (A IDAAO 7 ik , He A 5 s 4 A 5 A5 WY 1) A & W o
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[0011] A& BH IR AL VR YT BTR A4 Hh 5 DAAOHT il AH 2 1R 59 1 7 v, FL A & m) Frid A
B S5HBUEN AR KR EY)

[0012] 75— LGSR b , 5 P A K 173 2R A A7 S K 1 73 2 (1) R PR 453 40T | 22 i
IRIE(EHE (Tourette Syndrome) G455 5 Hs 73 iE (PTSD) 5RIEBAT AMGE  (OCD) I Bt k2K |
52 AR VR A DR () 1842 22/ BN IR 2% By 11 48 280 14 5 AR AAE PR A 22 T D g A 2k o B
S S it 451 R0 35 B BSR4 T (MCT) (BT 2243 BRIK 7  (Alzheimer’ s disease) WH4 ARG
(Parkinson’ s disease) M A5 ZL0E

[0013] P& T A 150 A

[0014] &1 75 5MK-801ZH AHEL , ANRI IR FIRS -D7 . 2544712083 L il 2428095 7] 46 KoMK -

801 SHizshid £ .
[0015] |28 /R 7E2PEMK-8017EST f5 , AN A SR AIRS -D7 . 2412083 JL Hif 2528095 K2k

[0016] &3 NTE AMEMK-801 V5T 5, PPI 5 2 F4 1,

B A

[0017]  BRAE_E N ST A AN RETE R, 75 M A A S K B Bt w1 % A1y B R B, B0 5
“— (a~an)” B CBTid” GL3E 2 BN R R  AEAR SO ERPE T (B an sy ) Bk st
JoE (45 G A 2 X0 A P e Rl 2 A 4 L 1) 9 B R LA STt A 0 BT A 2 A o B
JEBA A A~ AR B A BB R B A B ARHE R 75 WIARAE “87 #8 “ 20/ B o RAE “A7 1R AL
FEECTIE EIN B, e KA B e B R A SR AR e (B ST R Sl R 2 )
(R I AME « R1E “BL 7 (comprising)” (LW “BL7 (compriseBicomprises)” 8t “HA
(having)” 8% “G0FE (including) ” AR ARIE) FEA ZAKHERR LA T BT 4540 , 78 o fth HELe sk
it 451 H 5 A ST HR BT I IR AT — 4 2 B 2H 5 ) 9 BN T R e R ) S A BT E Bl
VR P R AIE 2E i B “ B A P B () AREAE 2R

[0018] & X

[0019]  “Wedik” $i H B BlCH SCRE R B 2 [, AN Pl e S SR T 4L R, A S A BEAL, BF 1R
16N R - (BIGNC -C ot ) o 7 8 st 45 o, be B 60 2 1 2 138 R 1 (il e -C L de
B) AEFLLSAT e B S 1 8N IR (BIANC, -Cobedk) o fE HAR S 7 v, bre 25
1ZE5NER R T (B UNC, -C ke dk) o 78 At STt g o, Je B0 B 18 4N BRI (lnc - C e
B) AEHAB LI, e E AL 1 3R IR T (BIANC, -Cobedk) o AE HAR S v, be A 25
122N R (B nC, - C he J2) o 7E H AR S it il o, be 660 2 1AM B B - (Bl nC be ) o 7E I
fib St 5, Be L B S B ISR T (B0 C-C hid) o AE AR Sl b, be B 55 %8
AR T (BIANC, - Clie ) o 2 H A S AG) L e 5 2 2= 5Nk 1 (91 e, - C Je 25) o 72
FoAth s it b, e B 5355 AR T (I1NC,-C e hk) o fE HAh S it ol b, b ik g ik 5
FLOHE-TNEGERE) -FECE GRS - TREOTE -FRERRECGET
) 2- NI (T (1, 1 - SH R GE=T20)  1- 2 (IF I o e 508 i s g b
B2 0 T A 43 o B AEAE A UL b 53 A B A U5 B, 75 DU e S AR O Bl — B 2 AN AR
FEEAR

[0020]  “WriE 2L 4B #E Bh X - O- e 22 1) S0 i 7B 2 1 2 A, e e 258 2 4 b S LI e

6



N 110234635 B W OB P 3/78 T

Rk,

[0021]  “fdt” SR A o S R TR & 2D — A - U B R 2 = 12 R T 1Y
BB SRR R I 7 RS S o IR B 2 2 8N T o FE A St 51 o S A
B 2BAAN BRI T ARSI BB I 2 00 T AR 43 1) A0 L4 2 (e theny 1) (IRERZ
Mok (vinyl)) A -1- MKk RRIVG A 2E) T -1-H8E 30 -1- 08 30 - 1,4 - 08 K itk
o BRARFEAS UL T5 e S35 DU S A0 0y — s A AR AR

[0022]  “Podk” Fa AL b B S R T AL S B DR - = B A2 R 12 R SR T 1
BB SRR R I 7 S S o, R B 1 2 2 8N T o FE M A St 51 o, e
FA2ZANBRIR T I i 1 H BB 2 200 1 K LA 3, 0 b L DR LT L
RIE | LRI S i Ut 2 B AR FE A UL 5 b S AN R 10 B, 75 IR FE AR B0 R — B A
ARIEHA.

(00231 “J5HL” JRAE TS & e IR 2 PR R eb s b BB S5 2 B U 7 B AT AR I SR
55 7 R IA BN 2 IR IR RALE A A SR B 55 I8ANIRIR TR, o 3R Rep i B D — AR
SEAANEAN, BIARYEHE 7O /R (Huckel) BRIRHA AR AR E I (4n+2) n-HL 5 RGLATE TS
BRI R EAE (EARRT) e 6 . e el WU R 28 S ZE i R BRARAE A U b o
SN UL 75 AR 95 57 BT 4 “ar - (PIANAE D5 e dE” of) A HEAS S — %
AL R E DA B BRSO 57 3 < ek VI 2k LR L o R LU LU LI L
DU U 07 3k LS L IR 1 05 ot A1 L 22 SRR 10 5 s 5 A0 19 0L 42 AR 1 5
B AL D2 U i A 2k R DL e RO B i e i AL 1SS 00 22 AR 23 3 2k LR AR O
25 BUAR ) Z4 A B e B WL 10 2 AR 1) 2 55 36 A 00 20 A R P 4 95 A 26 L -R” - -OR™ L -R"-
0C (0) - R*\-R"-0C (0) -OR"\-R"-0C (0) "N (R) ,»-R"--N (R") ,»-R"-C () R*.-R"~ € (0) OR"\-R"-C
()N (R ,~-R"-0-R-C (0) N R") ,~-R°~-N(R") C (0) OR*.-R°~ N(R") C () R*.-R*-NR") S (0) R*
GLrpt218E2) . -R°-S (0) OR* (LA t/21882) .- R--S(0) .sub R* (LAt 18%2) & -R"-S
0) NR?, Gt 1802) , Horp & — RS A e Rs  UGe i b iE IR e B b e L 57
Bt (WLAE DL — B Ao FERUAR) 7 e dik AR Jk L A Sk e 3k L 0 07 S Bl o7 Bk e it , B —
R sup. b 7 1 e T 00 A L S i e ik AR 2 B, HLR . sup . o BB B, SR
fedk B A 2 B, B ERAR A fas , 75 WBL_EBURSE B — B YR A U

[0024]  “ZF5 " FRAF2E1TMRIA T S 1 B6N ik H R A MBI 4R TIIRTAEES &
18775 A RIS, [ (K B AT A SR BT Y, 207 ZE rT O B34 30 =AU AL &, Herp
AP R DA AEA, BRIEH v /R B LS A MR AR E I (4n+2) - 7 R
Gto A 77 SR G BN R 7P A R T AL L AL . B AN RUR
T (B AFLE) WUIB DL DY Jatie Al - A 057 FEFE BFR AR — J5 7 i B 28 0 1 X HA 0 43 . 05 0
R SEBI LG (EANPR 1) UM 2k (Y g 2 IR TR I TR L 1, 3-SR 0F S M I
Fe R AR OB IR [d ] MR R DR R TR RO [b] [1, 4] R
[b] 1,413k (1, 4- K JF IR O3k IR 2R IR IR IR i IR R B A JF — 230 R
W R SRR TR L ORI IR L 2% L e B L 2R IR IR S L Ik g i L O
ey FL (benzothienyl) CKIFMEWS IE (benzothiophenyl) ) ZK IFMENy - [3, 2-d] MEngE 3 IR
I = MR RTE (4, 61WKMETE (1, 2-a] A L PR (IR bk I BR 1 [d ] g 25 .6, 7- 54
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SH-¥A/% [4, 51 MEMy 3 [2, 3-dmEngE 3L 5, 6- — A A 3F [h]mememk It .5, 6- & 28 I [h] ek
F.6,7- & -5H-ZRIF[6, TG [1,2- cI WA I | R FF IR IR 2 . R My i R 2 L ik
VR A 5 PR 3 (3, 2-c TRk 3£ .5,6,7,8,9, 10- NAFF - [d]Msngdt . 5,6,7,8,9,10-NE
R [dImEmR 3 .5,6,7,8,9,10- /N E IR [d] b me 22 | S e il 25 L IDR Al 25 | g e 35 | mg e 2 | 5
NG| P | Mg IR IR L S AP R L | S R I | M| I | S M L (5 8- R AL -5,6,7, 8-
DU S e b e L 2R L1, 6- ZEIE 3 LB ek 2 - () SRR RO L R L BIRAR A ke gk L5,
6,6a,7,8,9,10,10a- J\E IR I [h] Rk I | 1- 2R FE - TH- I g 3 | oy e G |y e g 5 | 7y ST
R I g A Rl e dE npp e 9 (3, 4 - d] mE g S b gL kg 9R (3, 2-
o W I O (3, 4- IS PR W e I U R AR e S A |
BRI | DU S E I L .5, 6,7, 8- DU S EMEIRFE \5,6,7, 8- DUE 2K [4, 5] MEMy 3 [2, 3-d ] msng
3 .6,7,8,9-VUA -5H- ¥ PE[4,5]mEmy 3 [2,3-d]msngE % . 5,6,7,8-PUEMLRE I [4,5-¢] Wk
I IR L I IR | IR | UM | R MW I (2,3 d ] ML Y 3 (3, 2-d ] s
WE JE R IF (2, 3-cJMLnE i e gy & (thiophenyl) (JRRIMEMy 2 (thienyl)) o FRIEFEA UL
HA 5 Hp SR AR B TR B, 75 DR 3 %55 257 R AR S U b SO RE SO 245 3, S I e —
B2 NIk DA I EUARIE AR < e 2 M 2 L e I | i SR A el A 2 | g BRI AR 2 L
B 56 I A2 AL D 2 BUAR 1) 7 32 W15 O 28 AR ) 5 o 2 R 1 100 28 AR ) 5 4 22
R L2 AR 1) 75 5 AT 0 28 AR AR P 5 00 175 190, 428 AR P o Rk o AL T 4 B
FRIA) A IR 5E AL D0 22 HUARIY) 2 PR R i 17 100 28 BAR ) A 95 8 AL D 0 AR ) 4 5 35
Bi%E . -R”-- OR™.-R"-0C (0) -R*.-R"-0C (0) -OR*.-R"-0C (0) -N R?) ,»-R"--NR%) ,-R"- € (0)
R*.-R°-C (0) OR*\-R*~C ()N (R") ,»-R"-0-R-C ()N (R") ,»-R"~~ N(R") C (0) OR*\-R"-N (R") C (0)
R\ -R™-N @R S (0) R* (GLrft21852) . -R°- S(0) OR* GLrrtf21842) . -R°--S (0) . sub R* (Fi#
tR18k2) &-R°-S(0) NRY), Ghrft R 18k2) , Hrpdg— RO S et e 3 e
B R GERE pr TR TS et L IR L QIR A bt L e S Sl A 97 R e 3, BF R sup . b
N7 M B BN A B S e SR B A 2L EE , HR . sup . o BB BCE SCEE b 2 B A
JEIEE, HHE P BRAE AR, AL EEREE R i B — 3 IR S B

[0025]  Rif “BE2y A2 AR 45 H BE 25 bRl 1 E B AR E R (B S AL A AR K
TeHLECA HLER) il 25 1Y £h o 3 T ARE “BR 25 b nT 8252 M £R7 P BB AL & 0 i R 38 AS B
(A P TG B 3, 1% 6 T 7 R 8 R 8 S i B 0 S 0 B A LB T LI s SR ) 4% o A
KRB A AR SR B (AR T) DUT : R PR MR EE . O R R i
FR L VR A FEIR h R IR £ R IR AR VIR IR A VIR IR A L T A BR AL B IR 2h IR AL
TR A A IR ER LR R IR AR L e R N R R R R R AR L & MWD o) 4R TR
(clavulanate) FFEBREE A RIE IR EE . — AR A MR EL . A MR 28 . bR Eh .+ 0%
FE IR 2 K H R £ (edetate) - &4 IR L KITHR Eh (estolate) LR EL (esylate) 4
TR £h (ethanesulfonate) - FRER L & IR £h 78 PEAHER L L 4 PER £h L 1 AT MH IR h L B LR
L VH UM BEER £h L WERE I X R L IR IR £ (glycollylarsanilate) ERER Eh  BRIR 2h
CRER 2 E] 2R ik (hexylresorcinate) W3 fi% (hydrabamine) EIRER2hERFR £h . 2-
YRR CEIR AR R R IR AR L) L R AR R L L ¥R £ R PR £ (isethionate) \FLER 2
FLPERE TR L - AAERR 2 SE R IR 2 L R ER EL L AR £ L FF AR £ L Y L IR AL W) L Y AR A R
Eh FLBRER AL PR AL BN AL L2 - 2RI IR B L ZEEIR Bh IR B  AH IR h (N - R L A
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B e £ R 2 L EE R EL L WUR ZEIR 2 (pamoate) (RUFZRZERREE  (embonate) ) AEAHEREE 72
FREL IR IR L VI Wi IR 2h L B BR 28 /MR BR &L 36 L B R AL RN R £L B A MEIRE IR L LT
FREh MIER £h RE R IR AL VAR ER 2R IR AR EL VBRI R R B LI AR L (8- AR R AL
(teoclate) HREIL &h - FH KM ER £ . — Z FEWUAL ) . = AR EL T — e R &L R R h J i
W o Ak, FE AR BRI AL G P45 BRI BB 4 S TR R, G B R 25 E ] 52 1) 3 A s
(EABRT) A74 B LI £, S AE s EE B dh 45 3h VA ER Rk gk 2k VR 2k BE3h VA
R A ERER P ER VEAER B ER BB SR TR AR B VG B VR L VBRSNS AT AE H IR
25 Pl AN B S A DL N — . R SRR R IR SR A
P TR A M 1 A R i Sk Wi ] L BEL AN N- AR B 2 Tl A2 L,
SO 2- L E I O LG U £ N IR N - 2,35 7S S | I T R
iz 81 %) W i« 2H R < s i < S TR R < 8 R R 8 s I ) 9 g L M IR 75 S e L 7S UL e
R R S -RA (procaine) JFERS (AR HH . = L& = H g = Z & T =2 & W
WG o A ] A DA 0 37 DU 2 e A 1 Bl P 7 R T - AR B 2 i< A 470 5 5] FE
e OHE VL T BRI S AR S RAR ) SRR s TR e BRI, GnBR R — R R L BRR —
OB VIR T R IR SRR R I s K A, 1 an 2SI | TR e O A T O
VALY A S A ) 5 5 e B i A W= R A ) S R IR I HoAtl

[0026] AR “MA” WFEER G YA, FIa0 N B AR D VAR L3 L
B RCBR I TR A % L B R W o FE LG St 5], A2 N o

[0027]  RiE “B 5" WAE A VAR B B iE ERor Seit H BUH DI Re R 4% 512

[0028]  ARif VAT (treatBitreatment)” $58 P AR o3 BBEIR F RN 1 7775 o ¥R 97 TR AT Fa B4
AR I B R AR B B AR A PR T B SCREAR 1) 77 7% o Y 97 o] 9 2 R SRFE FE AR AT RIS EL AT
(IEANBR T7) 295 o PR B o3 3 IR R RE AR 1) 52 2 TR B

[0029]  RiE “Fiff (prevent.preventioniipreventing)” = 5 il ol 8 Fo 5 HE AR < 5 #H
REVRER o

[0030]  J i “VayT A R E” 48 LA IE FH TR AT B2 229697 1R A B A Ak /RS B A 280™ AR S G
ST RSAE V) AR RS AR I AL S I H S VI &

[0031] R IE “P LR Jpg i FE R FL 30 W) v MK B 32 #R 28 22 48 AT Ar) AN R ) 3 IR o R0
PR PRE” B HE PR AR MR (191, 5T 2% v B DX 5 1 4 AR DS s S WLIR) 22 40 14 i ] 2% it
1) R PO 2 i (191 ToAS i  SRORE S BE R, 491 a0 — R PR FE R IE) o 1917 1 P 42 S
BLAEMLS Uitk iz s k) FIE WK (Huntington’ s disease) \JHIRAEMRAF (Down
syndrome) 2 & PEAE T 2 BE AR PR AR 0 (19 e i 40 497 S S 40 407) o B3 %
Yeifs S ARYE (B WIATDS AP A8) IR « R P A s P A A i g 9342 B IR o i  F R
(g, RUAR S RE) 2R BVRE 38 B30 K A0 TR HH B3 L G40 )5 Hs e A i a3
“PHEITIE” TR LTS 5 B i g hE AH OC AT AR A BH 2B 03 IR - 25610 1T 55 5 V697 PR A8 P o RE 1Y)
TTEAFREIT 5 P& A P 9 RE AH IS 118423 2R A/ BN R SR 7 v o T VR TR B 4R R
J7 BT N A AR P RE R I A 22 TE T RE A 2R

[0032]  AKHHKIMLEY)

[0033]  FE—a&FEH, AR IR (D &
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RC)m

[0034] Ra N X

(1)
[0035] H.ednfZoskl,
[0036]  XJ&-S-.-S(=0) -8-NR -;HH

/
[0037] R JEHiky Rele

>
A

[0038]  AfZ-CH.-CR BEN;

[0039] R f&-C(=0)OR ,+-OR ,+-0-C(=0)R ,3-0-C(=0) -T-0R_,; F

[0040] R EHEGEHEECHSCHEC, | JidE:

[0041] R, JEH. ELEERCHSCHEC, | bedk JPERRAR . — 057 R AR 20 - (R4 1] 5

[0042] R, &R JhS7HRORIIED  ERESCR SCREC, | hidk  ELBEBUH SCHEC, Mt -T-
Cy o FEHE -T-NHR , -T-C, | FFMHE-T-Co | F5HE.-T-C, | A&TF5HE. -T-NH-C(=0) -0-
Cy o bEdE - T- BRI E R -C, e dt-Cy | 75 5, Horh B g 22 - T-NHR |, HUAX

[0043] R, fEHEIN- (R L]

[0044] R fEH.EHESLHSCHEC, | btk HEESUHSCREC, | J@HE.C  BefdE-C hedk- .-
T -Cy K HE T -C, JFRIEEE T -C, (F7 2T -Cy AT5 2

[0045] R %% A7 ELBE R SCHEC, | hidk  ELRERCHR SZREC, | i dt R R it
RIHIFR LR -C, | (HREdE-Y-Cy_ %53k, Horr-Y-J&-CH,- . -NH-.-0-Bk-S- ;

[0046] 5 +Ron A AL E

[0047]  mitOZ AN REHY

[0048]  -T- R AFFLEC, ffedEakc, ,MMiffitE,

(00491 -T" -32C, ,fikedtalC, (HilhdE; A

[0050] M 2ed7 3 S /b AR R T, B AR SRR S NBKO;

[0051]  HLrpfgedi Ak e I W PRI O B | A 0T Ok (e ik R fRUR 2 A5 AT IR 22
BuAaiize 28 20— AR

[0052]  HLrp HUARIE %% B SO 2 0 3 L ORGP SR T L 22 R P BOR Z8 DR 97 R U B T 2 L T
B ERERCESCBEC, | be Ak B LR EUR SCREC, | R ARG, | FPhbidE; B

[0053] 4R ZHA, M A 7Y,

[0054]  Z&Affi2

[0055]  4Xj&-S-E-S (=0) -\R s&-OR,, HR ,RHE B BB A SCHEC, | ek, JWAZ -CH
B-CR ;

[0056]  Xj&-S-8(-S(=0) - AR J&-C(=0) OR I, R f& B EF A SCREC, | bidk . A

10
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HEC, | JBHEC JEEHE-C JidE- T -C FFhEdE T -C, | FIEHE.- T -Cy 5 Huk-
T _C5—10%%%%;
[0057]  BUHLPR2y L Al4E52 ) #h.
[0058]  7E— s fifsl e, AR R (T-a) (L &4
- o

ac)m

[0059] Ra N

: (I-a)
[0060] H.AdnfZo0sk1,
[0061]  XJ&-S-.-S(=0) -8-NR -;HH

-
[0062] R JEHEY “ el
A

[0063]  AJE-CH.-CR_BKN;

[0064] R £-C(=0)OR ,+-OR_,+-0-C(=0)R_,8k-0-C(=0) -T-O0R ,; F

[0065] R, AEHEKE SR SCHEC, | itk

[0066] R, H. ELHESR L CREC, | BedE 35 HE BN B0 (R4 HE

[0067] R, J%R, i Sr b AR5 LB SOBEC, | edt BLREBR AL BEC, | JRSEL T
Cy o FBEHE -T-NHR , \-T-C,  FRMHE-T-Co | F5HE.-T-C, | A&TI5HE. -T-NH-C(=0) -0-
Cp  BRHE - T- SR

[0068] R, FEHEIN-fRFEH ;

[0069] R, JEH. L AESR B S HEC, | i B BEER AL Y HEC, W C BRIE-C  bikE- -
T ¢, BT C, JFRRHEL T O BT C  JeI5

[0070] R %% HAhS7 2 FBESCH SCHEC, | bedk BB SOBEC, | et RG Ryl
(R F TR -C | fHERE -V -Cy | N3, e Y- 2 -CH, - -NH--0-3k-S-

[0071]  Ff5+R N A AL E

[0072]  mitOZ A REHY

[0073]  -T-RAFFLEC, MhedEakc, ,MilfikE,

[0074]  -T" -32C, ,fikeddlC, (HilhdE; A

[0075]  HrpZRdidt A B0 AR, B 2 R TR S \NEKO;

[0076]  FUrbe i s B e SR e L FRE HE L 35 36 L 25 B L e B s B 4% 11 T it R 2
BuARE e 2 b — AN HUREEBU

[0077] e HUACSE & B M7 5 2K DR 3k ] 2 PRI BOR 22 DR 97 R 2 L A L A
B ELBEER L SCREC, | bik ELRERGA O REC, | bRk EkC, | PR b

[0078] 4R JZHA, M ATV,

11
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[0079] 442

[0080]  MX/&-S-8(-S(=0) -\R &-O0R,,HR JEHs B ol H S BEC,  bedEmT, AR -CH
5-CR ;

[0081]  4)f2-S-80-S (=0) - HR &-C(=0) ORI , R 2 EL B A SCBEC, bt RS
SCHEC,  MRHEC PR -C . itk T -C, AR T -C, M- T -Cy 05 2R
T _C5—10%%%%;

[o082]  mRHPezy BATHEEZ 2.

[0083]  FE— st fsl , Ak RS (T-b) &4,

7
Rc]m
X
A
[0084]  Ra N
\I/K
N\Rb .
" (I-b)
[0085]  Hn,Z03kl,
[0086]  Xs2-S-.-S(=0) -H(-NR -;
/
[0087] R JZHEK R)m
N
A

[0088]  AJE-CH.-CR BEN;

[0089] R #&-C(=0)0R, ~-OR,5-0-C(=0)R ,; HH

[0090] R, AEHEKEHESH SCHEC, | itk

[0091] R ,&H. EEEEA SCHEC, | beds JBERRAR  — 75 BB AR 50 - PRy 5L [

[0092] R f&-T-NHR, \-T-NH-C(=0) -0-C, | BeHal-C,  Miked-C, 755, 3o e s
Z-T-NHR , HUAX;

[0093] R, FEHEN-fR LM ;

[0094] R EH.EBEBCHSCHEC, | ik C b -C  Hbidk-.-T -C, JFhkedk.- T -C,
HIEEE T -Cy  F BT -C, | AR5 3

[0095] R & [ o7 fe EAEEH SCREC, | ek  ELBE R SCBEC, | K R AR &
Ry IR -C, | MR -Y-C, | ZeT5HE, Horp Y- R -CH, - -NH- L -0-BR-S-

[0096] -S4 iy E

[0097]  mi20Z A BEAY

[0098]  -T-RAFFLEC, MfedEakc,  MilfikE,

[0099]  -T' -/&C,_ fihedE: H

[0100] A% I5 3 A 2 /b — AR T B R BT S NEKO

(01011 Horffedie I | e Sk L PR ik L O ik % 4 O 2% | b ST b R 2 R sl 28 /b —

12
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ANEAREEIAR 5

[0102]  JLrp HUARE: & B AL M2 o 2 A IR EUOR & ORI 20 5E VAR R L T AN R B
HSCHEC, | bedk EBERUHE SCREC, | bR G, | Mkt H

[0103] 4R ZHE, M AT Y,

[0104] 26442

[0105]  *4XJ&-S-8-S(=0) -\R /&-O0R , HR ,HEE B A SO HEC,  bedEm), AZ -CH
B-CR ;

[0106]  4X/&-S-8-S(=0) - AR f&-C(=0) ORI ,R & B HE s 2 0 BEC, | itk HEF A
SCHEC, JREEC AR -C ik T -C, JFRKEEE.-T -C,  JMAEE - T -C 05 2=k
T _C5—10%%%%;

[0107] B PEZy A3z i) Eh

[0108]  FE—/NSEhta el b, Ak I FR X (D a4,

[0109]  HrinfZ0mkl;

[0110]  XJ&-S-.-S(=0) -8-NR -; HH

-

[0111] R fEHak, Re)m
™
A

[0112]  AfZ-CH.-CR ZEN;

[0113] R #Z-0R,,-0-C(=0)R ,8-0-C(=0) -T-0R ,; Hr

[0114] R RH EHEEH SCHEC, | fedt JBRIRAR . —J7 SR AR 0 - PR 2L 1] 5

[0115] R, JeR, JOT IR fRIFE ] EREB L SCREC, | hedk \ HRE B SZREC, | Jdt ., -T-
Cy o FBEHE -T-NHR , \-T-C,  FRMHE-T-Co | F5HE.-T-C, | A&TI5HE. -T-NH-C(=0) -0-
Cy o bEdE - T- BRI dE L -C,  Mibed-Cy 75 5, Horh b2 - T-NHR |, HUAX

[0116] R, FEHEIN-fRY LM ;

[0117] R EH.EEESCASCHEC, | bedk  EHESHSCHEC, | Ak .C) he2k-C hkt- .-
T -Cy B HE T -C, FRIEEE T -C, (F7HRE-T -Cy | AT5 2

[0118] R 2% E b 7 EBEE SCHEC, | hedk BRI SREC, | e dt R R i
RIHIFR LR -C, | (HfEdE-Y-Cy_ (%53, Horr-Y-J&-CH,- . -NH-.-0-Bk-S- ;

[0119]  FFTfontai (i & ;

[0120]  mitOZ A REHY

[0121]  -T-RAAEFE.C ke takc, Mt

[0122]  -T" -&C, ,fikedtakc, fiad; B

[0123]  HrpZedidt 5 H B0 or a1, B 2 R TR S \NEKO;

[0124]  Frpfedit Ik Be I IR I O B | 07 Ok (e ik R fRUR 2 4% AT IR 22
BuAaiize 28 b — AU

[0125]  HLopr HRAQIE 2% 1 A7 MR o 2R L PR3P ] L e AR 97 BIOR 20 AR 37 ) A2 T 2 L I A
B ERERCESCBEC, | he Ak B LR EUR SCREC, | ARG, | FhbedE; B

[0126] 4R ZHE, MR AT Y,

13
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(01271  Z&f42

[0128] X2 -S-8(-S(=0) -.R Z-O0R , HR ,JEHER H A SCHEC, | Ktk , AR -CH
5-CR ;

[0129]  BUFLPRZy L AE52 ) #h.

[0130] 75— Sty oh , Ak B SRt (D (&4, Herp

[0131] nj&0;

[0132] Xs&-S(=0) -;

[0133]  AJEN;

[0134]  R_Z-OR_,+-0-C(=0)R_,Ei-0-C(=0) -T-0R_,, HcrR_,feH. A € b
B PR L 57 B BEIR AR 5RO - DR 1A

[0135] R ,JeR Srsth e (RIIER]  ERESCA SCREC, | hedk  ELRE B SCHEC, | Mtk - T-
Cy o FBEHE -T-NHR , -T-C,  FRMHE-T-Co | F5HE.-T-C, | A&TF5HE. -T-NH-C(=0) -0-
Cp et -T- BNk ek -C,  fihedk-Cy | (I3, b il e - T-NHR , HUACR , AEHBEN-
TRIPEEN] ;

[0136] R JZ&H;

[0137] mf23; H

[0138] R & A7 B A SCHEC, | etk ELREBUE SOBEC, | b da g

[0139]  BULPRZy L AlHE52 ) #h.

[0140]  fE—A St , n0.

[0141]  fE— St h , mZ 0= 3 BEHL

[0142]  7E—UEsTjfafs|H ,R J&-C(=0) OH; -C (=0) 0C, btk :H; -OR ,, FHoHFR &H, BHAEEL
HSCHEC, | JedEER0-CrAPHEE ] -0-C(=0) R, FerpR ST R 58 =T R AR 40 HL 4] s R4 Y
B BT 3 V58 =T AR PP R B AR P A U BB R S BEC, | he ik s B ECH 5C
HEC, | JAidk;C_ BEfa Ik C, | Fhhedk; -C,  fiikedk-C, | Akt -C, | FAMGHE R BB
C, Pt i .C bR B WU - C 07 3 s REBUREHC, | b AR B -
Co_ o T7 55 C, Mkl -Cy_ | J7 8, Hor Cy_ | (97 S ARG HUE o Z AR -C fifide ik -NH - -
C(=0)-0-C,_ etk ; B Mkt ; 5-0-C (=0) -0-C,_ Jedk.

[0143]  FE—LEsZjfi s h, R &-0-C, | Jidk; -0- R FEHE-0-C(=0) R ,, HPR 2=
TR IR ] B e s R 2 BB B EEE =T S R 4 i ] O B R S
C, hidk:C  Fef k. REHUEHC | bedt JidE C | e ek alipd AR -C, | 77 2
C, ik -C, | FAHE s ELREBUE SCHEC, | Midk; -C,  AeT7 3k -C) filikedt-C, | PRkl
C, MR -Cy_ 773k, PGy T ARG BB H 57 REUA; -0-C(=0) -0-C, | JidkAE—
Ses i) o, R A2 -0-C_ Jedk L -0- 38 = T SRR AL R L B 5-0-C (=0) R, FHIR 72 26
ST RARAP IR ] WS R BB g 3R S =T R R 4 i A B B R S
C, btk :C,  Jesa e RABUREIHC, Jidk iHEE.C e A R sl 3R IR - 43 C, FA )
He-C, FAMEE  FLEEECH SCREC, JRdE -C ARITHE -C ek -C, FAbedk  C, i 2 -
RHE, A R AR A BRI 2 R HUR: -0-C (=0) -0-C,_ Je Kk 76— Se HAth St i+ , €,
ek i P P B O 3 o A — SE HAR S5 o, -C, (PR R I O 2

[0144] 75— w6 Ay St 5] o, 24t 7 25 2 MU g I e WLk g AR e s A e DK A e L Wk PR

T

H

14
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2 NURE S NS NS S NITE WG E-NUN =Nl #7= NILE B8 0E P S iE e
e SRR SR I L IR SRR A ER I 7N M I I | ML I N PR S A R 3
G e PR YU S et P R P SRR e W e AR g 5 R R A R
FEFCA S 7], 5% 57 A R 2 St e Bl T 2

[0145]  7E—LE5)f 50, R /& -OH,-COOH. -0- BMRHR . -0-C, K HEk-0-C(=0) - C Kt
#.-0-C(=0) -C,_, ik -NH (Fmoc BiBoc 7 2 [H]) 8-0-C (=0) -NH-C(=0) - 0-C K
.

[0146]  FE— LS, R % H ST ERESCR SCREC, (fedt ol B AR R SCBEC, b
e AE—Le ST R % B AL MR 5 R LR EOR SCREC, hidk  ELBEEASCREC, b4
HB-C MR -Y-Cy | AT 2 Hh VRS HCy | (2007 R G HUREC | ek (FikC,
Bedk) \C, HEE (PLIEC, Kikh) .C, HefdE (PLIEC,  FEsIE) | -OH. -NH, -NO, Bl Z A4

{

N>’\NH
P 53— LRI, -C, IR -Y-C, | AR TT R R @

MeO
[0147]  fE—sBSjtifyl b , AR B S P02 %8 E HT DL 4R A -

NCTU-SUN-ID | M.W. 27703

-

HN™ S0

[0148] l\fo =

o] N W
13001 488.56 Ur?—%o N

H

2-((5E =T S L i V&R ) R 2-(((4- P A HE-3,5- — FR LML g -2-
) P 3 ) P T B I )- 1 -2 [k -6 B

15
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[0149]

NCTU-SUN-ID

M.W.

WS

26090

410.52

~

=

—

o} N
HO N%rNH
NN
2-(((4-FP4A -3, 5- - FR kg -2k ) B Ok Y 3 Ok )-3- 10 -3 ,4- &
IV P -7 - Y 7R

21115

398.46

\

L i
N
HOJ\@HH N7
N

o)
\

2-(((4-FPAE HE-3,5- B kg -2- 0k ) B iy B k- 1-(3- AL T
HE)-1H-% FF[d] ik ide-5- 1 R

25030

429.17

A\

o]
B Y s/—??
sl
(o] H PY)

(3,3- AT HR2-(((4-F S AE-3,5-— FR ALt g -2- 4k ) FP B ) W T
JE)- 1H-AE I [d] k-5 )

28096

479.55

\
o]

QJ\ e N \_/
B N
OEt O \©:N S\\o

H

(2- & F 5 I R 2-(((5- R 4 -4, 6- — FP B e -2 ) B k) P
FpE 3 )- 1 H- 45 - [d] Dk -5 - FE )

12093

472.56

NHBo¢ %
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[0150]

NCTU-SUN-ID

WL

(3 =T S8 35 ) B e R 2-(((4- TP 4 JE-3,5- — R J g -2- 3 P
IR AE)- 1H-2K FF[d] IRk -5- 3L 5

25016

415.16

\

[®

0 N *'2_5

/\/\’_r \©:\>—S‘ }\] /
(0] H ‘0

(PR 2-(((4-F S FE-3,5 - PP JE M b -2 - 3 ) P ) I il 2% )- 1 - 2%
FE[d]BkmE-5- L)

12130

508.43

(6-1R LR 2-(((4-FF 4 FE-3,5- — FR Fknbh g -2 - 3¢k ) FF e ) IV Tl 75 O ) -
TH-ZE FE[d] Bk me-5-JE )

27077

401.48

5T ER2-(((4-F A JE-3,5- D H AL mE -2 FR ) TP i g AL )- 1 H-
7R I [d ]k - 5 -

27079

449.52

PR -3 g 2-(((4- AL A3, 5- - P kb g -2 ey B 6 ) W T
H)-1H-28 FF [ ]k k-5 3 5

26089

420.47

-~

Q
2
0 .
N .

=z
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[0151]

NCTU-SUN-ID

WL

3-(IRMg -2 B I )-2-(((4- P 4 FE-3,5- - FP SE L e -2- 35k ) A i )
HEY-3 4- A k- 7- R

21129

453.12

F O
e
Q\EUH N
H o

(4-T A PR 2-(((4- T 4 FE-3,5- — B Fh itk g -2- 3k ) FR 3k ) I Tl O )-
1H-Z 5 [d] bk me-5- FE )

25032

403.12

\

O
o 2
T W
o} H be)

(B R (2-(((4-F S 3k-3,5- - A Lk g -2 ) FR ik ) VP T 5 i )- 1 H-
AR 3B 2, 50

26098

491.61

\

o
e, d
AA@\“/U\)_S\ -7
) N o

(4-"7 B B IR 2-(((4-FP L Hk-3,5- — FR B g -2- 0 ) B 6 ) I Tk 75k
Hh)- TH-2E 3 [d]ipkme-5-FE BR)

21127

449.14

\
By
UL v

(3- F 25 B P 2-(((4- P 2R k-3, 5 P bk e -2 5k ) I T P
HE)- TH-Z5 1 [d] 1K e 5 - JE i)

S

25017

480.11

\
OZNQ( :
- N /—2::‘3‘
T W
(o] H 0

(A~ 32 25 FR i 2-(((4-F AR Ak -3, 5- - R kb e -2k ) B ) W T
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5 6 7 NCTU-SUN-XOO000C

R,=H. Hilfst¥i§ c1-15 2. BB EH 215 BE.
Cl13 BFEECI-15 BE, T-C3-10 FFEE. T-C3-10 Ffl  Ro=H XN ]
£, T'-C6-10 FEHE-T-C5-10 FFH R

ol

[0179]1  NCTU-SUN-26079 £ A1) il 45 1) & 1T & MR 7
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0 DCC (1.2 4F) ¥ —NH ;
"o NO, DMAP (0.005 &) g NO, TuiR GAER)
Br  MeOH/DCM (1:9), Br DCM, n, 48 h
rt, 16h
1 2
o) o]
G NO, SnCly. 2H,0 (3.5 %&-) S NH, CNBr (1.2eq)
- ——————
n‘ MeOH + [E]5 * 10 min « H DCM,
R Ry r.t. 8hr
3 4
[0180]
B -
o) (|) Rn
NH K,CO4(2 eq) N
o _— -
N‘Rb ACN R,
[Elif24 h
5 6

NCTU-SUN-XXXXXX

Re=H. HbEe 6k c1-15 R . SR L B c2-15 FE. c1-3 KEE-C1-15

Ra=H, 3NN
ﬁ% -T°-C3-10 & . -T°-C3-10 FFF&E . -T7°-C6-10 FEN-T°-C5-10 FFE ’I\J\

0“‘-..
[0181] mwswam%%ﬂ%%%%A&ﬁ%&&$

pecc (12 58

i _OMAP (0.005 58) NO, Rb"‘"‘" @58
MnOHlDCM (1:9), T oomomasn

o
o NO; SnCl,. 2H,0 (3.5 58 ) - NH; CNBr (1.2eq)
H_ McOH + (B + 10 min » ""

[0182]

EtOH/H,0 (1:1)
ER24 b R 1b

~o
It J: K2CO5(2 eq) 1 N :.ﬂ i R"ﬂ
N _NH eq 3, Na :
N. — L N.
Ry Ro Ry

7 NCTU-SUN-XX0000K

R~H. B35 c1-15 [RE . HRa B c2-15 &,

Cl3 BEEECIIS X, T-C3-10FFER. -T-C3-103F Ro=H ’NI
R, T-C6-10 FEW-T-C5-10 FFH.

LN

[0183]  NCTU-SUN-12082 £ FIf il 4 1 & ik J7 8 S
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o s ‘ [e] Rp—NH;
HOJ\@: 2 i HaSOu« (0.3 M) ~o NO, (3 i)
E MeOH, [, 12h e DCM, rt, 2 h
1 2
o Zn (15 48 ) o
-.. OJ\C[ NO, HCOONH, (7.5 %) ~ OJU NH, CS; (1.2eq)
N’Rb MeOH, rt, 30 min. N'RD KOH, EtOH
H H 50°C 8hr
[0184] 3 .
o
H N
”>= $ K,COs(2 eq) MOJ\©:N\)— ?
S = 2LU3s(< eq S e
N s ] KI(0.3 eq) N A
\ — R ———————— = N /
Ro ACN Ro
[E13#6 h
5 6 NCTU-SUN-XXXXXX

R=H. EfaEiEfCI-157E. ERSESH 215 K], C13EEECI-5EE. T-C3- 10 FEE. T-C3-10F
. T-C6-10 Bl -T-C5-10 5.

[0185]  NCTU-SUN-12083 &4 14 1 & T = MR
o Ry—NH;
MJC[MJ, 7 HaSO.e (03 M) \OJUN% o)
£ MeOH. Eif., 12h DCM m2h
1
o zn (15 48) o
S NO;  HCOONH, (7.5 4E) ~q NH, C82(120q)
s MeOH, rt, 30 min. n-Fe KOH, E1OH
H 50°C 8hr
[0186] . ‘
; b _HBE SN
N o Y
e /\ﬁ J\@r«?'s\—;\_(}— Etomzon " )K@ \}.3\_?-}_
i’v 'Rs b Ry N Eiln
5 7 NCTU-SUN-X00000
R.=H. Hbfai L ht C1-15 7% . Hhfsi AT 215 F¥. 13 RER-C1-15 FE. -T'-C3-10 FRE. -T°-C3-10 FHfFE.
T'-C6-10 FET-T-C5-10 55,
[0187]  NCTU-SUN- 12084 1|45 & BT 28 S FE e
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CN 110234635 B

Ry—NH;

o
|
e NO; 7R H:SO.(03M) )g@m, @ 48)
MecOH, |"|‘ﬁl 12h DCM, 1. 2h

F

2 Zn(15 48
~o NG, _HCOONH, 7558 ) 558 ) <, NH, CS: (1.2eq)
H_R, MeOH, rt, 30 min. KOH, E,OH

50°C 8hr
[0188]
2 \
o " 1 z,mcc;’,m ;q} mCPB.A (1.1' ) ~, N O 0
o =s 97y # i J\@ s, ‘e
N N ocmou-sn : \ 4
\ ol tn h Ry N
Ry n, 1h
5 6 7 NCTU-SUN-XO00000

Re=H.EBatEa C1-15 R HAtal B S5 C2- 15 B . C13RER C1-15 R T -C3- 10 FFRE .- T -C3- 10 FFF .- T -C6-10
FRS-T-C5-10 FE.

[0189]  NCTU-SUN-12092 FR A 1|5 1) & BT = MR 7

H \0
N NaOH (2.5 eq) =
U & e / = Ra N A /
H I N/ Cl EtOH - [E];ff \©:N\>—S N
H
1.0 eq 1.1eq
1 2 NCTU-SUN-XXXXX
[0190]
R, = i T ? PhO.
a2~ FmocHN \)j\otk;. " BocHN \)l\ o " FmocHN o™ PhoPtOHL
[0191]  NCTU-SUN-22138 &R FI ) il 2% 1) & i 7 T M2 7
H
U"
N
H
cx
R RC‘I
NBS (1.2 eq) NaOH (1.1 eq)
[0192] Rex
CHCl: » hv » [ Br EtOH - [0[}ff
2 NCTU-SUN-XXXXX

1

R,=OH,OMe R =OMe, OTBS R =H,Br
[0193]  NCTU-SUN-22139f] |45 i) & B 7 8 MR 7
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-

T

3

S
Rc1 ch
R Re1 R,
NBS (1.2 eq) NaOH (1.1 eq) a N
—= e >—s
CHCls » hv » [ EtOH - [a] H
4

I=

Br

1 2
[0194]
R
Ret Rex mCPBA (1.7 eq) ch Rex
Ra N Lo (SN N
\@N‘%S DCM/MeOH=9/1 UIP— %
H i, 1h H
4 NCTU-SUN-XXXXX
R,=OH,OMe R, =OMe, OTBS R =H,Br, O N =%,
oy
N
H
[0195] [ H]

[0196] A& BHIIAL & W v] F T 97 BOCRRT AFART 5 00 A/ B0 R, Ferh 15D - 22 i g A/
B ) B BN GBI A R $0 I R A 45D - 22 i e 2 G 0 HL 8 D - 2 iR A
A=W T R o R , A R BRI Y 7 BORT #4803 E 1 7 ¥k S 38 i 2 ) e 2 Je /B
INEIR) 715 o A5 % B IR B AR V6 77 B TR B DAAOHTI il A 5 (R 2 976 1) 7 155 5 T 9 s DI 32 2 s
PR 3 SR0E 5 1 TR S e 43 2L RS R A48 VAT <22 i DCRE g 3« 643 J & 739 e (PTSD)
SRIEAT AIRAE (OCD) IR W B K | 5 #0280 780 14k 2 3 AH S IR 12 e/ BN SN 2R BIOA #2488
PR REAE R P22 TC T BB O o 7E — LB ST A7) 1 , K5 10 9 SL0E S 1 TR MK 0 2 SR8 FRDRE IR 451
R ALFE G KRN FIAR  IE 1 K — RO fa s BE AR IR AU o 75 55— SR 451, 5 DAAOH i A
KPP AR F2 FEIN TN (MCT) B 2% 75 2R DS 1 0 R X I3 BRGS0 R0EE o 7 — L STt 51
L T DAAOH il AH OC 1 35 I3 A2 YK TR 12 B 2% TR B A 48 o 7F — L8 STt 5], AR B A& mT
FH 167 BT 5 4 48 A0 P 0 AH OC BRI E 2 M/ B R SR (4610 4, o) 2% o 3B U s AR #4170
ZURE) T N & AR MR R AR ) R & TR DR T 2R o T A, SR AL VE T BT & 0 L ig Bl 2k
WS & T Rr

[0197]  #F—LLSThf i , A SO BT IR AL S A R E R fE DL FYE N : £90.5 mg/kg
PRE £ £)20g/kg £ 1mg/ kg R H £ £)20g /ke « £)2mg / kg IR H £ £)20g /kg « £)4mg / kg /R FE £ 4
20g/kg #16mg/ kg ik H £ £)20g/kg . £18mg/ kg iR B £ 220 g/kg.#)10mg/kgiAk B £ £20g/
kg #)12mg/kghHE 2 £120g/ kg 2] 14mg/kg A H %2 £)20g/kg - #116mg/kg A H 52 £)20g/kg £
0.5mg/kgtRHE £ 2)15g/kg 270.5 mg/kglhHE £ 24)12¢/kg£]0.5mg/kgtRH £ 2710g/kg 2
0.5mg/kgtR B £ 218 g/kg #0.5mg/keglh H 2 £)6g/kg «£)2mg/ kg th B £ #)15¢/kg £2mg/
kgih B F£4)12g/kg #)2mg/ kg kB E £)10g/kg  Z12mg / kg lA B £ £ 7g/ kg £)2mg/ kg A EH F
215g/kg~#15mg/ kg B £ £)15g/ kgl #)5mg/kg A B £ £10g/ kg i i .

[0198] [RZHAEY)

[0199] AL 7 —SHRMAERAGHEGY), KA &G B 25 E 852 10 ek
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WA KPR 2h BT B2 R ARE “HEY” (TR A EYh) BaGR T & —uk
% P 1 73 BB RS R 2 — B 2 Bl 14 s 73 (R 24 B mT 4552 IR T 70 (0 72400, LA B ATAv]
FLFEEREE F DL R RIS 0 =) AT P R ECE 2 B S B A B B — B PR
(A, B — B8 2 b s o ) A S B ) s R BORE A FH o ATt 4 BH 19 2= 245 40 &5 4 ek i
P AT B FAth TS 1 A S 125 2 b T B2 (R E VR A AR AT &9

[0200] AR BH (1) 155 25 40 & A8 & AR s 1 il B B R TR R A A4 (B LR 2 b mT 2
I ERBIE I EW) R b T 852 T A L ARG ST A B R X e 4 S ) LA
ET&0.ZHW. R AIEE M (B R T LA KEKN) 85 1HH 57, (BT 2
THEIE T, BRI B S R B T B AR i K 9 A5 553 14 1 20 0 o R %) 2 Joli B 7™ B R
= 24 40 6 e S B 0 Y L v e ) o 24 M P RN A AR D 3R i % o

[0201] 3% 1k Bl T S T A 75 28 (40 T Js 8 B 591 A B 51 R A A SR B K ) DAV A
FRZRY (f3) T i 500 A 2 L 23 B0 BB LA 1 % 5 o & PR R TR AT 2 T B A4
FIT (5 4n 73 B0~ BV R B A ) LIRS g 77 308 5 o 7R AT SR FH A 750 284 4% 5 95 1 i 4
W FHT R R+ S5 08B 77 /a7 75 8 R WG R0k 2R, n s BT 4% 24 28 R 1) AR VR
BRI A (RIS R F50) 5 s B IR\ B8 B 9 45 5 10 <08 s 55 sl KA &4, 5l
T4 B ak & 1 E 5 5 R 75 508 715 25 B 77

[0202] T it o, P vE M Ry BRIL R 25 4 S WG A & B B BOA R T — B P
T AR R PR 2R A0 R BB TR T R R S 0 1 A A B R 2 A A M BT B dE (B
ABRT) 009 AR A S A S T R O R A AL A Y LA b
(Bl an L) KoK B0, Al BE 2 SR & A BIFBA M T — B Z FE S a2
R A8 H )3 P A B [ 24 4 D D 3 e e R BSUR FRH  3E i GR E ((EANER ) 14
T 22K L AL B i R TG L 2R L BLE R 60 L 1 /S e S R L B B L2 - R - e R H
L&

[0203]  wig #L ARV ST 1 BAR IR o5 hE B I 1 i , v PR oy BN R 2 ST 5 ARG
I7 70— A 2 o A S HAR 2 A T AR 2 0 B R 53, B PR R B R A A S K
AT — WP AR 7 4% 24 G SRR R ) o B3, 1R S5 24 770 n] o e — R B — 853, SiE TRy
BHEAHEGIRA I (R B THRYE) .

[0204] X} T& M5, o] HT Ak B R EZ A -G P KL TR I8 B2 B
TS FUF TR HE W R R 2 [ 4 R SRR EC 0 B 77 A IR S it 2 o & A A R R
T 70 () n Ay A B A o TR 45 2 I TR T5) T 771) 32 [) 5 P A 71 (A e by (R I b B % 2
SO UE k) M e IR Bh) — D IR R 45 A 7 (B A R 2 A L P T R L B e % e
LA — R Ad o 40, i 77 (B anfi AR IR Bt A A B B2 A S 0 ) 38 o i vl FH T TR B
H Y o IR R FARALA S 2R 1) (B 4 2H 5 WD A D HE 7 S A 7 D e s b ) 4 70 51 s etk T 35
IR RL TR0 HE FLE B AL DA &S o T R 4 R U IR 2 T 5 K B W %/ B
il RS, e A R B PR 1 43 B 5 25 2H A -5 % B ER R AR L R R AR LAk R &/
BURE LA SRR (7K £ T B H I &R 6) d G

[02058] G sCH A FHIG RS “AEL M7 1R G kP UL BRI BRI R R VBB
e RATES R % S ARSI S R 29 S T B R 2 b ] 22 M o B K
PE B AR M TR 2 B 8 T VR B LR D B A BV Ao FH i 2 440 B A I T T A BV R B 40
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BIO T TC B R R o KPRV VUG o0& T HR KN LA 2 T S BEIE  33 5 EH 1Y  steTf &5 , BTk
FAI TG B K YA 5T 35 7] 45 2 i 38 et 28 >0 I IR R 38 B R AR EBOR $A9 o 18 B K 1 SR
TR ) A R 57 S v T B A B SE B 4G K L B 22 JolE (B H vl T8 B VR O R
W) R F A Y R L HIE BIR AW EY I () anfsns ) S vl vE S E ALEE (9] 4n
TR W8 o540 , w38k A58 FH i o SR 8l I i) B0 B DR, 38 ek 448 Pl 5 RS (FE 0 BRI 15 T2
) Hoad ik A AR T PR R AR RS G sh P

[0206]  WJ T A B R I 22 245 205 W0 IR AT & e ), B an ((EASBR 57) 77 J6 771 < i3 77 3,
AT S 43 BAGR) o S A AR P FR TS R 3 3 g N % Ao 4 B A T B TR TSR AR R, 45, X R
ARHREE VFUT B Ry 1L AR S itk 2 o R AT R AL FER SRV T, 5 Aok S AN S ot
o W 3 Ik 4 N E AR T WA 4D 245 7] (46 B T TR B % B ) 32k RT3 B 2R 245 7 3K A
.

[0207] 43R FHH A BICRE IR A 42 i), JC AT A s I 22 12 i 1 4% 5 N 2 % mT BT B
FIE T 2R IR B ) 22 FeT RN BRT AR P 22 58 1R 53

[0208]  BRyEMEALGHILLSL , BRI O] 5 B35, il in £ 58 A0 Rl IR IE L 58 4| £ s L
FAWE Je 227K L BLBE R Tan AR 4 2R S AR I BRSO IR UL R R A
[0209] W4T (Bldn, Js) #2500 B (1, il 4 78 H AR 7 T R A T F iR 28 g 15 VI
%) 76 TR K B 23 7K PV VR AR B 38 N 200 1% 225 %) &

[0210] W] T A KB IR 25240 G 7R il i@ it 28 8 S BRI R # 5 o IX 2620 & 4]
R 88 (2 24 VR T 0438 P 24 R ) 2 AR SR | 2% L AT i 8 D9 B /KA T, LR FH R 1 Tl L At 81 B
JE 55 R SR 3 7] (R T BG5S Sl A6 540 B/ oAt >0 F 15 5 771 58 23 5T
[0211]  HTAHE W& PER S KA -G YIIE ke ), HonT @ b iE P sy Bl = 25 40
)55 18 B IR R R R B a8 ) (a0 ml w5 4 R Bk R YR G R ) A, 1K LRI
TEFEAEGRIAE =T A R AR E AR AR R oA, HLPR It o] 78 B B B 2 s P A o B il 24
Y.

[0212]  HAhE 2y b ny 452 i 2 A HE (AR ) Jo B W44 | 2 [l 4 sl 4 38 78 771 L
A BB PR AT A SRR A EC BO A B4 ((HANBR 1) 2128 #1771  SE AR R IR ER R IR 1
g & S E W@ A KINE B EE) S5 (B L) « HIZR L3RR (L AL R A
TR ANRE A i 10 R P Al H VTR VE 5 7K SR B R T (151 A B R ARG B 1 L TR TR S A L R TR
S EALEN B R T A RE L SRR B IR L A s e B R T A 4RI R 4
TR VR RAHERN KNG RO - RENA-RBEEREY RO ZE R EE
Jig o

[0213] [ A = 25 SR E0 36 ((EANBR ) Ve AR 4E 2R I8 i & bE  FUPE e VI iR L 22
ZFE R TR 22 VR AR A R R B L B IR R 40  H yeh S IS R 15 S0 8 I LA S i ikt
TR S 2 [ AR T 7 AT 328 B H 3l T3 B K B S 85 Rl , LS v S il A A i
) < 4 3 7 A A2 S I NI N 1 ) I I v 1 I W= M B 8
TRAFEIK S ERAK T TR KV T e — B

[0214]  ZA ST IRH R #H O AN el s T AR R NG T 6l B — € BRI R 1 &%
FhEEZGH AWM T Hihid R 2GWEF LR Y) & T Remington’ s
Pharmaceutical Sciences,E.W.MartinZw% Mack Publishing Company, #5519/, 19954
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H

[0215] 815, o TR it — 20 VEAN M)k , 24 ST b TR R 2 B A] 22 - R SC I 0 d KR B R
ARSI o IR, R DL S48 AR AN B A 0 BE 14 HAS LA ART 7 2XCBR il A i B R Y L
[0216] =43

[0217]  SEf1-1 NCTU-SUN-21122: (ZFR2- (((4-H 4 IE-3,5- L mg -2-J%) H 2E) W
fEd Bt L) - TH- 2RI [d] kM - 5- FER)

[0218] \n,O
1L
H

[0219]  [\RS-D7(0.1g,0.30mmol) F-DCM (10mL) 5 FI¥A VR ¥S JINaOH (0.90 mmol) , F-45 [ V.
REAER TS - 10708 AR EE0C T (ToKisH) I 4B (0.60mmol) o 4ii#E5-10
AN el = WL 5 Ay 1 B o= BB R 71 2 A N O S 2 VY - =S &2 eV g AR S =
MgSO,TF-# , ik y& FF ik 4 LA 7™ A s SR A ) o 18 I Tk JR B A 2 T 440 S REVR B P LA 3R A5 407
Yo

[0220]  'H NMR (400MHz, PHH-d,) 68.17 (s,1H) ,7.68 (d,J=8.8Hz,1H) ,7.44 (s,1H),7.09
(d,J=8.7Hz,1H) ,4.71(s,2H) ,3.75(s,3H) ,2.29(s,3H) ,2.24 (s, 6H).

[0221]  LRMS (ESI)m/z:374.1 (M+H) ',

[0222]  SEf51-2 NCTU-SUN-21124: CKHER2- (((4- 4 FE-3,5- FFEMLng -2- %) L)
AL S) - TH- 28 FF [d] KM -5 - FE i)

o_
5 -
[0223] @( N /_2}
O
O N \O

[0224] g PSR ESARE LLAL , FAh S S K i 2% 22 R 351 45 S5 1 b ol 1 ok 1) 40 25
FAL, 15 2IFR AL S o

[0225]  'H NMR (400MHz , P H-d,) 88.24 (s, 1H) ,8.22(d,J=1.4H z,1H) ,8.18 (s,1H),
7.78-7.71 (m,2H) ,7.65-7.59 (m,3H) ,7.27 (dd,J=8.8,2.2Hz,1H) , 4.74(s,2H),3.76 (s,
3H) ,2.26 (s, 3H) ,2.25 (s, 3H) .

[0226]  LRMS (ESI")m/z:436.2 (\M+H) .

[0227]  5f§1-3 NCTU-SUN-26096: (T2~ (((4-H 43,5 I JEnkng-2- ) &) W
fEd Bt ) - TH- 2RI [d] kM - 5- FER)
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0_
o f??
[0228] \
\W \©: Y-8 N /

[0229] PR P T BESUARE LLAL , FLAh S S K i 2% 42 R 351 45 S5 1 b ol 1 ok 1) 40 25
FAL, 15 2IFR AL S o

[0230]  'H NMR (400MHz , ) Fi-d,) 88.17 (s, 1H) ,7.68 (d,J=8.7Hz,1H) ,7.43 (d,J=
2.0Hz,1H) ,7.08(dd,J=8.7,2.1Hz,1H) ,4.72(s,1H) ,3.74 (s,3H) ,2.60 (t,J=7.3Hz,
2H) ,2.24 (s,6H) ,1.77(h,J=7.3Hz,3H) ,1.04 (t,J=7.4Hz, 3H).

[0231]  LRMS (ESI")m/z:402.1 (\M+H) .

[0232]  Sff1-4 NCTU-SUN-26097: GAC e R2- (((4- HF4HE-3,5- ZHI JENERE -2-J%)
FJE) PRSP AE) - 1H- 2R [d] WK - 5- L)

o—
0233 : \n’ \
[ 1 \C[ \>—S N /
(@] N "b
H

[0234]  [bR £ P U EH 7S S Y e SeUARE DA Ak, LA S A I il & 22 SR 350 45 S A 1 v ol ) 5k
(R4 SR, 15 2R AL &
[0235]  'H NMR (400MHz, P -d,) 88.17 (s, 1) ,7.68 (d,J=8.7Hz, 1) ,7.42 (s,1H),7.07
(d,J=8.7Hz,1H) ,4.72(s,2H) ,3.75(s,3H) ,2.64 (t,J=11.1Hz, 1H),2.24(s,7H) ,1.88-
1.76 m,2H) ,1.69(d,J=12.1Hz,1H) ,1.65-1.52 (m, 3H),1.42(q,J=11.8Hz,2H) .
[0236]  LRMS (ESI")m/z:442.2 (\M+H) .
[0237]  Sf§]1-5 NCTU-SUN-26098: (4- T HARHIR2- (((4-H % -3, 5- Z HI FEML g -2-
55 HAE) W RsPBE L) - 1H- 2RI [d] KMk - 5- FER)

\

O
[0238] /\/\Q\ﬂ/o N /—zj—
- W
O H \o

[0239] [ £ PR 4- T B8 F e GUAR B LUAL , oAt S 24 K i) & 40 3R 350 55 S48 1 PR e )
R S RALL 15 RIAR AL B

[0240]  'H NMR (400MHz , }Fi-d,) 88.18 (s, 1H) ,8.13(d,J=8.2Hz,2H) ,7.75 (d,J=
8.8Hz,1H) ,7.61(s,1H) ,7.45(d,J=8.2Hz,2H) ,7.25(d,J=8.7Hz, 1H) ,4.74(s,2H),3.76
(s,3H) ,2.25(d,J=6.2Hz,6H) ,1.66(q,J=7.7Hz,3H), 1.47-1.28(m,3H) ,0.95(t,]=
7.3Hz,3H) .

[0241]  LRMS (ESI")m/z:492.1 (\M+H) .

[0242]  5f§]1-6 NCTU-SUN-21127: (3- HIERHIR2- (((4-H % -3, 5- Z HI KL g -2-
55 HHE) TR PBE L) - 1H- 2RI [d] KMk - 5- FER)
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\

O
< »
O N O

[0244]  [bk 2, T S b i) B 22208 R I AR DL A, L Ath s 87 A4 e il % 20 B 34 5 sz 48] 1+ i )
AR S RALL 15 RIAR AL B

[0245]1  'H NMR (400MHz , i f-d,) 88.18 (s, 1H) ,8.06-7.99 (m,2H) ,7.74(d,] =8.8Hz,
1H) ,7.61(d,J=2.2Hz,1H) ,7.56(d,J=7.5Hz,1H) ,7.49 (t,]=7.6 Hz,1H) ,7.25(dd,]J=
8.7,2.2Hz,1H) ,4.76(d,J=3.2Hz,2H) ,3.74 (s,3H), 2.47(s,3H),2.25(s,3H) ,2.23 (s,
3H) .

[0246]  LRMS (ESI)m/z:450.1 (M+H) ',

[0247]  Sf§1-7 NCTU-SUN-27076: CLlg2- (((4-H 4 Jk-3,5- ZHIJEmbng -2-3%) H L) WP
Rt ) - 1TH- 2RI [d ] wkme - 5- FE g

\
0
0248 o -
N (0]
H

[0249] R P S H CBESARE LLAL , FLAh S S K i 2% 242 R 351 45 S5 1 b ol 1 ok 1) 40 25
FAL, 15 2IFR AL S o

[0250]  'H NMR (400MHz, HH-d,) 88.17 (s,1H) ,7.68 (d,J=8.7Hz,1H) ,7.44 (s,1H),7.09
(d,J=8.8Hz,1H) ,4.72(s,2H) ,3.74(s,3H) ,2.62 (t,J=7.4Hz, 2H) ,2.24(s,6H) ,1.75 (p,
J=7.3Hz,2H) ,1.41 (h,J=7.9,7.5Hz,6H) ,0.94 (t,] =6.7Hz,3H) .

[0251]  LRMS (ESI")m/z:430.2 (\M+H) .

[0252]  S2451-8 NCTU-SUN-27077:5% ] #2- (((4-FH43E-3,5- - F Fkntkng -2- 55) F k)
AR S) - TH- 2% F [d]WKkmMe - 5- FE g

0_
5 —
[0253] )\ﬂ, N f_zv*
o) N b
H

[0254] [ Z B SUHH 7 T BESARE LA AL, HoAth S S & il 46 20 SR 351 5 S5 1 Hp B 860 3R (1) 4%
GRS BB E D o

[0255]  'H NMR (400MHz , ) Fi-d,) 88.17 (s, 1H) ,7.69(d,J=8.7Hz,1H) ,7.44 (d,]J=
2.1Hz,1H) ,7.08(dd,J=8.7,2.1Hz,1H) ,4.71 (s,2H) ,3.75(s,3H) ,2.89 -2.84 (m,1H) ,
2.24(d,J=2.4Hz,6H) ,1.31(d,J=7.0Hz,6H) .

[0256]  LRMS (ESI")m/z:402.2 (\M+H) .

[0257]  sEf51-9 NCTU-SUN-27078: GAC-3-4%-1- FER2- (((4- 4 FE-3,5- T HIJEmL g -
2- %) AL WP RS PBE L) - TH- 2RI [d] WKk - 5- JEE)
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\

0
[0258] O\r(o i ,_2?
< N
0 N \O

[0259] [ L BESH A C - 3 -0 H IR SUARE LA AL , HA S S % i 2% 28 3R 350 45 S A1) 1 b o )
R S RALL 15 RIAR AL S
[0260]  'H NMR (400MHz, HH-d,) 88.17 (s,1H) ,7.66 (d,J=8.2Hz,1H) ,7.42 (s,1H),7.07
(dd,J=8.7,1.8Hz,1H) ,5.74 (s,2H) ,4.78(d,J=13.6Hz,1H), 4.73(d,J=13.7Hz,1H) ,
3.70(s,3H) ,2.96-2.80 (m,2H) ,2.54-2.30 (m,3H) , 2.22(d,J=2.6Hz,6H) ,1.95-1.72 (m,
2H) .
[0261]  LRMS (ESI")m/z:440.1 (\M+H) .
[0262]  SE41-10 NCTU-SUN-27079: 3R -3-J FHR2- (((4- R 2E-3,5- —H 2Ltk - 2-
HE) L) WRETERL) - 1H- 283 [d] wkme - 5- B

\

0
[0263] Q"/o N /_2?
T ™
O H \O

[0264] [ £, S0 EH 2 - R R e UAR B LU A, oA e 24 K i) & 20 3R 350 55 SIS 48] 1 PR e )
AR S RALL 15 RIAR AL B
[0265]  'H NMR (400MHz, P -d,) 88.20-8.17 (m,2H) ,7.76 (d,J=8.7Hz, 1H),7.63(d,J=
2.2Hz,1H) ,7.57 (td,J=7.5,1.5Hz,1H) ,7.42(dt,J=7.4,3.4 Hz,2H) ,7.27(dd,]J=8.7,
2.2Hz,1H) ,4.74(s,2H) ,3.77 (s, 3H) ,2.67 (s,3H) , 2.26(s,4H) ,2.25(s,4H) .
[0266]  LRMS (ESI")m/z:450.1 (\M+H) .
[0267]  Sf§1-11 NCTU-SUN-28087: (4- FIEIRHIIR2- (((4- A JE-3,5- Z HIJEnLiE -2-
HE) FHEL) PRSP L) - TH- 2R 9 [d] ki - 5- JL i)

\

o)
[0268] m/o N /—2?
N
O \©:N>_‘S\‘O "
H

[0269] [ £, S pH 4 - Y 8 FE e UAR B LU A, oA e 24 K i) & 0 3R 350 55 S48 1 vk e )
R S RALL 15 RIAR AL B

[0270]  'H NMR (400MHz , ) Fi-d,) 88.18 (s, 1H) ,8.10(d,J=8.1Hz,2H) ,7.73 (d,J=
8.7Hz,1H) ,7.60 (s,1H) ,7.42(d,J=7.9Hz,2H) ,7.24(d,J=7.1Hz, 1H),4.82-4.69 (m,
2H) ,3.73(s,3H) ,2.47 (s,3H) ,2.24 (s, 3H) ,2.23 (s, 3H) -

[0271]  LRMS (ESI")m/z:450.1 (\M+H) .

[0272]  Sf§1-12 NCTU-SUN-28091: (2-fif2E K HIR2- (((4- A JE-3,5- Z HIJEnbiE -2-
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B) HBL) MRS SL) - 1H-2RJF [d] KME -5 - 2L )
\

NO, 0
[0273] (l‘/o N /_zjf
T w7
0 N b
H

[0274] [ £ P S0 EH 2 - il 8 08 FE e CAR B LUA , oA e 24 K il & 40 3R 350 55 S48 1 PR e ()
IR S RALL 15 RIAR AL B

[0275]1  'H NMR (400MHz , P fi-d,) 68.16 (d,J=5.9Hz,2H) ,8.10(d,J=7.3Hz, 1H),7.96
(td,J=7.5,1.8Hz,1H) ,7.91(td,J=7.8,1.8Hz,1H) ,7.74 (dd,J= 8.7,1.5Hz,1H) ,7.61
(s,11) ,7.24(d,J=8.4Hz,1H) ,4.75(dd,J=13.7,5.7Hz, 2H),3.69 (s,3H),2.20 (s,6H) »
[0276]  LRMS (ESI")m/z:481.2 (\M+H) .

[0277]  52f§1-13 NCTU-SUN-28092: (FAPA K FHIER2- (((4-FH4A AL -3, 5- I ENLng - 2- %)
L) SR PBE ) - TH- 2RI [d ] kM - 5- FER)

O_
o —
[0278] % N /—2}
C[ L
O H o)

[0279] [ <P S EH A T o P g S A DA b 5 LAl e A I il & 232 SR 351 45 S A 1 v ol ) 5k
(R4 SR, 15 2AR AL S0

[0280]  'H NMR (400MHz , ) Fi-d,) 88.17 (s, 1H) ,7.67 (d,J=8.7Hz,1H) ,7.45 (d,J=
2.2Hz,1H) ,7.09(dd,]J=8.8,2.2Hz,1H) ,4.73(dd,J=13.7,2.5Hz,2H) , 3.73(s,3H),2.23
(s,6H),1.92(dt,J=12.5,6.3Hz,1H) ,1.08(s,2H) ,1.06 (s, 2H) .

[0281]  LRMS (ESI")m/z:400.2 (\M+H) .

[0282]  SEf5i|1-14 NCTU-SUN-28093: (2- £ T R2- (((4-F4IE-3,5- I FEntmg -2-3%)
L) SR PBE ) - TH- 2RI [d ] ke - 5- FER)

\
O
[0283] \/g‘/o N ,—2=“>7
>—s N /
O N \b
H

[0284]  BR LPRSH2- L EE T BESARE LLAL , FAt S N % il 2% 22 R 350 45 S A9 1 v o ) ok
(R4 SR, 15 2A L &9

[0285]  'H NMR (400MHz , ) Fi-d,) 88.15 (s, 1H) ,7.64 (d,]J=8.7Hz,1H) ,7.39 (d,J=
2.2Hz,1H) ,7.05(dd,J=8.8,2.2Hz,1H) ,4.81 (dd,]=28.8,13.7Hz, 2H),3.65 (s,3H),
2.51 (tt,J=8.6,5.5Hz,1H) ,2.19(s,3H) ,2.18(s,3H) ,1.74 (m, 4H) ,1.04 (t,7.5Hz,6H) «
[0286]  LRMS (ESI")m/z:430.2 (M+H) .

[0287]  SE5i|1-15 NCTU-SUN-28094: (2- K F: 4 R2- (((4-FEIE-3,5- H FEuEmE -2-3%)
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HH ) PRSI L) - 1H- 2894 [d ] WK E -5 - HE fg)

[0288] WOUN
V-8
(o] N \\O

=
[0289] PR PRS2 - R L IR SARE DL AR, FLAt S N % i 2% 22 SR 351 45 S A9 1 v o ) ok
(R4 SR, 15 2AR AL S0
[0290]  'H NMR (400MHz, P -d,) 88.16 (s,1H) ,7.66 (d,J=8.8Hz,1H) ,7.41 (m,5H) ,7.30
(m,1H) ,7.06(dd,J=8.8,2.2Hz,1H) ,4.74(dd,J=13.7,19.2Hz, 2H),3.98(s,2H),3.70
(s,3H),2.21(s,6H) »
[0291]  LRMS (ESI")m/z:450.2 (\M+H) .
[0292]  sEf511-16 NCTU-SUN-28095: (3,5,5- =HI 3L R2- (((4-HI4EFE-3,5- — H Bt
WE-2- J%) L) At AL) - 1H- 2RI [d] Kk -5- L H)

\

O
[0293] O N /—2?—
O N \O
H

[0294] [ LM HI3,5,5- =M B IR SR LA AL, HoAth s N4 I i) & 20 Bk 351 5 e 45l 1 v
JI D3R PRI AR S5 2R AL L 15 B FR AL S 40 o

[0295]  'H NMR (400MHz, HH-d,) 68.15 (s, 1H) ,7.63 (d,J=8.8Hz,1H) ,7.40 (s,1H),7.09
(dd,J=8.8,2.2Hz,1H) ,4.80(dd,J=29.0,13.7Hz,2H) ,3.65(s, 3H),2.61(dd,J=15.0,
6.2Hz,1H) ,2.44 (dd,J=15.0,7.9Hz,1H) ,2.19 (m,1H) , 2.19(s,3H),2.18(s,3H) ,1.43
(dd,J=14.1,4.0Hz,1H) ,1.23(dd,J=14.1,6.5 Hz,1H) ,1.12(d,J=6.7Hz,3H) ,0.97 (s,
9H) .

[0296]  LRMS (ESI")m/z:472.1 (\M+H) .

[0297]  SEf§1-17 NCTU-SUN-28096: (2- & FEARHIR2- (((5-HF -4, 6- = F BRI AE -
2-3%) HEL) WP REEPBES) - 1H- 2RI [d] WK -5 - JEE)

/
2

\
0
[0298] Qro N 2 )
D N
OEt O UN% s
H

[0299] Bk £ T U FH 2 - £ S0 25 R I SeL A A, Jfth S5 B4 e il 20 B34 5 S 81l L ol
DA B S AR 45 B bR AL B0 -

[0300]  'H NMR (400MHz, P -d,) 88.18 (s,1H) ,7.92(dd,J=7.8,1.8Hz,1H), 7.71(d,J=
8.8,1M) ,7.58 (m,2H) ,7.22(dd,J=8.8,2.3Hz,1H) ,7.18(d,J=8.5, 1H),4.80(dd,J=
23.0,13.7Hz,2H) ,4.19(q,J=7.0Hz,2H) ,3.69 (s,3H) ,2.21 (s,3H),2.20(s,3H) ,1.44 (t,
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J=7.1Hz,3H)

[0301]  LRMS (ESI")m/z:480.1 (M+H) .

[0302]  SZ41-18 NCTU-SUN-21123: (B2~ (((4-FH4EJE-3,5- - F 3knthng -2- %) F k)
AL S) - TH- 28 FF [d] KM -5 - FE i)

o_
»—s N
O H o)

[0304]  [R P U EH PR R SUAR R LA, FLAh S S % i 2% 242 R 351 45 S5 1 v ol 1 s 1) 40 25
KA, 15 2IFR AL S o

[0305]  'H NMR (400MHz, P -d,) 88.17 (s,1H) ,7.68 (d,J=8.8Hz, 1) ,7.44 (s,1H),7.09
(d,J=8.7THz,1H) ,4.73 (s, 2H) ,3.74 (s,3H) ,2.64 (d,J=7.6Hz, 2H),2.24(s,6H),1.22 (¢,
J=17.6Hz,3H) .

[0306]  LRMS (ESI)m/z:388.2 (M+H) ',

[0307]  SEf51-19 NCTU-SUN-21125: (4-FARHER2- (((4- AL -3,5- —HIELnE -2- %)
L) SR PBE ) - TH- 2RI [d] ke - 5- FER)

Cl O—
o —
[0308] \Qﬁ( N /—2—37
T W/
0] H 0

[0309] PR 4P 4 - SR H IR SUARE LLAR , FLAt S N % il 2% 22 SR 351 45 S A9 1 v o ) 5k
(R4 SR, 15 2AR AL &1

[0310]  'H NMR (400MHz, P -d,) 68.33-8.12 (m, 1H) ,7.76 (d,J=8.7Hz, OH),7.72-7.61
(m,1H) ,7.27(dd,J=8.7,2.2Hz,0H) ,4.74 (s,1H) ,3.76 (s,1H) , 2.25(d,J=6.00Hz,2H) .
[0311]  LRMS (ESI")m/z:470.2 (\M+H) .

[0312]  5E41-20 NCTU-SUN-21126: (3-fi2E K FHR2- (((4- 2L -3, 5- I 2Ltk -2-
HE) FHBL) PRSP - TH- 2R 9 [d] ki -5 - JE i)

NO,
O_
[0313] 0 + /_zj_
o< v
O N ‘o

[0314] R £ T S ER 3 - A 2% FHY L A QB BA AL, At e 247 o o 20 R 35 55 S 481 1 o 1)
R B E AL, 15 2R LA o

[0315]  'H NMR (400MHz , Ff-d,) 88.95 (t,J=2.0Hz, 1H) ,8.64-8.56 (m,2H) , 8.18(s,
1H) ,7.95 (t,J=8.0Hz,1H) ,7.77(d,J=8.8Hz,1H) ,7.69(d,J=2.2Hz, 1H),7.32(dd,]J=
8.8,2.2Hz,1H) ,4.76 (s,2H) ,3.74 (s,3H) ,2.24(d,J=7.0Hz, 6H).

[0316]  LRMS (ESI")m/z:481.2 (M+H) &
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[0317]  52451-21 NCTU-SUN-21128: Pifig2- (((4-H4HFE-3,5- — F JEmLng -2-55) AL W
T IpE2) - 1TH- 2R FF [d] WK e - 5- B g

0_
5 —
[0318] \H:\rr UN%Sf—}\N}*
O H \0

[0319] PR 4P S EH Pt SR LA AL, FLAh S S K i 2% 242 R 351 45 S5 1 b oy 1 ok 1) 40 25
FAL, 15 2IFR AL S o

[0320]  'H NMR (400MHz, HH-d,) 88.17 (s,1H) ,7.67 (s, 1H) ,7.43(d,J=2.2 Hz,1H) ,7.08
(dd,J=8.8,2.1Hz,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) »

[0321]  LRMS (ESI")m/z:444.3 (\M+H) .

[0322]  %f§1-22 NCTU-SUN-21129: (4- AR ER2- (((4- AL -3, 5- —HIENLnE -2- %)
FH L) SR PBE ) - TH- 2RI [d ] kM - 5- FER)

F (0]
5 -
[0323] OW N\ /_2}_‘
o C[ N>_S‘b "
H

[0324] PR 4P EH 4 - 5 2K I IR SUARES DL AE , FLAt S A % il 2% 22 SR 350 45 S A9 1 v o ) ok
(R4 S A0, 13 BIAR AL B

[0325]  'H NMR (400MHz, P fi-d,) 88.30 (dd, J=8.6,5.6Hz,1H) ,7.75(d,J= 8.7Hz,1H) ,
7.38(t,]J=8.8Hz,1H) ,7.26(d,J=8.7Hz,1H) ,2.24 (d,]=6.5Hz, 3H) .

[0326]  LRMS (ESI")m/z:454.1 (\M+H) .

[0327]  52f1-23 NCTU-SUN-21130: ((Z) -2- 3T -2- 42 (((4-F43E-3,5- ¥
MEng - 2-2%) FE2L) EAEIESS) - 1H- 283 [d] WK - 5 - JE 1)

o -
O N o
[0328] =z \
HW U \>—S\ N /
O N \O
H

[0329]  PBRAPRSH (Z) -2- LT -2- J@ Bk A E LA AL, HoAth e B K o) 2% 22 Bk 351 5 S 45
1 i o) 3R (1) 407 S5 5400, 49 2R AL & 0

[0330]  'H NMR (400MHz , i -d,) 88.18 (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(d,J=2.6Hz,6H) , 1.95(s,3H),1.91(d,
J=7.2Hz,3H) »

[0331]  LRMS (ESI")m/z:414.2 (\M+H) .

[0332]  sff1-24 NCTU-SUN-21131: (2-SAER2- (((4-H 4 HE-3,5- ZHI JEnkng -2- %) H
) ke EL) - 1H- 2RI [d] kM -5- FER)
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O_
‘*" ~-
o N
[0333] \
RACSS QY
N \
N (@]

[0334] PR 4P 2- SN LA E LLAL , HoAth e 8 K o) % 2 B 350 5 S5 1 v iy [ s £
R, AR BIAR A A o

[0335]  'H NMR (400MHz , jfi-d,) 88.16 (s, 1H) ,7.71(d,J=8.7Hz, 1) ,7.54- 7.40 (m,
1H) ,7.13(dd,J=8.7,2.0Hz,1H) ,4.91(d,]=6.8Hz,1H) ,4.75(d,J= 4.1Hz,2H) ,3.71 (s,
4H) ,2.22(s,6H) ,1.83(d,J=6.8Hz,4H) .

[0336]  LRMS (ESI")m/z:422.1 (\M+H) .

[0337]  S245|1-25 NCTU-SUN-21132: 85z (2- (((4-FH4RJE-3,5- - F 3knthng -2- 55) F k)
AT AE) - TH- A [d] ki -5-3%) Fi5 28 =T 2K

0._._.
5 —
[0338]  Boc” UN\ /_2}
>—8 N
N ©
H

[0339] PR PSS ER A =T MR AR LA AL , FLAth S S K il 2% A2 R 351 45 Sz 491 1 b ol
[ R PR S5 AL, 19 BAR AL B o

[0340]  'H NMR (400MHz, P -d,) 88.17 (s,1H) ,7.68 (d,J=8.8Hz,11) ,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) »

[0341]  LRMS (ESI)m/z:432.2 (M+H) ',

[0342]  Sff1-26 NCTU-SUN-12124: ((Z) - T -2-J&MR2- (((4-H 4 HE-3,5- — F BLmbng-2-
) AR MRS AL - 1H- 2R [d] WK mE - 5- i)

[0343] \@E yd X /
N

[\

[0344] PR LBESH (2) - T -2- Ml SARE LA, HAh s S K il 2% 25 R 350 5 S 451 1 b ofr )
R S RALL 15 RIS AL B

[0345]  'H NMR (400MHz, P -d,) 88.18 (s, 1H) ,7.69(d,J=8.4Hz, 1) ,7.47 (dd,J=2.2,
0.4Hz,1H) ,7.19(dq,J=15.5,6.9Hz,1H) ,7.11(dd,J=8.8,2.2 Hz,1H) ,6.13 (dq,J=
15.5,1.7Hz,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=6.9,1.7Hz,3H) .

[0346]  LRMS (ESI")m/z:400.2 (\M+H) .

[0347]  Sff1-27 NCTU-SUN-12125: (3-FHEET -2-J&R2- (((4- FHAAJE-3,5- ZHIJLLAE -
2- k) L) WP RS PBE L) - TH- 2RI [d] WK - 5- JE )
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o N
[0348] \
T v
N O
H

[0349] [ L BESHH 3- H 3L T - 2- I e UA S LA A, oA S B I il & 48 BR 351 5 5451 1 Hh e
Vi) S ) 4 S 2R AL, 15 BA AL S0
[0350]  'H NMR (400MHz , ) Fi-d,) 88.18 (s, 1H) ,7.69(d,J=8.7Hz,1H) ,7.45 (d,J=
2.0Hz,1H) ,7.09(dd,J=8.7,2.1Hz,1H) ,5.98 (dt,J=2.6,1.3Hz,1H), 4.71(dd,J=
13.6Hz,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=
1.3Hz,3H) .
[0351]  LRMS (EST)m/z:414.2 (M+H) "
[0352]  sE51-28 NCTU-SUN-12122: (WRMR-2- g2~ (((4-H43E-3,5- ~HAEnkng -2-
HE) FIE) A ESE) - 1H- 85 [d] WKk - 5- 2L i)
7\
o)

[0353] @) N
an\
- w7
N ©
H

[0354]  [bR <L T S R WK MR - 2 - R AR LA A, oAt s A7) I i) 46 20 R 351 5 S 48 1 v oy 1) 5k
(R4 SR, 15 2R AL &

[0355]  'H NMR (400MHz, P -d,) 88.18 (s,1H) ,7.96 (dd,J=1.8,0.8Hz,1H), 7.74(d,]J=
8.8Hz,1H) ,7.60(d,J=2.1Hz,1H) ,7.51 (dd,J=3.5,0.8Hz,1H) , 7.24(dd,J=8.8,2.1Hz,
1H) ,6.77(dd,J=3.5,1.8Hz,1H) ,4.74(q,J=13.6Hz, 2H),3.75(s,3H) ,2.25(s,3H) ,2.24
(s,3H) »

[0356]  LRMS (ESI")m/z:426.1 (\M+H) .

[0357]  sf§]1-29 NCTU-SUN-12123: (WMEER2- (((4-F4HL-3,5- HIJRNLnE -2-3%) H
5E) WAL L) - TH- 2% 9F [d] WK -5 - JE i)

o) O—

[0358]

(03591 i £ ot S phy PR A I S A QR DA b, A e 2P I o 6 2 I 353 55 S 4910 1 e o 5 ) 40
SR AR S

[0360]  'H NMR (400MHz, Pifii-d ) 68.17 (s,1H) ,7.71 (d,J=8.8Hz,1H) ,7.51 (d,J=
2.2Hz,1H) ,7.14(dd,J=8.8,2.2Hz, 1H) ,6.59 (dd,J=17.3,1.5Hz, 1H) , 6.42(dd,J=
17.3,10.4Hz,1H) ,6.11 (dd,J=10.4,1.5Hz,1H) ,4.73 (q,J=13.6, 2H),3.74(s,3H),2.24
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(s,3H) ,2.24(s,3H) .

[0361]  LRMS (ESI")m/z:386.1 (M+H) .

[0362]  Sff1-30 NCTU-SUN-12127: (2-FETPR2- (((4-F%HE-3,5- ZHIJEMEE -2-3%)
HH L) SR PBE ) - TH- 2RI [d ] kM - 5- FER)

\/J\fo o—
[0363] O N /—2?—
L v
N ©
H

[0364] R PRS2 F AR T MESUARE LLAR , FLAt S N % il 2% 22 SR 351 45 S A9 1 v ol ) ok
(R4 SR, 15 2AR AL &1

[0365]  'H NMR (400MHz, P -d,) 88.17 (s,1H) ,7.68 (d,J=8.0Hz, 1) ,7.42 (s,1H),7.07
(dd,J=8.7,1.9Hz,1H) ,4.80-4.68 (q,J=13.6Hz,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=7.0Hz,4H) ,1.04 (t,]J=
7.4Hz ,3H) .

[0366]  LRMS (ESI")m/z:416.1 (\M+H) .

[0367]  sf§1-31 NCTU-SUN-12128: (3-# A AIR2- (((4- A JE-3,5- Z HIJELiE -2-
55 HHE) RS PBE L) - 1H- 2RI [d] KMk - 5- FER)

O
- —
[0368] O\/\n/ N /_ij
O N ‘b
H

[0369] [k <L P S EH A L3 o Y Mgt AR DA b 5 LA S A I i & 22 SR 351 45 S A 1 v ol ) ok
(R4 S A0, 15 BIAR AL B

[0370]  'H NMR (400MHz , }Fi-d,) 88.17 (s, 1H) ,7.68 (d,J=8.7Hz,1H) ,7.43 (d,J=
2.1Hz,1H) ,7.08(dd,J=8.8,2.2Hz,1H) ,4.78-4.66 (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= 14.9,7.4Hz,2H) ,1.69-1.51 (m,
5H) ,1.23-1.13 (m,2H) .

[0371]  LRMS (ESI)m/z:456.1 (M+H) ',

[0372]  52f511-32 NCTU-SUN-12129: ((E) -3- Q-5 KFL) WHmR2- ((4-HF4HEHE-3,5- - H
SENENE -2-F5) B L) WA PBEL) - 1H- 2RI [d] KM - 5- L R)

Cl O—
. —
[0373] GE%W N /_2}
Y-8 N /
0] N ‘b
H

[0374] [k £ B 5 ph 2 - SR R B SRR LA S Lt Se N2 I i 4525 3R B4 55 S 51 L B el ik
IS SAN, 15 B bR L 54
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[0375]1  'H NMR (400MHz , i -d,) 88.26 (d,J=16.0Hz, 1H) ,8.18 (s, 1H) ,8.02 (dd,J=
7.6,2.0Hz,1H) ,7.72(d,J=7.8Hz,1H) ,7.58-7.54 (m,2H) ,7.48 (m, 2H),7.20(dd,]J=8.7,
2.0Hz,1H) ,6.88(d,J=16.0Hz,1H) ,4.81-4.70(q,J= 13.6,2H) ,3.73 (s,3H) ,2.24 (s,
3H) ,2.23(s,3H) »

[0376]  LRMS (ESI")m/z:496.0 (M+H) .

[0377]  Sf§1-33 NCTU-SUN-12130: (6- R CLER2- (((4-F 4 -3, 5- H Jnkng -2- %) H
) kR EL) - TH- 2R JF [d] kM -5- FER)

O_....
0378 /\/\/\n/ \
[0378]  Br U\)——s\ \_7/
o] ” ‘0

[0379] PR PRSI 6- IR LB SUARE LA, HoAth s 8 K o) % 24 B 350 5 S5 1 v iy [ s 1)
SRR 15 2 A &)
[0380]  'H NMR (400MHz , ) Fi-d,) 88.17 (s, 1H) ,7.68 (d,J=8.5Hz,1H) ,7.44 (d,J=
2.3Hz,1H) ,7.09 (dd,J=8.8,2.2Hz,0H) ,4.77-4.68(q,J=13.6,2H) , 3.74(s,3H),3.55
(t,J=6.7Hz,2H) ,2.66 (t,]=7.4Hz,2H) ,2.35(s,6H) 1.99- 1.91 (m,2H) ,1.84-1.76 (m,
2H) ,1.66-1.56 (m,2H) o
[0381]  LRMS (ESI)m/z:508.1 (M+H) ',
[0382]  Sff1-34 NCTU-SUN-11021: (2-9RAHR2- (((4-F%HE-3,5- ZHIJEMEIE -2-3%)
L) SR PBE ) - TH- 2RI [d ] kM - 5- FER)

\

F O
[0383] O;‘,O N /—22‘5—
- v/
O ﬁ \O

[0384]  [R £ P U FH 2 - 3 2K H IR AR LA, FLAt S A % il 2% 22 SR 351 45 S A 1 v o ) 5k
(R4 SR, 15 2A AL S
[0385]  'H NMR (400MHz, i -d,) 68.24-8.13 (m,2H) ,7.78 (dddd,J=8.4,7.4, 4.9,
1.8Hz,2H) ,7.64(d,J=2.3Hz,1H) ,7.48-7.32 (m,2H) ,7.28(dd,J=8.8, 2.2Hz,1H) ,4.74
(s,3H),3.76(s,3H) ,2.26(s,3H) ,2.25(s,3H) .
[0386]  LRMS (ESI")m/z:454.1 (\M+H) .
[0387]  Sf1-35 NCTU-SUN-11020: (4- HAFERFHIR2- (((4-H %L -3,5- = F RN g -
2-3%) HEL) WP REEPBEL) - TH- 2RI [d] WK - 5- JE )

\

[0388] o N \
I«
O H \O
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[0389] [ £ I S pH 4 - H A8 28 08 HE B U A A , oAt | S & ol 46 0 BR 351 5 S 46 1 vp e
[ R PR S5 AL, 19 BAR AL B D o
[0390]  'H NMR (400MHz, P -d,) 88.76-7.84 (m,3H) ,7.74 (dd,]=8.8,0.6Hz, 1H),7.59
(dd,J=2.2,0.5Hz,1H) ,7.23(dd,J=8.7,2.2Hz,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) .
[0391]  LRMS (ESI")m/z:466.2 (\M+H) .
[0392]  sEf51-36 NCTU-SUN-11022: ((3r,5r,7r) -&Nlke-1-FEz2- (((4-FH4HRE-3,5- =
g - 2- ) HY ) A E) - TH- 2R 9F [d WK -5 - JE i)

\

(@)
[0393] U /_?}—

[0394] Fr <19 U M e - 1- Eﬁ@ﬁ*ﬁ%ﬂt%u%,Aﬁﬂfir“%/&%u%%’ 35155 S A5 1 P ()

R SR, 15 2R AL S
[0395]  'H NMR (400MHz , ) Fi-d,) 88.16 (s, 1H) ,7.64 (d,J=8.6Hz,1H) ,7.37 (d,J=
2.2Hz,1H) ,7.02(dd,J=8.8,2.2Hz,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)
[0396]  LRMS (ESI")m/z:494.2 (\M+H) .
[0397]  SE51-37 NCTU-SUN-11023: (5 %M -5-FHFR2- (((4-H 8 2L -3,5-  F JEnib g -2-
) L) WL - TH- 2R 5 [d] kM -5- i)

\

¢
4 ——
[0398] N;Em,o N /—2}—
T w
O N 5

[0399] B L BESHH S -5 - IR AR LA AL , HA S S % i 2% 28 3R 350 45 S A1) 1 b o )
R S RALL 15 RIAR AL B

[0400]  'H NMR (400MHz, i -d,) 88.76 (d,J=1.8Hz,1H) ,8.17 (s, 1H) ,7.74 (d,]=
8.8Hz,1H) ,7.67(d,J=2.2Hz,1H) ,7.39(d,J=1.8Hz,1H) ,7.30(dd,] =8.8,2.2Hz,1H),
4.86-4.72 (m,2H) ,3.70(s,3H) ,2.22(s,3H) ,2.21 (s, 3H) .

[0401]  LRMS (ESI")m/z:427.0 (\M+H) .

[0402]  sEf51-38 NCTU-SUN-11030: (4- (55 ="T%) FH R2- (((4-FEIE-3,5- F 3t
WE - 2-J8) L) MR IE) - 1H- 2K [d] ks -5- JE i)
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[0403] o] N \
Y>—s N
O N \b
H

[0404] PR LPRSHA- (55 =T 5 KA ELEACE LLAL, HoAth e b K il 2% 20 B 350 5 S5
Hh T ) I () 4R SRR ARL, 453 2R AL &
[0405]  'H NMR (400MHz , Ff % -d,) 68.14 (d,J=8.5Hz,2H) ,8.11 (s, 1) ,7.69 (d,J=
8.8Hz,1H) ,7.62(d,J=8.5Hz,2H) 7.51 (d,J=2.2Hz,1H) ,7.21 (dd,J= 8.8,2.2Hz,1H) ,
4.78(d,J=9.4Hz,2H) ,3.69 (s,3H) ,2.24 (s,3H) ,2.18(s,3H), 1.39(s,9H) .
[0406]  LRMS (ESI")m/z:492.1 (\M+H) .
[0407]  Sf51-39 NCTU-SUN-11031: (3-5-4- 98 A& FIR2- (((4- 4L -3,5- H Entkne -
2-3%) HJL) WRPE L) - 1TH- 2RI [d] KMk -5- FEfR)

\

E (8]
[0408] JO\’ro N ﬁzjf
O N 0
H

[0409] R L BES 4 -5~ 3- 9K LU LN, HoAth S A9 e il 6 20 3R 351 5 S 4 1o ol
[ SR PR 55 AL, 19 BAR AL B
[0410]  'H NMR (400MHz , i fi-d,) 68.34 (dd,J=7.2,2.2Hz,1H) ,8.24 (ddd,J=8.7,4.7,
2.2Hz,1H) ,8.18(t,J=0.8Hz,1H) ,7.76 (dd,J=8.8,0.6Hz,1H) ,7.65 (dd,J=2.3,0.6Hz,
1H) ,7.58(t,J=8.8Hz,1H) ,7.28(dd,J=8.8,2.2Hz,1H) , 4.74(s,2H) ,3.76 (s,2H) ,2.26
(s,3H),2.24(s,3H) .
[0411]  LRMS (ESI")m/z:488.0 (M+H) .
[0412]  Sf§]1-40 NCTU-SUN-25015: GBr/ig2- (((4-F4HL-3,5- FIBRmbnE -2-3%) H
5E) WAL L) - TH- 289 [d] WK -5 - JE i)

\

(0]
(04131 'Bu. _O N ,—2?—
Y \C[\>—s\ N /
N ©

0O

[0414] [ £, P S0 bR B G BE S ARE LA AL, HoAth S S & il 46 0 B 351 15 S5 1 Hp B 86 3R 1) 4%
GRS BB E D o

[0415]  'H NMR (400MHz , }{Fi-d,) 88.17 (s, 1H) ,7.69 (d,J=8.7Hz,1H) ,7.42 (d,J=
2.0Hz,1H) ,7.07(dd,J=8.7,2.1Hz,1H) ,5.62 (s, 1H) ,4.71 (s,2H) ,3.75 (s,3H),2.24(d,]
=2.6Hz,6H) ,1.37 (s,9H) »

[0416]  LRMS (ESI")m/z:416.1 (\M+H) .
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[0417]  Sf51-41 NCTU-SUN-25016: (R 1E2- (((4-HI4EE-3,5- = I RLnkng -2- 35) FY3E)
PR EFL) - TH- 28T [d] DKM - 5 - JLR)
\

o]
[0418] WO N /—b—
ST
0] H 0

(04191 [ £ P 0 EH I B AR LLAL , oAt S S K ) 46 25 3R 350 15 S48 1 v e ) s 90 A8 55
KA, 15 2IFR AL S o
[0420]  'H NMR (400MHz , ) Fi-d,) 88.16 (s, 1H) ,7.65(d,J=8.7Hz,1H) ,7.41 (d,J=
2.1Hz,1H) ,7.07 (dd,J=8.9,2.1Hz,1H) ,5.62 (s, 1H) ,4.96-4.55 (m, 2H),3.69(s,3H) ,
2.62(t,]J=7.5Hz,2H) ,2.21(d,J=3.3Hz,6H) ,1.83-1.64 (m,2H),1.46(q,J=7.4Hz,2H) ,
0.97 (t,J=7.4Hz,3H) .
[0421]  LRMS (ESI")m/z:416.1 (\M+H) .
[0422]  Sf§1-42 NCTU-SUN-25017: (4-fi2E K HIR2- (((4- FHAJE-3,5- Z HIJEnbiE -2-
HE) FHL) PRSI - TH- 2R 9 [d] ki -5 - JL i)

\

O,N 0
[0423] \O\",O N /—2——:5—
O
0 N %

[0424] [k 2, TS0 H 4 - Fid 22 O R IR LA DA A, o Ath s 37 4 e i) 6 20 B8 3 5 s 46 1+ i )
R S RALL, 15 RIS AL S
[0425]  'H NMR (400MHz , ) Fi-d,) 88.48 (d,J=2.3Hz,4H) ,8.18 (s, 1H) ,7.78 (d,J=
8.8Hz,1H) ,7.70(d,J=2.2Hz,1H) ,7.33(dd,J=8.8,2.3Hz,1H) ,4.74 (s,2H),3.76 (s,
3H),2.25(d,J=7.2Hz,6H) .
[0426]  LRMS (ESI")m/z:481.2 (\M+H) .
[0427]  52f§]1-43 NCTU-SUN-25027: (P& T ki HER2- (((4-FH4R AL -3, 5- I JENLnE - 2- %)
HH L) SR PBE ) - TH- 2RI [d ] kM - 5- FER)

\

0
[0428] D\N,O N /—2:‘}—
- v
O H \0

[0429] [ LWL A T he FHY G LA DA b, oAt B N2 I il 26 21 B 350 5 S0 1 o o i ik
AR S5 2R 100 15 B bR L S ) o

[0430]  'H NMR (400MHz, Pifi{-d ) 68.17 (s,1H) ,7.69 (d,J=8.8Hz,1H) ,7.44 (d,J=
2.2Hz,1H) ,7.09 (dd,J=8.8,2.2Hz, 1H) ,4.71 (s,2H) ,3.75 (s, 3H) ,3.48 (t,J=8.6Hz,
1) ,2.39 (dt,J=29.5,9.1Hz,4H) ,2.24 (d,J=2.9Hz,5H) ,2.05 (n,J=2.4Hz,2H) .
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[0431]  LRMS (EST)m/z:414.2 (M+H) ',
[0432]  Sf5i1-44 NCTU-SUN-25028: (MEW;-2- FHER2- (((4- 4 HE-3,5- ~HI e -2-
F) FIL) NP EEAL) - 1H- 2K 3 [d ]k - 5- L i)

\

0]
[0433] (/x.ro /_}—_j;
N
eeeTes
O E{ ‘0

[0434] R £ LS ey - 2- FRELSUARES LA AL, oAt S A7) J i) 6 20 SR 351 5 S 48 Lo iy 1) 5k
(R4 SR, 15 2AR AL S0
[0435]1  'H NMR (400MHz, PiH-d,) 68.18 (s, 11) ,8.04 (dd, J=3.8,1.4Hz,1H) , 7.99(dd,J
=5.0,1.4Hz,1H) ,7.74(d,J=8.8Hz,1H) ,7.62(d,J=2.1Hz,1H), 7.32(dd,J=5.1,
3.7Hz,1H) ,7.25(dd,J=8.8,2.2Hz,1H) ,4.75(d,J=2.1Hz, 2H),3.74(d,J=1.7THz,3H),
2.24(d,J=5.4Hz,6H) .
[0436]  LRMS (ESI")m/z:442.2 (\M+H) ",
[0437]  Sff1-45 NCTU-SUN-25029: (2- AT PR2- (((4-F%FE-3,5- ZHIJEIEE -2-3%)
L) SRS PBE ) - TH- 2RI [d ] kM - 5- FER)

\

O
[0438] \/j\n,o N /—2?
2
o \C[:\?—S‘b "
H

[0439] PR A PRSI 2- FH AR T MESUARE LLAR , FLAt S N % il 2% 22 R 351 45 S A9 1 v ol ) 5k
(R4 SR, 15 2 L &
[0440]  'H NMR (400MHz, A fi-d,) 68.17 (s,1H) ,7.68 (d,J=8.7Hz,1H) ,7.49- 7.32(m,
1H) ,7.07 (ddd,J=8.7,2.3,1.0Hz,1H) ,4.76-4.52 (m,2H) ,3.74(d,J= 1.0Hz,3H) ,2.69
(q,J=7.1Hz,1H) ,2.24 (s,6H) ,1.92-1.75(m,1H) ,1.65 (dddd,J=13.7,7.4,6.3,1.1Hz,
1H) ,1.29(dd,J=7.0,1.0Hz,3H) ,1.04 (td,J= 7.4,1.0Hz,3H) .
[0441]  LRMS (ESI")m/z:416.1 (\M+H) .
[0442]  524]1-46 NCTU-SUN-25030: (3,3- “HIFETHR2- (((4-H&EIE-3,5- - F g -
2-3%) HJL) WRPE L) - 1TH- 2RI [d] ki - 5- FER)

\

0
[0443] ¢ ) N ﬁzjﬁ
B”/Y U Y-8 N /
O ﬁ \O

[0444] [ AR 3, 3- “H IR T BESEACE PLAL, FoAth e N9 I il £ 20 1R 34 5 52451 1 7 By
[E8) 3 R 4B S 25 AL, 45 B AL B
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[0445]  'H NMR (400MHz , PiFf-d,) 68.17 (s, 1H) ,7.69 (dd,J=8.7,0.6Hz,1H) , 7.43(dd,]
=2.2,0.6Hz,1H) ,7.08 (dd,J=8.7,2.2Hz,1H) ,4.72(d,J=1.6Hz, 2H),3.74(s,3H),2.50
(s,2H) ,2.24(d,J=1.3Hz,6H) ,1.15(s,9H) .
[0446]  LRMS (ESI")m/z:430.1 (\M+H) .
[0447]  5245]1-47 NCTU-SUN-25031: (2- A F L PR2- (((4-F4AJE-3,5- ZHI RN -2-
55 HAE) TR PBE L) - TH- 2RI [d] kM - 5- FER)

\

@]
[0448] ~ (@) N /_2?
o @ N W
O N ‘b
H

[0449] Bk 4TS 2 - FH A28 AR AR B DA AN, HoAth S 37 4 B i) 6 0 B8 3 5 s 45 1w i )
R S RALL 15 RIAR AL S

[0450]  'H NMR (400MHz, P -d,) 88.17 (s, 1) ,7.70(d,J=8.7Hz,1H) ,7.50 (s,1H),7.14
(d,J=8.8Hz,1H) ,4.72(s,2H) ,4.36 (s,2H) ,3.75(s,3H) ,3.49(d, J=1.2Hz,2H),2.24(d,
J=2.5Hz,6H) .

[0451]  LRMS (ESI")m/z:404.0 (\M+H) .

[0452]  SE511-48 NCTU-SUN-25032 (AR (2- (((4-H %2 -3,5- ZHE AR e -2-28) L)
MEAFIE L) - TH- 2K 9F [d] ke - 5-2) Fig 2, 5L g)

[0453] ~_0O._0O N
pens
O N>— ko)

H
[0454]  [r £ P S HH S0 R & R R AR DL AL, LA S A S il 2% 22 SR 351 45 S A5 1 v ol ) 5k
(R4 SR, 15 2AR AL S0

[0455]  'H NMR (400MHz , ) Fi-d,) 88.17 (s, 1H) ,7.69 (d,J=8.8Hz,1H) ,7.53 (d,J=
2.2Hz,1H) ,7.18(dd,J=8.8,2.2Hz,1H) ,4.74(d,J=2.6Hz,2H) ,4.30 (q,]J=7.1Hz,2H),
3.73(s,3H) ,2.23(s,7H) ,1.35 (t,J=7.1Hz,4H) .

[0456]  LRMS (ESI")m/z:404.0 (\M+H) .

[0457]  SEH2-1 26065:1- (WM -2-FEH L) -2- (((4- 4 2E-3,5- ZH JRtne -2-3%) H
B &I - 1H-ZE I [d] ke - 5 - B R L g

-~
X
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O

[0459]  [a]4-%-3-fS ALK H R 1 (5.0g,27. Ommol) FJE7KMeOH (30mL) H1 (¥ A i H,SO,
(5mL,0.3M) , FF4G S BV A P 04 22 [l 457 45 1 2h WA SRR IR T 225, Rk ) s SR &
)i AT EL0AC (150mL) H , Fil F# AINaHCO, (20mL X 2) \7K (10mL X 2) K #h7K (10mL) i . i
EtOAc/Z 2 T /KMgSO, T I 28 5, 3R 19 52 (1 Ea [ A P 4 - 5 - 3 - Tl 2 2K R R R B2 (95%6)
[0460] ¥4 FJE/KCH,CL, (50mL) H 4L A2 (2.0g,10. 2mmol) [ 2- 20 5E H Bk (3 4 )
EER N HE2h. Jir“mﬁizF Vs 71 22 o I JE ok SR A JE A Al AR T ) LA AT B R R
FHPRMES (90%)

[0461] [ {L &3 (2.0g,4.8mmol) T /KMeOH (100mL) H iR VA A INEE L (154 &,
71.4mmol) MW R4 (7.5 5 ,35. Tumol) , F-H4 T3 [ RIVR & M)A % il T HE 30min. 7E X
58 i #E B RE R I R Zn 2R, Z8 R DBV P W i1 CH,C1,  (100mL) H o L TE Y
BRI 8 HH T R T R 25 R LS AL & 04 (92%)

[0462]  {i FIDCMiA fiftk 5494 (1.0g,4 . Ommol) , %F%ﬂnl 2 CONBr A/E =I5 N V. 8
/NI 22 S5 AT R FHDOM A K A BUTR 6 ) o K1 771 2 B I dd i o 8 A IS AT Al AR = ) LA A 2105
60%) o

[0463]  [m]2-%d Ak -1- (BRI -2- B FHAE) - TH- 2R JF [d WK ME - 5- FE R T K5 (0. 05g,0. 18
mmo1) F-Z i (10mL) H (¥ 738 78 K ,,CO, (0. 0497, 0. 36mmo1) KZKI (0.0089g, 0.054mmol) ,
ZJEIm2- (G L) -4- -3, 5- ZHEEIEREG (0.041g,0.22 mmol) , HAE R MR G
[F1A6 /N o 6hZ J5 5 RV R 28 A, R SO TR 5 ) Rl L AN NaHCO, 7K VAR (10mL) #48: H. H
EtOAc (3%10mL) Z£HL .

[0464] & IR HUAH B AIEE /K (30mL) Phik o 8 e e B A JE M8 FH8 % I/ EtOAc
ALK P2, 38450 053 5 ) E4 ] 47 (1) 48 = INCTU - SUN- 26065 (71 %) -

[0465]  'H NMR (400MHz, %1/ -d) 68.34 (s,1H) ,7.83(dd,J=8.3,1.4Hz,1H), 7.73(d,]J=
1.2Hz,1H) ,7.34(dd,J=1.8,0.7Hz,1H) ,7.13(d,J=8.3Hz,1H) , 6.37(d,J=3.3Hz,1H) ,
6.32(dd,J=3.2,1.9Hz,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 (101MHz, 51~ d) 6166.75,153.88,142.73,133.38,128.36,
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) .

[0466]  SEf52-2 21098:2- (((4- 4R FE-3,5- — FI LML mE -2- ) F L) G 38) - 1- P 3&- 1H-
K9 [d] wkme-5- F i L g
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\
0
o A
~ N A\
[0467] OJ\@ SN N7
N

[0468] i fiac b 7 - 1 - BeA R s LA A, FoAth Js ) B il 46 0 B 451 55 SI2 45112 - 1 v o ek ks ) A7 25 28
1ol 15 BbR AL A4 o
[0469]  'H NMR (400MHz, F % -d,) 67.96 (s,1H) ,7.91(d,J=8.4Hz,11) ,7.68 (s,1H),7.42
(d,J=8.4Hz,1H) ,5.41 (s,2H) ,4.09 (t,J=7.4Hz,2H) ,3.81(d,] =13.8Hz,6H) ,2.34 (s,
3H) ,2.20(s,3H) ,1.85(d,J=7.9Hz,2H) ,1.02(t,J= 7.4Hz,3H) ;'°C NMR (101MHz , F iz -
d,) 6164.54,148.32,134.44,126.25, 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 (+H) .
[0470]  sEf2-3 21103:2- (((4-F4EFE-3,5- “HIFEMEmE -2-F%) L) &3E) -1- G-F 4
FEPAL) - 1TH- 2R3 [d]wkmk - 5 - B g B L i

\

0
o 33
i N \
Ok@ \>—N{-I N /
[0471] ;

0O
\

[0472] B fiic e 3- F SRR P - 1- RAR B LAAR , Aty e i) 2 il 20 R 48 5 S g1l 2 - 1o o ) ik
IS5 L, A BIAR AL & 10
[0473]  'H NMR (400MHz, F 2 -d,) 68.10 (s,1H) ,7.90 (t,J=1.8Hz,11) ,7.67 (dt,]=8.4,
1.9Hz,1H) ,7.11 (dd,J=8.4,2.1Hz,1H) ,4.58 (d,J=2.1Hz,2H) , 4.09-4.01 (m,2H) ,3.82
(d,J=2.1Hz,3H) ,3.73(d,J=2.1Hz,3H) ,3.19(d,J= 2.1Hz,3H),2.19(dd,J=10.1,
2.1Hz,6M) ,1.96 (p,J=6.2Hz,2[) ;'°C NMR (101MHz, FE¥-d,) 5167.93,164.20,155.50,
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 (EST+) :m/z 413.3 QM+ "
[0474]  SZH2-4 26070:1- (W -2-FFIL) -2- (((4- & 2E-3,5- ~FJEMLNE -2-5)
) B H) - 1H-ZKFF [d]BkmE-5- FIR

O

N
- N 7\
H—=NH =
[0475] N o—
d

[0476] |14~ %5 -3-TFEZEFERL (5.0g,27.0mmol) F-FE7KMeOH (30mL) H FJ¥A VR 7R N 1,50,
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(5mL,0.3M) , FF44 S BV A P 04 22 (B 47 45 1 2h WA SRR IR T 225, Rk ) s SR &
)i AT EL0AC (150mL) H , Fil F# AINaHCO, (20mL X 2) \7K (10mL X 2) K #h7K (10mL) i . i
Et0Ac/Z4 T /KMgSO, T8I 28 , 3R 159 52 1 CEu T AR 1) 4 - 3G - 3- A 5 2 FH IR R TR 2 (95 %)
[0477] %?%*GW1@mu¢mwA%M2%10%mnﬁ%ﬁ2$ﬁﬁﬂ355>
EZR TR HE2h SN T8 R S 1 71 22 B FF e S0t E i JE A 4 AR 7= M DA AS 21 A o
FHERMES (90%)
[0478] [ 4LE W3 (2.0g,4.8mmol) T FE7KMeOH (100mL) H i ¥ WA INAE 2 (154 &,
71.4mmol) J HIR%EE (7.524 %5, 35. Tmmol) , 4 FT 18 I MR & M7E =i FHiHE 30min. 7%
856 B 5 R BRI IR Zn 2k, 28 ARV P )V AR T-CHL,CL,  (100mL) HP o KL TE Y
BRI 8 HH FF R R 28 R LS AL & 04 (92%)
[0479] @%mw%MUWMOOg4MmDQUWWMZ%EW&MEEETﬁﬁﬁ
/NI 22 S5 AT R FHDCM A 7K A TR 6 ) o 4 1 771 25 B I i S0 8 A JE AT Al AR = P LA A 2105
60%) o
[0480]  [r2-%d Ak -1- (BRI -2- L FHAE) - TH- 2R JF [dJWKME - 5- FE PR T £ JiK5 (0. 05g,0. 18
mmol) F Z i (10mL) = [ ¥ A K, CO, (0.0497g, 0. 36mmol) XK1 (0.0089g, 0.054mmol) ,
ZfVWM(%@ﬁ)4@%%&35#$ﬁ%%MOMm022md)ﬁ@&f@ Y|
[F1R6 /NS o 6h J5 , B I8, IEH I ST & ) ML AT NaHCO, 7K ¥ (10mL) #Re H. H
mwd%mmﬁﬁhﬁé#%ﬁmw%@ﬁﬂmmeﬁ%ﬁﬁ@& SR JE TS 8 %
HBE/EtOACZiAL R P24, 3R A3 1 - (BRM - 2-JEHJE) -2- (((4-FE2E-3,5- F R ng -2-
52 HAL) F AL - 1H- 2RI [d] kM - 5- B G R L R T .
[0481]  HAERIVLAAAE NIa - (Weipg-2- e JE) -2- (((4-FAIE-3,5- ZH 0L nE -2-J%)
FHJE) B 5) - 1H- 2R 9F [d] ke -5- FR R Y L JiE7 (0. 053g, 0. 126mmol) T-EtOH/H,0 (1/1, 3mL)
o ) YRR ITNaOH (0.0251¢,0.63mmol) & mmF+me%i#%&f@m%%@ﬂm1
KR (10mL) % H HEt0AC (3%10mL) 2 HX o -5 1A HLAE A ER 7K (10mL) Fevsk
ﬁ&aﬁFﬁ@%m/ﬁmmwmﬁ%ﬁﬁw%%ﬂ%%zéélwmﬁﬁwwmﬁ
[0482]  LRMS (ESI+) :m/z 407.2 OH+H) .
[0483]  sEf52-5 26066:2- (((4- 4 FE-3,5- HFEMEmE -2- ) FFEL) & 38) -1- K3 - 1H-
K9 [d] wkme-5- F i L g

O

\
~ N 0
X e =
N
\—7

[0484]

[0485] R flEc FH I - 1 - A EE LA, LAt S i B il 420 BR S H5 S 4912 - 1o P el ) 48 5528
L, 13 B br AL &4

[0486]  'H NMR (400MHz, %} -d) 88.08 (s, 1H) ,8.01 (dd,J=8.4,1.20z,1H) , 7.72(s,
1H) ,7.29(d,J=8.5Hz,1H) ,5.92 (s, 2M) ,4.49 (t,]=7.2Hz,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=
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7.2Hz,3H) ;LRMS (EST+) :m/z 411.2 M+H)
[0487]  sizf52-6 21102:2- (((4-H4FL-3,5- I RLnbme -2-5L) FP3E) &3E) - 1- A 3L - 1H-
FKH[d] mEmE-5- H R

\

o
O .>—_-/<ﬁ
HO N\ \ /
[0488] D—NH N
N

(04891 Rkt - 1- FEARER LAAN , Hofh S ) o o) 26 20 R 49 15 S 49112 - 4 o o ek RO AR 555
L, F3 BU bR AL &4

[0490]  'H NMR (400MHz, ¥ -d,) 88.04 (d, J=8.3Hz,1H) ,7.95 (s, 1H) ,7.89 (s,1H) ,7.64
(d,J=8.1Hz,1H) ,5.57 (s,2H) ,4.25 (t,J=7.3Hz,2H) ,3.83 (s, 3H),2.41(s,3H) ,2.21 (s,
3M) ,1.92(d,J=7.3Hz,2H) ,1.07 (t,J="7.3Hz,3H) ;'°C NMR (101MHz, F §¥-d,) 6150.03,
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 (ESIH) :m/z 369.2 (+H) ",

[0491]  SEf12-7 26071:2- (((4-H 4 JE-3,5- FJERLNE -2- Hk) HIJE) 5038) - 1- (4-H4
FEARIE) - TH- I [d] ke - 5- HY R R i

i /—}jo:
" N o
OJ\@\%NH \—7
N

[0492]

o)
\

[0493] B (4-FAUSEAIE) HRGARE LLAL, oAt f i K il £ 40 3R 351 55 S5 2 - 1 Hp e
[ SR B S5 AL, 19 BUAR AL B ) o

[0494]  'H NMR (400MHz, F 2 -d,) 68.02 (s,1H) ,7.83 (dd,J=8.4,1.5Hz, 1) , 7.68(d,J=
1.6Hz,1H) ,7.29(d,J=8.7Hz,2H) ,7.23(d,J=8.4Hz,1H) ,6.92 (d,J=8.7Hz,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 (EST+) :m/z 461.2 (M+H) ",

[0495]  szf52-8 21105:2- (R ((4- HI4FE-3,5- FIEmLnE -2-3%) k) &0 -1- (2- GF
O-1-0- 1-5) 2350 - 1H-ZF 3 [d] ke -5- F R
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[0497]  BriH2- AT -1-M5-1-55) LHRARE LLAL, Fopt [ A I il 46 48 B 3 5 S 452 - 4
HH T ) I () A SRR ARL, 45 2R AL &
[0498]  'H NMR (400MHz, F % -d,) 68.17 (s,2H) ,8.07 (s,1H) ,7.82(d,J=8.2 Hz,1H) ,7.26
(d,J=8.3Hz,1H) ,5.13 (s, 1H) ,4.77 (s,4H) ,4.11 (t,J=7.8Hz, 2H),3.80-3.69 (m,6H) ,
2.29(t,J=8.4Hz,2H) ,2.18(d,J=21.8Hz,12H) ,1.76 (s,4H) ,1.49-1.36 (m,4H) ;"°C NMR
(101MHz , F ¥ -d,) 8156.95,145.93, 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) +.
[0499]  SE242-9 21104:2- (W ((4-H 4 FE-3,5- ~HIJEMEnE -2-36) FIJE) &4 -1- 3-H
ASENEE) - TH-ZRFF [k -5- PR

o—

0 \_7

HO i
[0500] )K©:N‘>—N N=
\ 7/
O_

[0501] Bk flic b 3- FH AR TR - 1 - BeAR B LA A, FL A S R4 I il 2% 20 B 35) 5 54612 - Ao oy i) i
(R4 25 2400, 13 B AR AL S 40

[0502]  'H NMR (400MHz ,DMSO-d,) 88.06 (s, 2H) ,7.88(d,J=1.6Hz,1H) ,7.68 (dd,J=8.4,
1.6Hz,1H) ,7.32(d,J=8.4Hz,1H) ,4.65 (s,4H) ,4.17 (t,J=7.6 Hz,2H) ,3.62(s,6H) ,3.20
(t,J=5.9Hz,2H) ,3.09 (s,3H) ,2.10(s,6H) ,2.05(s, 6H),1.94-1.88 (m,2H) ;'°C NMR
(101MHz ,DMSO-d,) 6168.52,163.68, 158.90,155.26,148.49,141.33,125.19,125.04,
124.05,122.18,118.11, 109.15,69.30,60.07,58.30,54.87,41.74,29.10,13.24,10.68;
LRMS (ESI+) :m/z 548.3 OHH) s

[0503]  sEf2-10 26076:2- (((4-F 4R FE-3,5- HISEMLIE -2- &) HIJE) &%) -1- -
IH-Z83F [d] KM -5- R
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(o]

\
S
N
N7

[0504]

[0505] & ph I - 1 - e A DA A, oAt s 87 4 K ] 6 20 B 350 5 S 4511 2 - 4 b iy 1) s ) 4 55 2%
oL, 15 2bR AL S

[0506]  'H NMR (400MHz ,DMSO-d,) 87.88 (s,1H) ,7.81(dd,J=8.2,1.3Hz,1H), 7.70(d,]J=
1.6Hz,1H) ,7.39(d,J=8.4Hz,2H) ,5.59 (s, 2H) ,4.23 (t,J=6.9Hz, 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) .

[0507]  sEf2-11 26077:2- (((4- 4 FE-3,5- “HIFEMEnE-2-38) AL &35) -1- U4-F 4
B - IH- 49 [d] ke -5- F R

0_
o 5
N
HOJKC[ \>—NH }q /
[0508] N)

o)
\

[0509] PR (4- B AR 2R AR IE) W AR DA AN, JoAth S 3 4 B ) 6 20 B 3 5 s g 2 - 4 o iy
[ SR PR 55 AL, 19 BAR AL B o

[0510]  LRMS (ESI+) :m/z 447.2 M+H) ',

[0511]  sEf2-12 21115:2- (((4- 4 FL-3,5- “HIFEMEnE -2-38) AL &35) -1- B-F 4
FETN3E) - 1H- 9 [d] ke -5- F R

[0513] BRI H 3~ SRS 1A - - JIe AR LA A, LAt e ) B il 460 BR84S 512 - A v P el ik
)48 55 300, 13 B bR AL 540 -

[0514]  'H NMR (400MHz, % -d,) 68.20 (s, 1H) ,7.98-7.92 (m,2H) ,7.50 (d,] =8.7lz,
1H) ,4.86 (s,2H) ,4.34 (t,J=6.7Hz,2H) ,3.87 (s,3H) ,3.44 (t,J=5.6 Hz,2H) ,3.27 (s,
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3M) ,2.35(s,3M) ,2.28 (s,3H) ,2.17-2.10 (m,2H) ;'°C NMR (101MHz, FE¥-d,) 8169.05,
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 (EST+) :m/z 399.2 (M+H) ",
[0515]  SEffI2-13 21116:1- (2- AT -1-#-1-2%) £ F8) -2- (((4- F 4R -3, 5- I &Rl
WE-2-48) HIE) 25 - TH- 2R IF [d] kM - 5- B RR HH JE g

\

0
L i
~ N
o/k©\f \>—NH }\] /
[0516] N

[0517]  BRriZHH2- (AT -1-M5-1-55) SHEARE LLAR , Fopt [ ) J il 46 48 B 38 5 e 2 - 1
Hh T ) I () AR SR ARL, 459 2R AL &
[0518]  'H NMR (400MHz, PHH-d,) 68.20 (s,1H) ,7.94 (d,J=1.4Hz,1H) ,7.70 (dt,]=8.2,
1.4Hz,1H) ,7.22(dd,J=8.3,1.2Hz,1H) ,6.71 (s,1H) ,5.33(dt,J= 4.8,2.3Hz,1H) ,4.68
(d,J=3.7Hz,2H) ,4.17 (td,J=7.2,1.2Hz,2H) ,3.84(d,] =1.2Hz,3H),3.79(d,J=
1.2Hz,3H) ,2.41(t,J=7.2Hz,2H) ,2.28 (s,3H) ,2.23 (s,3H),2.04 (h,J=1.8Hz,2H) ,
2.02-1.97 (n,2H) ,1.82-1.76 (m,2H) ,1.51 (t, J=5.9Hz,2H) ,1.42-1.37 (m,2H) ; "°C NMR
(101MHz , i -d,) 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.
[0519]  SEf2-14 21117:1- 2- GACL-1-M-1-88) &38) -2- (((4-FEEKE-3,5- F 2Lt
WE-2-38)  F L) SEE) - 1H- 2 [d] mkme -5- F R

\

o]
v vs
N
HOJ\@ NN N7
[0520] N

/

[0521]  BRAZH2- (R -1-H-1-3%) LA LLAL, Hofih e M B il o 20 By 5 5 il 2 -4
HBIT R 4 SRR 15 B AR AL

[0522]  'H NMR (400MHz,DMSO-d,) 88.15 (s, 1H) ,7.70 (s, 1H) ,7.56 (d,J=8.2 Hz,1H) ,7.15
(d,J=8.3Hz, 1) ,7.08 (t,J=5.30z,11) ,5.23 (s,1H) ,4.61 (d,] =4.20z,21) ,4.12(t,]
=7.1Hz,2H) ,3.69 (s,3H) ,2.28-2.13 (m,8H) ,1.90 (s, 2H),1.72(s,2H),1.38(dq,J=
31.9,5.4Hz,4H) : °C NMR (101MHz ,DMSO- d,) 8168.24,155.18,155.12,147.74,141.57,
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.
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[0523]  sf5|2-15 21118:2- (((4-HI4HE-3,5- Z FIJEIENE - 2- 3) FHJL) (k) - 1- K 0 -
TH- 2% [d] ke - 5- B R FR O

O_
L -
oy N
[0524] N

[0525] i fidc p 2 - 2 3 2 AR B LAk, JoAth Jsa IS 49 I i) 6 20 R 351 5 5145 2 - 1 v i el 3 114 40
E = VECET N e Raty/

[0526]  'H NMR (400MHz, F %-d,) 68.16 (s,1H) ,7.89 (s,1H) ,7.63 (d,J=8.2 Hz,1H),7.10
(dt,J=16.2,7.1Hz,5H) ,6.99 (d,J=8.2Hz, 1H) ,4.57 (s,3H), 4.30(t,J=7.0Hz,2H) ,
3.82(d,J=25.8Hz,6H) ,3.05(t,J=7.0Hz,2H) ,2.29- 2.20 (m,6H) ;"°C NMR (101MHz , FF' [ -
d,) 6169.48,165.74,156.92,155.57, 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 (EST+) :m/z 445.4
M+H) *,

[0527]  sE52-16 21119:2- (((4- 4R FE-3,5- HIJEMLnE -2-35) A L) & 3E) -1-FE o 3 -
TH- 635 [d] Ik me - 5- F iR

O—.
it
N
oL
[0528] N

(05291 Bk ph 2 - 2R e QB LA, FEAt S i) o ol 46 25 B 45 55 S 49112 - 4o BT ) 3R 14 40
R B EL E )

[0530]  'H NMR (400MHz, FE-d,) 88.19 (s, 1) ,7.89(d,J=1.5Hz,11) ,7.79 (dd,J=8.5,
1.7Hz,1H) ,7.19-7.07 (m,6H) ,4.73 (s,2H) ,4.48 (t,J=6.8Mz, 2I),3.87(s,3M) ,3.16(t,]
—=6.8Hz,2H) ,2.29(d, J=14.6Hz,6H) ;'°C NMR (101MHz, F §%-d,) 6169.15,167.25,
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.

[0531]  SEf512-17 21120:2- (W ((4- FHALHE -3, 5- - F Rt - 2- ) FJE) (0) - 1- R 2k -
1H- 253 [d] ke -5 - F g
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\
O

o N—7
[0532] N
o~ YN  N=
N \_5\:/?7
RIS

[0533]  BRfZ ek 14 - 1- A E LA AN, HoAth s 8 4 J ] 46 20 B 35 5 S48 2 - 4 b iy 1) s 1) 4 55 2%
oL, 15 2bR AL S

[0534]1  'H NMR (400MHz ,DMSO-d,) 88.09 (s, 2H) ,7.88(d,J=1.6Hz, 1) ,7.68 (dd,]J=8.3,
1.6Hz,1H) ,7.39(d,J=8.4Hz,1H) ,4.63 (s,4H) ,4.11(t,J=7.9 Hz,2H) ,3.62 (s,6H) ,2.08
(d,J=17.4Hz,12H) ,1.66 (d,J=7.7Hz,2H) ,0.73 (t, J=7.3Hz,3H) .

[0535]  Szffi2-18 21121:2- (W ((4- 4 FE-3,5- HIJEMEnE -2-38) L) &) -1- %K 2
Fe-1H- ZRIF[d] g -5- R

\
o}

\Y
0 N—7

[0536] ”O)K@N»_N N—
N \__Qf
O_

[0537] B ficp 2 - 2K 3 2 AR B LA Ak, JoAth Jsa IS 49 I i) 6 20 R 351 5 5145 2 - 4 v i o) 3 114) 40
SR 15 2R AL AW

[0538]  'H NMR (400MHz,DMSO-d,) 88.07 (s,2H) ,7.89(d,J=1.5Hz,1H) ,7.67 (dd,J=8.4,
1.7Hz,1H) ,7.40(d,J=8.4Hz,1H) ,7.19-7.13 (m,3H) ,7.10-7.05 (m,2H) ,4.64 (s,4H) ,
4.39(t,J=8.0Hz,2H) ,3.59 (s,6H) ,2.97 (t,]=8.1Hz, 2H),2.07(d,J=11.5Hz,12H) ;"°C
NMR (101MHz ,DMSO-d,) 6168.15, 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.,

[0539]  SE53-1 NCTU-SUN-26079:3- (WM -2-JEHJE) -2- (((4-F42E-3,5- H ARt
ME-2- J5) FEJE) S 0E) -3, 4- S Mk - 7 - FR 1R FR LTS

~o

—

T R I

~ _—

[0540] Y Y N
N

[0541]  [a]4- (RLHIL) -3- A ERL (5.0g,27. Ommo1) F-JE/KMeOH/CH,C1, (3mL: 30mL)
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W AR IIDCC (1. 224 5) J2DMAP (0.0054 &) , 7 I MR &7 =il N HiHkE 167N o K
Il = 4DCU I Y8t 8 i S s A E A Al A B4, 3R15 K B AR 14 - (R EE) -3- 1
FHeOR F IR FE AL TiE2 (76 %) o

[0542] H?%*WC1@M)¢m%A%M4%14mmD&2§ﬁ$%wﬁ@%%)
TEZE IR T PEFEA8/INIT o 75 N 58 UG 5 25 ok ¥ 711) 3l o S A 2 A Al AR ™= ) DL 75 21 T
FORHRTES (82%) -

[0543] [ 4t 543 (3.65g,11.9mmol) - JE7KMeOH (100mL) HH IV I SnCl,. 2H,0 (3.5
M), FEE TR SR A R 1043 S o 78 S N 58 B » # B v R i ﬁﬂ#%ﬁhﬁ
W AR = YITEIN NaOHE 2R 2 T8 2 18] 43 e A FH 2 B8R 20T (3 X 20mL) A& HUK J2 FEAd
A IFIZEMS0, T HAEWUE T ik LR A& 904 (87%) .
[%MJ{%mm%%%A%M1%38mm)@WWszﬁimwuﬁiﬁT&M£
/INESF 25 R ) FDOM B 7K ZE HUTR E 0 o s 7) 25 B H d  S  EA 2 A 4l ALK = P A A5 315
60%) o

[0545]  [A)2- % k-3~ (Wkmg-2-FEFIJE) -3, 4- S stk - 7- FF R L5 (0. 3¢,
1.05mmol) F Z.J (20mL) H f) ¥ AN K, CO, (0. 29g, 2. Tmmol) KT (0.005g, 0.03mmol) ,Z.
JENIN2- (R ) -4- 2L -3, 5- HIZEEnE6 (0.722¢,3.89 mmol) , H-A# s BV & 4 [
T/ o 24/ NI 22 5, BI85 TE I TR & ) AL FINaHCO, 7K %5 ¥ (30mL) #i e H. H
EtOAc (3+30mL) ZEHL

[0546]  “¥& A LA M AN ER /K (30mL) Peidk o il wE B AF E M8 FH8 % H i/ EtOAc
afi AR =4, 37450 . 43g 2 H ELE AR 4= HINCTU - SUN- 26079 (70%) -

[0547]  'H NMR (400MHz, F % -d,) 88.16 (s,1H) ,7.81 (dd,J=7.9,1.4Hz,1H) , 7.56(dd,]J
=1.8,0.8Hz,1H) ,7.37(d,J=1.4Hz,1H) ,7.32(d,J=7.9Hz,1H) , 6.60(d,J=3.3Hz,1H) ,
6.47 (dd,J=3.3,1.9Hz,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 (EST+) :m/z 435.3 (M+H) ",

[0548]  S2f3-2 21106:3- (2- (PR -1-%5-1-3%) 255) -2- (((4- 4 FE-3,5- I &
M -2~ J) FH3) GU0E) -3, 4- A MMk - 7 - FET iR F L g

[0550]  BRrMEH2- (AT -1-M5-1-55) SHRARE LLAL , FoAt S A I il 4 40 B 35 5 <2 4913 -

HH T ) I () 4R SR ARL, 45 2R AL &

[0551]  'H NMR (400MHz, Ff % -d,) 88.17 (s,1H) ,7.83 (dd,J=7.9,1.5Hz,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=8.1Hz,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) .
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[0552]  Sf5]3-3 26072:2- (X ((4- 4 JE-3,5-  FI LA g - 2- J) P JEk) G J) -3- (kg -
2-FEFIL) -3, 4- AR IRk - 7 - B S FE L iR

0/
D
[0553] ~o N N "
N

05

[0554] 5 SEfa3- 1 fr el iR AH IR, 43 245 AL S o

[0555]  'H NMR (400MHz, Ff % -d,) 88.21-8.19 (m,1H) ,8.07 (d,J=0.8Hz, 1H),7.83(dd,]J
=7.9,1.5Hz,1H) ,7.57(d,J=1.5Hz,1H) ,7.43(dd,J=1.9,0.8 Hz,1H) ,7.29(d,J=
7.9Hz,1H) ,6.57 (dd,J=3.4,0.8Hz,1H) ,6.41 (dd,J=3.3, 1.9Hz,1H) ,5.48(d,J=1.9Hz,
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 OHH) ",

[0556]  SEf3-4 26091:2- (((4-FAEFE-3,5- HIJEALmg -2-F5) H %) & 38) -3- 1k JE-3,
4- R R IR - 7 - B R FE L S

-~

O
=
~o N N

NS
[0558] B e p 3 - 1 - P AR Ex LA A, oAt e 40 B bl 46 20 BR 25 5 51246113 - 1 o iy o) 3 1 A8 25258
oL, 13 ER L A o
[0559]  'H NMR (400MHz , F{#-d,) 88.14 (s, 1H) ,7.79(d,J=7.9Hz,1H) ,7.39 (d,J=
7.9Hz,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=
7.8Hz,2H) ,2.44(s,3H) ,2.25(s,3H) ,1.76 (p,J=7.9Hz,2H) , 1.37(dp,J=11.3,7.1,
6.2Hz,4H) ,0.96-0.83 (m,3H) ;'°C NMR (101MHz, F % -d,) 8165.84,165.03,155.04,152.00,
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, 28.23,26.36,22.07,12.93,12.02,9.51 ;LRMS (ESI+) :m/z 425.3 M+
H) .
[0560]  sEf3-5 26092:2- (((4- 4R FE-3,5- HIFEMEmE -2-F5) FIJE) & 3E) -3- 4-FH 4
FEAFE) - 3,4 A IR - 7 - FH R FE SR
~

0O

=

I
(@] N
N

[0562] R fiiphr (4- AR IR IE) F AR LA AN, LAt e B 2 il 26 20 W 50 55 S 45103 - 1 e ol

[0561]

69



N 110234635 B W OB P 66,78 7

B3R (4 S5 A, 15 2R AL B

[0563]  'H NMR (400MHz, F % -d,) 68.09 (s,1H) ,7.71(dd,J=7.8,1.4Hz,11) , 7.57(d,J=
1.4Hz,1H) ,7.39(d,J=8.5Hz,2H) ,7.31(d,J=7.8Hz,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 (EST+) :m/z 475.3 (M+H) *

[0564]  SEf3-6 21110:2- (((4-F4EFE-3,5- ~HIFEMEmE -2-F%) L) & 3E) -3- B-F 4
FEPIIE) - 3, 4- A k- 7- R

N_ _N X
HO A (0]
*@q |
[0565] 7\

O

[0566] Bk flc i 3- FH AL TR - 1 - AR B LA A, F At S i) I il 2% 20 B8 350 5 5461 3 - 7 ol i) i
(R4 25 25400, 13 B AR AL S 40

[0567]  'H NMR (400MHz, F 2 -d,) 67.84 (dd,J=7.9,1.4Hz,11) ,7.64 (s, 11) , 7.46(d,J=
1.4Hz,1H) ,7.40(d,J=7.9Hz,1H) ,5.26 (s,2H) ,4.69(s,2H) ,3.85 (s,3H),3.75(t,J=
6.9Hz,2H) ,3.51 (t,J=5.7Hz,2H) ,2.27 (s,3H) ,2.04(d,J= 4.9Hz,6H) ,1.29(d,J=
3.5Hz,2H) ;LRMS (EST+) :m/z 413.3 (\M+H) .

[0568]  sSEf3-7 26089:3- (WM -2-FEHIJE) -2- (((4- 4 FE-3,5- ~HISEALme -2-3%) H
B &I - 3,4 ARk -7 - R

[0569] N. _NH
HO X
ges:
%/0

[0570]  Jij4- (BRHI3E) -3-AFEKH IR (5.0g,27.0mmol) F-FE7KMeOH/CH,C1, (3mL: 30mL)
H VAR INDCC (1. 224 8) JZDMAP (0.0054 &) , FF6 S RiVR & W4 % iR N HiHE 16h o 44 5
FIDCUSE U H O 8 SOs A JE AT 2B A Y, 3R AT S AR B E A4 g 4 - IR P L) -3- i ik
R AL E2 (76 %) «

[0571] ¥+ JE/KCH,CL, (50mL) H (AL A2 (4.0, 14. 5mmol) Je2- 25k F SRR (3 24 #2)
FE SR HEFEA8/INNY o 7 [ N 56 B 5 25 B 7 a1 BOd A S A A 7 ) DA S 21 7
FIR RT3 (82%) o

[0572] b &43 (3.65g,11.9mmol) T-J57KMeOH (100mL) H ¥ A ISnCl, . 2H,0 (3.5
B, IR IR S RLVE S A B 1 Omin o £ [ N 56 B  # Bk 8 R I8 81 7= ) 0T R I %
K AFFF=PIAEIN NaOH5 2R 2 B8 2 6] 43 T o R F .12 216 (3 X 20mL) ZEHUK )2 I+ & FF
JE4MgS0, T4 HAE R T k4 AR b 5404 87%) «
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[0573] g FIDCMiA fii AL &4 (1.0g,3.8mmol) , SR JG ¥R N1 . 224 & CNBr LAE S iR T [ B . 8
/INESF 25 R ) FDOM B 7K ZE HUTR E 0 o Vs 7) 5 B H d  S  EA 2 A 4l ALK = P A A5 315
60%) o
[0574] A 2-% 3k -3- (Wkmg-2-FEFIJE) -3, 4- S s mpnth - 7- FF R L5 (0. 3¢,
1.05mmol) T ZJf§ (20mL) H AV A INK,CO, (0.29¢, 2. Tmmol) KT (0.005g, 0.03mmol) ,Z
JEANIN2- (G BL) -4-F 428 -3,5- H RRIEnE6 (0.722g,3.89 mmol) , H-A# e MR &4 [
6/ o 24/ NI 22 5, WIS K, TE I TR ) L FINaHCO, 7K %5 ¥ (30mL) #i e H. H
EtOAc (3%30mL) ZEHL
[0575]  ¥g& A LA M AN ER 7K (30mL) Peidk o il wE B A E M 48 FH8 % H i/ EtOAc
S AR PP LA SR A3 3 - (WKIRG -2- JE T JE) -2- (((4-F 426 -3, 5- HIJRmEng -2- 58) F &) &
Hk) -3, 4- S MRk - 7 - F R R R RT 0.43g (T0%) o
[0576]  HAE[RIRAM: T 3- (WRmg-2- L 3E) -2- (((4-F4EIE-3,5- H JEnkng -2-36)
HI3L) 0 2E) -3, 4- MR - 7 - FER K7 (0. 43¢, 0. 99mmo ) FEtOH/H,0 (1/1, 10mL)
HH VA TS INNaOH (0. 198¢g, 4. 95mmo) « 1N 2 J& BRI ZE R, 31948 I N TR &) B A
HC17K ¥R (30mL) FkE H HEt0Ac (3%30mL) 2 HY o #-& I 1A HLAH A EE 7K (30mL) He¥k
T o R i AR E AT A 20 % FEEE /EtOAc 2 AL KL =, 3R 150 27 g 2 [ 0 [ A4 (1) 46 77 )
65%) o
[0577]  'H NMR (400MHz , Ff % -d,) 68.07 (s, 1H) ,7.70(d,J=7.9Hz,11) ,7.53 (d,J=
1.8Hz,1H) ,7.35(s,1H) ,7.14(d,J=7.8Hz,1H) ,6.57 (d,J=3.2Hz, 1H),6.43(dd,J=3.2,
1.8Hz,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 (101MHz, FH % -d,) 6171.74, 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 (EST+) :m/z 421.2 OHH) s
[0578]  SEZ43-8 26090:2- (((4-FH4IE-3,5- - F 3knkng -2-55) 1 3E) & 38) -3- K 3E-3,
4~ I IR - 7 - F R

O/

o =
[0579] N H\IJ\/II/
HO ~Y N

N~

(05801 [ & ph Ik - 1 - e A B LA A, oAt s 87 4 K ] 46 20 B 35 5 S 48] 3 - 7 i ) s 1) 4 55 2%
oL, 15 2bR AL S

[0581]  'H NMR (400MHz, F % -d,) 68.03 (dd,J=8.4,1.4Hz, 11) ,7.96 (s, 11) , 7.84(d,J=
1.3Hz,1H) ,7.55(d,J=8.4Hz,1H) ,3.83 (s,3H) ,2.41 (s,3H) ,2.22 (s,3H),1.92-1.83 (m,
2H) ,1.43(tt,]=5.7,2.8Hz,4H) ,1.29(d,J=4.0Hz, 2H) ,0.97-0.92 (m,3H) ; LRMS (ESI
+):m/z 411.3 (M+H) ",

[0582]  sEff4-1 NCTU-SUN-12082:1- (2- GRS -1-#5-1-38) 458 -2- (((4-H 4 HE-3,5-
TP b - 2- 35 FROEE) L) - TH- 2 [d ] ke - 5 - F G R R G

71



N 110234635 B W OB P 68/78 7

\
O
Ly
M N
[0583] N

[0584]  [r]4 - 55 - 3- Ak 4% R L (1) V0 VWS JINHL, SO, (BmL, 0. 3M) , 44 s 82 VR & i 4 Z2 [l
Tt o FERE T 25 BV 71, B ] S SR W0 i T EtOACH o fE t0AC /=4 TE /K Mg SO, 1 JF
RO A B A A AR 4 - 58 - 3- A 2 2K R HH 2L IR 2.

[0585]  Kfb W2 2 GRC -1-4-1-38) ZJEAE =0 N5 B2 /N o 78 S B 58 1 i » 2%
VTR, AR P LA AS B R B R H IR I 3

[0586]  [m) b & W3RN INEE 20 I FE IR B, FRAE I N P HE I8 I BNIR &4 o 75 L 58
BJE S I IEZn R F IR A5 K, B P s T CHL,CL, Hp o R i 1) HR IR i acd i HH I 0 711
AR VIR A4

[0587]  {E50°C T AL & W4 P HE TS INT L BEH I i Atk S KOHFF L8/ M) o VR
EYPT H GFEH ANIE HEt0AC S K AEHL . 28 K IR 2l AR = I LA A3 215

[0588]  [a]1- (2- GACL-1-U%-1-3%) &%) -2-BRlH-2,3- &~ 1H- 2K [d]mkme - 5- F g
BLME SIVE AN INK,CO, KT, 2 JEAs N2 - (U %) -4- AL -3, 5- ZHIEERLIE , I f S
TR B MR o R T 77 25 R 3 4 S TR & 0 B H HE t0AC £ B

[0589] Mg & I E HUMH FHME AN 3L /K P ik - AL KL P~ 40, 34530 053 g 2 A 8 [l AR Y 4 7= )
NCTU-SUN-12082 (71%) »

[0590]  'H NMR (300MHz, P fi-d,) 88.24 (d,J=1.2Hz,1H) ,8.20 (s, 11) ,7.91 (dd,J=8.5,
1.4Hz,1H) ,7.53(d,J=8.5Hz,1H) ,5.22 (s, 1H) ,4.83 (s,2H) ,4.28 (t,J=7.0Hz,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) »

[0591]  SE2f14-2 12083:1- (2- R -1-%5-1-3%) 2%5) -2- (((4-H 4 3E-3,5- I 3
W - 2- ) F L) B L) - TH- 28 9% [d ke -5- 1R

[0593] i 4 JA - 3- A 3 FF A LA VA VR TSSO, (5L, 0. 3M) , 3 J SIS 2 4 it 25
L TEIRTE T 2V 70, L) R ST A& MR TEOAC T (BEL0AC /22 T K MgSO, T4 3f
FER A 1 L A 4 - 5 - 3 TS P PR 2.

[0594] K516 A2 J0- (B L 1-M-1-35) 2 WeAE 52 IR T b ST 5% U , B v 7 22
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FHAL ALK =P DL A5 21 i 2 2 R T 3
[0595] [k & W 30V VRN I 20 % W BBt , FRAE B IR T B PE IS R BLIRA) o 75 RN 5
G I EIn A HE AL UR MR R, B DV T CHLCL, Hh PR VE 1Y) R R e it Ui th K 77
AR VAP A4
[0596]  7E50°C I [ 4k &AM G A PRI W INT B A (1) B A B S KOHHF 2L 87N o
EPT H CFEH ANIE HEt0AC S KA HL . 28 KR IR 2l AR = I LA A3 215
[0597]  fi1- (2- GRC-1-#5-1-38) 250 -2- Bl -2, 3- & - TH- 2 I [d]BK e -5 - Ff g
FEWE SHVAVAN INK,CO, MKT, 2 JE s m2- (G JE) -4- W5 RR -3, 5- - HIJRALIES , Al S b
TREPENA . H/»afuﬂdi%%)ir“ TR AR R H HEtOACAEHL .
[0598]  ¥4& FE AT A HLAH FIL AN 5 K B35 - 2L KL =9, 374530, 053g 1- (2- GR-1-J-
1-55) 238 -2- (((4-FEHE-3,5- I JRIEnE -2-38) H L) i 5) - 1H- 289 [ Kk -5- FH R
FHELHET (T1%) -
[0599]  HYEEIMAMF FMI1- Q- RO -1-M-1-28) 4588 -2- (((4-F5EE-3,5- ZH At
WE - 2-%5) FJL) B EE) - 1H- 285 [d WKk -5- FH R HH 28T (0. 053g, 0. 126mmo1) T-EtOH/H,0
(1/1,3mL) H B 7S MNaOH (0. 0251g,0.63mmol) o LN 2 J5 W 751 28 FH44 I BV &
) FE A ATHC 17K V8 W (10mL) #45F¢ HL FHEt0Ac (3%10mL) FEHL o B4 004 AL A A A 5K
(30mL) Yk o 18 I Hek R A JE M 4 FH 20 % H 2 /Bt OAc 24K KL 724, 31150 . 030g 2 [ 8 [l 44
(¥ 48 P2 INCTU - SUN- 12083 (65%) -
[0600]  'H NMR (300MHz,CD,0D) 88.30 (d,J=1.4Hz,1H) ,8.14 (s,1H) ,7.98 (dd,J=8.5,
1.5Hz,1H) ,7.49(d,J=8.5Hz,1H) ,5.51 (s,2H) ,5.08(s,1H) ,4.71 (s,2H) ,4.24 (t,]=
6.8Hz,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) .
[0601]  SEf4-3 12084:1- (2- GRCL-1-J-1-3%) £3%) -2- (((4-HEFEE-3,5- ~H Lt
Mg -2-FE) L) VAR L) - 1H- 48 3 [d] ke - 5- i FR ik i

\

o
L A0
~ N
Ok@[ \>—S\\ ?q /
[0602] N O

[0603]  Jr]4 -5 - 3 fiF§ 2K FH R 1 (1) ¥ VS INHL SO, (5L, 0. 3M) , 44 s NV A W I 4 2 [
T o R T BRI, FR 1 S B /m:.%/ﬁﬁﬁﬁ?EtOAcEP HEtOAC)ZA TE/K MgSO, T H§JF
R IRIG 5 A E R 4 - 5 - 3 - A 2 2 R FR 2 R 2.

[0604] Kb W2 )2 GRC -1-H-1-38) ZJEAE =R T A RE2 /N o 78 S B 58 1 i » 2%
VTR, AR P LA A B R R H IR I 3

[0605]  [F) 4k & D3I IR AN IAEE 20 I FE IR B , FRAE I N W HE I8 I BNIR & « 75 L 58
BRI IEZn R F IR A5 K, B P s AT CHL,CL, Hp R i 1) R IR i i i HH I 0 711
AR VAP A4
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[0606]  #£50°C T [r] 4 & WA S 45 FEIE VRS IN T L A 1) i A ik A KOHARF L8 /N o TR
E Y] SR NI FHEt0AC AOK A BT 28 R I Al A A - ) A A3 215

[0607]  [i]1- (2- R -1-#5-1-3%) 2 58) -2- Bl -2, 3- 4 - TH- 2 I [d]BKmE - 5- Ff g
SRR SAYVEININK,CO, JKT, 22 JEds N2 - (U 2) -4- F AR AL -3, 5- - HBEIENE6 , I 15 s i
TR B MR o R T 77 25 R 3 4 S TR & P B H HE t0AC £ B

[0608]  ¥q & FE B A HLAH LA B K P vk o 2B LML =9, $5490.053g 1- (2- GREL-1-45-
1-55) 238 -2- (((4-FEEHE-3,5- I JRIEnE -2- 38) H L) i) - 1H- 289 [ Kk -5- FH iR
FHELRET (T1%) -

[0609]  H-FuKisHm1- - R -1-4-1-38) 258) -2- ((4-H5EFHE-3,5- - FFELne -
2-3%) HHL) 2% - 1H- 2K IF [dI KM -5 - FHER HH B i 7 (0.053g,0.0126mmo1) F-DCM/MeOH
(9/1,4.5mL) 7 {3 7 mCPBA (0.0058g,0.034mmo1) - 48 Ji5 , ¥ JINaHCO, (0.0007g,
0.0088mmol) FERE R UK o R HIM)7E 2 U5 T i FE L/NSF o B FHDCM (5 mL) Pe sk I MR &4
P T2, HIR150.030g 2 H E [ 74 4l = #NCTU-SUN- 12084 (65%) -

[0610]  'H NMR (300MHz,CDC1,) 88.55 (s, 1H) ,8.13 (s, 1H) ,8.10(dd,J=8.7, 1.5Hz,1H),
7.43(d,J=8.8Hz,1H) ,5.03 (q,J=12.9Hz,3H) ,4.59-4.35(t,J= 8.3Hz,2H) ,4.58-4.36
(m,2H) ,3.97 (s,3H) ,3.71 (s,3H) ,2.49 (t,J=8.3Hz, 2H),2.30(s,3H) ,2.22(s,3H) ,2.03-
1.78 (m,4H) ,1.51 (m,4H) .

[0611]  SLf5-1 12092: (((9H-FH-9-KE) AR ke HIEiR2- (((4-H 4 HE-3,5- = H
Fembng - 2-55) H3E) i) - 1H-4 [d] ke - 5- 2 g

O N

[0612] FmocHN/\n/ s
O N
H

[0613] ]2~ ((((9H-3E-9- %) HA L) Bedh) &AL A MR2-Hili-2,3- & - 1H- % [d] kK
- 5-FEfiE1 (0.08g,0. 18mmol) F ZEE (9mL) HH A S INaOH (0.079¢,0.198 mmol) , 2
JEUsIN2- (U -4-H 2L -3,5- “H JEMERE2 (0.367g,0. 198mmol) , FHAF s W VR & 4[]
LN o — HLRON 58 R, PR 750 28 R 5 8 e ik Je 8 A JE AT 436 FH2 % MeOH/DCMZ AL # 7
Y, 3R15 5 A FE AR R 26 P2 INCTU-SUN-12092 (0.31g, 54.5%) .

(06141 'H NMR (300MHz , ) Fid-d,) 88.26 (s, 1H) ,7.87 (d,J=7.4Hz,2H) ,7.74 (d,J=
7.4Hz,2H) ,7.51(d,J=8.6Hz,1H) ,7.41 (t,J=7.3Hz,2H) ,7.32(t,J= 7.4Hz,3H) ,7.14
(t,J=6.6Hz,1H) ,6.95(dd,J=8.7,2.1Hz,1H) ,4.67 (s,2H) , 4.40(d,J=7.3Hz,2H) ,
4.36-4.21(m,3H) ,3.80 (s,3H) ,2.36 (s,3H) ,2.25 (s, 3H) .

[0615]  Sf55-2 12093 (B =T AL HIZR2- (((4- A HL-3,5- ZH JEmtng -2-
5 B3 BRI - 1H- 2K [d]mkmk -5- g
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NHBoc \
Oﬁ) o
[0616] (o) N /_zj‘
T
N
H

[0617]  BRIKMEH2- ((F = TS EHIL) L) LMR2- Wil -2, 3- & - 1H-Z5FF [d]mkmk-5-
FEPRACE LA, HoAth S B4 B i) 46 25 BR 351 45 S5 5 - 1 e o e 3 1D 487 55 28 A0 , 73 B AR AL &
Yo

[0618]  'H NMR (300MHz , ) 68.27 (s,1H) ,7.50 (s, 1H) ,7.29(d,J=2.1Hz, 1H),6.93
(dd,J=8.6,2.1Hz,11) ,6.50 (s, 1H) ,4.67 (s,2H) ,4.12(d,J=6.2Hz, 2H),3.81 (s,3H),
2.38(s,3H) ,2.26(s,3H) ,1.45(s,9H) .

[0619]  SEf15-3 12094 : (S) -2- ((((9H-35-9-F%) HE L) kIt H ) -2- R LR2-
(((4-H5 - 3,5- HIBRMERE -2- 55) H L) BR3h) - THOR 9 [d] - Kk - 5- JL g

NHFmoc \
@)Y‘) °
[0620] 0 " /_2?
O 5
N
H

(06213 BRIKIMEH (S) -2- ((((9H-§-9-25) FAAIE) HIE) %) -2- RIEZLFR2- HH-2,3-
T IR (AR5 SRR PR LS BUAL R S B 5 5 TR 5 9 15 - Lo BT RS 1
& =S VSR ATl i Ay /B

(06221 'H NMR (300MHz, Fif-d,) 88.24 (s, 1H) ,7.85 (d, J=7.5Hz,2H) ,7.75 (d,]=
7.4Hz,2H) ,7.65(d,J=7.2H0z,2H) ,7.52-7.39 (m,6H) ,7.32 (m,2H) , 7.22(d,J=1.6Hz,
1H) ,6.83(dd,J=9.1,1.5Hz,1H) ,5.67 (s,1H) ,4.66 (s,2H) , 4.48-4.25(m,3H) ,2.35(s,
3H) ,2.25(s,3H) .

[0623]  5f516-1 NCTU-SUN-22138:5- F4 -2~ ((2- FI& 2L -3, 6- I ERAL) i dt) - 1H-
I [d] wkme

[0624] Meo\@:%_s
Z H MeO

[0625]  [A2-FI4EHE-1,3,4- =F 21 (0.3g,2.00mmol) T-5 45 (30mL) H (A b0 NBS
(0.177g,1.00mmol) , HAEGHE T S NiH, B9ANPhilips” IR 250WAT H B M be i A 5 &L ) R
B4R B AT DA AR R . — BSOS 58 A TIPR 8 5751 7% I e o Ak B A A JE AT 36 FH 2 e A0 A
FEPILLIRAFIRAL 7242 (0.092g,20%) &

[0626] AR AL =42 (0.1g,0.43mmol) T LB (2mL) 1 1) ¥ WS JINaOH (0. 017g,
0.43mmol) , Z JEAIN2- (G H 3E) -4- 4 &-3,5- I 3EmtnEs3 (0.071g,0.39 mmol) , A
SV A BTN o — ELRONE 58 R T 770 28 i 3 s e P 8 A JE AT 4 FH2 %6 MeOH/
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DOMEAL K P24 LA R 4BNCTU-SUN-22138 (0.077g,60%) »
[0627]  LRMS (ESI+) :m/z 329.2 (M+H)
[0628]  sfl6-2 22141:2- ((2- A EL-3,6- I RLAE3L) AR 3E) - 1H- 2531 [d] mkms -5- g

H
[0629] - | ~-N

[0630]  [Hj2-FI4E3E-1,3,4- =21 (0.3g,2.00mmol) TS 47 (30mL) H (W s N NBS
(0.177g,1.00mmol) , HAEGHE T S NiH, B9ANPhilips” IR 250WAT H B N be i A iU & ) R
B AR B A DA AR R . — BSOS 58 A TIPR 5 5751 7% e o Ak A A AT 36 FH 8 e A0 A
FEPILLIRIFIRAL 7242 (0.092g,20%) &

[0631] AR AL =42 (0.1g,0.43mmol) T LB (2mL) 9 1) ¥ WS JINaOH (0. 017g,
0.43mmol) , Z JG s N2- (G L) -4-F23E-3,5- “HIFEMmE3 (0.071g,0.39mmol) , H:Ad j b
TREWEI LN o — FLU S 58 i T 7110 728 R i i e e A A E AT 1 - 2 %6 MeOH/DOMAL
ALK =) DL 3RASNCTU- SUN-22138 (0.077g,60%) -

[0632]  LRMS (ESI+) :m/z 315.1 (M+H) "

[0633]  =2f516-3 21133:2- ((3- (RHIE) -2- (=T 3 I IERE L) S3E) -6- I IE
HE) k) -5- FH AL - 1H- 09 [d] ko

Br
TBSO

I
[0634] O N
-
N
H

[0635]  [a) i =T 2L " HIL (2,3,6- ZHIIEIRERS) rEbEl (1.2g,4. Tmmol) T8 44 (50 mL)
H SRS IINBS (1.7, 9. 5mmol) , HAEY6 75 T R M A, BiAMPhilips”IR 250 WAT H RSk
SR BT TS P P A A R A AR o — FLO S 58 B, TR ¥ 7110 28 R SH Je st e P A A 2 A Al
T a1 =P LA — IR 4)2 (0. 318,20%) »

[0636] ] —iRALFEH2 (0.3g,0.90mmol) T Z B (9mL) A ) ¥ 7 iMNaOH (0. 036¢
0.90mmol) , Z JE s n2- (G L) -4- F4FE-3,5- ~HIFEMEES (0.148g,0.82 mmol) , F-{#
IR B LN o — HUONE 58 s, WIPKE 8 77 26 e FF i R & A AT A8 2 %6 MeOH/
DCMAL AV FH 7= LA 3R AENCTU-SUN-21133 (0. 23g,60%) &

[0637]  'H NMR (400MHz,%{1/j-d) 67.43(d,J=8.8Hz,1H) ,7.16 (s,1H) ,7.04 (d,J=
2.3Hz,1H) ,6.82(d,J=2.3Hz,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) .

[0638]  LRMS (ESI+) :m/z 507.1 (M+H) "

[0639]  SEf6-4 22139:5- H 4 FE-2- ((2- A E-3,6- ZH R WHEEEL) - 1H- 28 FF
[d] kg
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MeO N o
<
[0640] N
H

MeO
[0641]  [A2-FI4HE-1,3,4- =21 (0.3g,2.00mmol) T-5 45 (30mL) H (AR b0 NBS
(0.177g,1.00mmol) , HAEGHE T S NiH, B9ANPhilips”IR 250WAT H B N be A iU E ) R
B4R B 1S DA AR R . — BSOS 58 A TIPR 5 5751 7% Il o Ak B A A S AT 36 FH & e Ak A
FERILASRAFIRA =2 (0.092g,20%) o
[0642] | {RAL 242 (0.1g,0.43mmol) T 24 EF (2mL) 5 A W s IINaOH (0.017g,
0.43mmol) , Z Jan2- (G %) -4-F 43 -3,5- ~HFFEmEnE3 (0.071g,0.39 mmol) , FAi
SRV A DB LN o — LN 58 R T 77 28 i 38 st ek P 8 A JE AT 4 FH2 %6 MeOH/
DCMZAL R P~ LA SRS 5 - H ARk - 2- (- FAR 2L -3,6- T AETRAL) M) - 1H- R 9F [d] ke
3(0.077g,60%) »
[0643]  H-FuKiEH 15 AL -2- ((2-FA L -3,6- LRI i k) - 1H- 2K [d] mrmk
3 (0.077g,0.23mmol) FDCM/MeOH (9/1, 10mL) H { ¥ ¥ IImCPBA (0.069g, 0.40mmol) . 4%
J&i » 7 INMNaHCO, (0.013g,0.16mmol) , FF R B UK #s o A K ] 0 7E S iR T $ #F 1h o F FIDCM
(10mL) Pk R MIRA W i 1 78 %, HLIR1S0.047g 2 1 [l AR 2l =4 (65 %) -
[0644]  LRMS (ESI+) :m/z 345.1 (M+H) "
[0645]  Sf5i11 DAAORE/#t
[0646]  F#RFEOguriZE N\ (Oguri,S.,Screening of d-amino acid oxidase inhibitor by
a new multi-assay method.Food chemistry 2007,100 (2) ,616) FH 515 DAAOKE E P4
Gy HIT o I A 52 D - TR GER S B i P AR IR A AL (1,0,) 13— 53 - (4- R B OR L) TR
(HPPA) 5z J3i 2K 5 IMDAAOTE 1 o i 1 H,0, K i S A i S AL HPPA LA AR 20 — SR AK, ik — 2R
P22 5 LA R DAAO K & P
[0647]  %FFJ&'EDAO 1C5040 41, T50mM D- A HZHER (B M T0.2M Tris-HC1ZE il (pH
8.3) H) Hh il & DAOSZ 5T K5 10011 D- A IZ BRI R 541 (T7100% —HIWEBK  (DMSO) H1) &
b Bt SR R A [ 9 B (FE /948 . 83uM. 97 .66uM.195. 31uM. 390.63uM.781.25uM.1.56mM.
3.13mM.6.25mM.12.50mM.25.00mM 250 .00mM) FI ik A S R4 , e 48— e 3 i B v B¢
ZDMSOWK B 0. 167 % o T 96 FLHR i 10ul D- P iR S (e ik ib SR & 522001 )k
MIEEBEHR (Reaction Master Mix) —i#2fE37°C FE; B 8. R MR SRR & A 110011
5U/mL J&'EDAO (Sigma-Aldrich,USA) ¥R (FH0.2M Tris-HC1ZE#¥E,pH 8. 3% f#) 1.1 mL
(F)15U/mLit A AL B W (FHO. 20 Tris-HC1ZEmP i, pH 8. 3VAfR) <1.1mLiI20 mM HPPAYAWR
(FHO.2M Tris-HC1ZEMi, pH 8.3V M) A22mlff2M Tris-HC1ZE ik (pH 8.3) F 1104
SN HT o
[0648]  HY5RE (Fs) A& i 320nm ) 48 HE R 7E405nm N &3 . DAORA 15 M & i , M '
5 T e BOE R TR AR (F1) 2 H BL R T RES SRS Fi= (Fs-Fy) / () » AL
2 (Fyy,) R FELYIR SV 2 (0. 2M Tris HCIZEMR, pH 8.3, A& D-
f2) «DMSOZ* [ (F ) A2 TE100%6 DMSOA I &l
[0649]  RUEFAED- B EBEALEG - Hr . il TFAD S T B 4B AR 2 0 SR & 4 Hh s
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FEFAD , (H A K B 7 75 F AE TCFADI B TE T S e o e i A5 A A8 15 DAAOTE M 50 %6 i F i) ik
J& (IC,,) R EE B DAO I 1l 771 R 410 1) RNz o TC A8 2 3 3 A etk (] YA B B A H GraphPad
Prism, 555K (GraphPad Software,Inc.,La Jolla,CA) it . A & HH {5k 4L & 40 DAO
ICH0r M4 R B /R T IR

pkDAOBESM T

[0650] | MW 1C50 (uM) | 1C50 95% B 45 X Fl (uM)

CBIO | 169.6 0.5827 0.5165%0.6573
pkDAOE§Z T
ID | MW.
1C50 (uM) | 1C50 95% B /5 X H (uM)

RS-D7 | 331.39 1.1850 0.9970% 1.408
12083 | 451.5811 | 366.6000 302.2%444.8
21105 | 583.73 | 300.8000 223.0%405.9
26072 | 583.69 | 236.4000 211.2%264.5
21106 | 462.59 | 488.1000 309.4%769.9
21132 | 431.15 64.1500 60.86%267.61

loss1] | 13084 | 563.56 | 181.2000 154.3%212.8
12122 | 425.4577 | 12.5400 11.55%313.62
21122 | 373.1096 | 21.0900 16.63%4326.75
11020 | 465.13 10.4400 9.549%11.40
12124 | 399.46 11.1600 10.11%12.32
12125 | 413.49 13.3100 12.26%514.44
25016 | 415.16 13.3600 12.39%514.42
28092 | 399.13 46.7000 41.85%52.10
28094 | 449.52 21.1100 19.18%4323.23
25027 | 413.1409 | 21.0000 19.70%22.37

[0652] K712 140 I DAO) it

[0653] £ U4l Hu % 77

[0654]  SK-N-SH#H & i 4 i J67 240 Jia 2% 2 ) | 5% [ 82 =X 855 F= M) R8T (American Type

Culture Collection,ATCC) . ¥t Frid 4l R TIRIES AP AESTC &5% CO2 NE:FF T 478
H10% A4 1% . 1 X NEAA (Tnvitrogen/GIBCO) IUMEME: 75 3& (Invitrogen/GIBCO,
Rockville,MD) H . {5 40 i Jik 25 9 BEAL LA 125, 00041 AR /LAY 25 B PL50u ] P-4/ &8 22 6,96
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FLAR (NUNCZ5237108) 1, 2 J& #3547 5 T 41 I DAO 73 #7

[0655]  JET-4HAfIDAOST BT

[0656] 4 MDAOYE P 23 M7 A8 FH M #Brandish& A (Brandish,P.E., 2% A\ ,A cell-based
ultra-high-throughput screening assay for identifying inhibitors of D-amino
acid oxidase.] Biomol Screen,2006.11 (5) :55481-71) K4k &1 7774 - B SK-N-SH
Y B VF TR A 20mM HEPESHHANKSZZ it W (Invitrogen/GIBCO% 5 14025- 092) B34
G2 O FD- 22 R (B W FE50mM) ¥ i T4 — FLH A JyDAOR 1K) 32 57 o 1 FAmplex Red
HEME/ T AN E4H Molecular Probes/Invitrogen, H 35A22188) & ll{E
DAO J5 W Ji5 % 3o 40 M Ay 1 22 70 W 435 7 5k R R HL 0, 77 A2 o 764 20 Jf 2 i 22 PR .96 FL AR (Nune
%'5237108 , Denmark) H1 2 J& , K500 1 K SK-N-SHZH A (125, 000440/ L) 55001 25907 7
(BT RIERAWIEZ 2.5 %) IR G, I TR SR FAESTC K5% €O, R E 307 8. 307) B
J& K250l & D- 22 JUER R AR A AL I (HRP) K Amplex RedHISRFRAMIRINESH
100w ) 240 - 2599 0K LA, IR RIS AE3T'C K5 % CO, T 55 & 3/ - DMSOIH
BRAWREMRT 1% SR G ESpectraMax M2e il E AR EEHUX Molecular Devices,USA) H A
OGS T, o #E544nm MUK BAES90nm & 5T AL o M 2 vl AE 12501 43 Bk AR b &
A 50mM D- 22 15 0. 625 54 HRP K 50uM Amplex Red (K] B 2 o A B I 26 4k & 1 i
T AMEMIDAO T a R R T R,

ETHMHDAOSHT
SK-N-SH 1.25%10 5/ 40 i/ FL(Z5 By kb 3 3.5/ o))
BAWE T IEMLE
ID M.W. HTF 4 i1Cs04-Hr
DMSO R DAOTE
1C50 95% B{E X A
[0657] 100 uM 10uM | IC50 (uM)
(uM)
CBIO 169.6 0.83 1.00 392.30 281.4%547.0
RS-D7 331.39 0.69 1.05 141.00 81.074245.1
12083 451.5811 0.48 0.62 74.15 27.04%203.4
21105 583.73 0.58 0.89 218.80 98.894484.3
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ETHRBIDAOHT
SK-N-SH 1.25%10 5/ 40 i/ FL(ES Py AL 3 3.5/ o))
D M.W. RS XD ETHRMIC5034T
DMSORIAHN DAOE %
1C50 95% B {5 X 18
100 uM 10uM | IC50 (uM)
(uM)
26072 583.69 0.74 0.87 393.00 215.3%717.2
21106 462.59 0.77 1.02 477.60 245.5%3929.2
21132 431.15 0.61 0.94 174.80 137.9%221.7
[0658] 13084 563.56 0.49 0.71 34.91 21.34%57.09
12122 425.4577 0.57 0.98 146.60 106.1%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%3243.7
25016 415.16 0.62 1.00 187.60 107.7%326.8
28092 399.13 0.58 0.94 136.40 86.51%215.1
28094 449.52 0.58 1.10 121.50 73.91%199.9
25027 413.1409 0.69 1.15 240.20 142.0%5406.3

[0659] S5 1 3VE YT A #H 7 FLIERE IRV T A& B i 7

[0660] 2542 RE i ik

[0661]  #EC57BL/ 67N, HNMDA - 52 4 35 B FFIMK - 80 1185 5 14 47 14k BN S BRBFS 7E 78 43 B 57 1)
2505 F IR o0 SORE /N BRBE RS R B A B 2538 22 ) s B DL SE JIIRS - D7 H )
e LT 24 7 15 5 BINMDASZ AR 5 B AR

[0662]  Z¥)

[0663] ¥ BT 72 o BT A3 FH IV B A B A2 28 (W) /R B [R1 52 2ok H 5 98 K 22 e B 1) SR 56 31
YO ICB7BL/6) 75 5t b, BT AT A B SITEWT/N R A 04T o 3 B S0 5 26, V)
B E HH RISk, T 61 R0 B 2 R IR FE S0 B4 i) 2 v DA L2/ NNl - I 24
Sy BB 3% R BT A 3 e A B Sh A AE S8 10— AN il B 3%, MK mT B INE 5l R A5 00 4 %
IK S AESEIGTFGRE , TEAT NS AT 22 /01 B R AL B AR E /N AN AR 7 R iR e &
TS RS B IR Sl R R 2 (Animal Care and Use Committee) #L7HE )7 5K
Jite o

[0664]  FHTI697 s 259 i &

[0665]  M4MK-801 AR T Eh /K HLLO. O1m LA F /g Ak B4 5 . 75 48 F BT RS - D7 K 254
12083 (RS-DTHIZRAUYD) B i T 1% COMCH 23R B N 2mg /m1 o 7545 FH I Ks 1T 24280958
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Y fifTNMP: HP-B-CD: H,0 (5:25:70) H &K O 2mg/ml o AEAT S8 2 R 2573 Blee T Fr A 3l
YR ($57K) BEMK-801 (0. 2mg/kg,i.p.) - fEMK-801# 55 8h 2 JG&HP.0. 34 PLIE Y
FE (0. 01mIAAR /g fA B) KhFREEFIZH (19 CMCEK NMP:HP-B-CD:H,0) K& SE34H (RS-D7.%
Y)12083 84T £428095) 3 o

[0666] 4T LR

(06671 JHH FLRS - DX S 1 A AN FIE AR VR T 2808, MK P STt L FH ™ 37 2l 2 22
H K 2R B — FR 0 =AM7 IR (B 28— 8 256 = FEAT) , - M B (AT R& LA .
[0668] Wiz

[0669] AV A KMFEZN 1, BB — N EENTRBEHZMG (601x) TRV K&
(25.40*25.40*40.64cm3,Cou1bourn Instruments,Whitehall,PA,USA) [ H .0 o 38 1 {5 FH
Smart FLAIIE BE A& (Panlab,Harvard apparatus,US) 26043 &5t #1118 3510 5% 18 2h7% 31
S (OFE SATHEPE B S B 10 B AT 1HEFERY) AL A RIEIT B 97 RO, A8 FHEA R
AR EXIMK-8011F5 3 132 Bhid 2 R BB B 4 EL 324k - %6 = (B9 B 40 RO R0 -
MK-801%K %) X 100% /MK-801%% M .

[0670]  H#h /K0 BEAHEL , /N B E 2 MK -80 1 VE ST 2 5N b B IS 3t 2 . 73 i
200mg/kg % 400mg/kg RS-D7H#MK-80115 FH /MR 23t £ . #R1M , 100mg/kg RS-D7A &
TRVRTT RN o I 285 BB, 7R 37 R o ZUMERS - D7V KK - 80115 S 3Z hid £2 IE#AL
A A3 ZE () IE MEREIR - 254012083 LA 20 J2 40mg kg 7 E 22 A1 MK-8011% S (1135 53 22 BB .
100mg/ kg Hij 252809522 FIMK-8011%5 F iz shid £ . &2 , 5MK-801 4L AHLL , AN[F] 55 &= RS -
D7.Z5#)12083 J2 1 #j28095 ] # RMK - 80115 T2 3L £ - IX LL 25 W) XIMK - 80115 T 12 B))
ot 2 R N Fe s TR 1

(06711 FEHE (it 2 Uk

[0672] VPN 2K IR AE RS #7245 ) S MR REIR 2 —) S A AT B /N & D34 K IR » 78 FE B ff
TGRS TERT A SLIR TP T A /NR B 28— R AT — R RNZF K23/ AR — KI5 T —
ANERNE E I SRE AN AR R S5 B KR T o SR G, 7E 28 R B e AT id 24N M H) AR —
MEFRE 1% (wt/vol) BENATR H 55— MAERKAESE =R LUK, 7E LI AT B — /N 42
ZMK-801 K& RS-D7RYT » HIR H RO 7 1 /NS o ZESZIG 2 S5 5 B 24N B 25 DA 2 00 88
VIR SRR 1IN T FE o £ FH DL R A AR T B RERE i B 23 LG (SPP) = % SPP= RENE VAR IH #6
(8) X100% / [ZKIHFE (g) +REFHIEVRIHFE (2) 1o

[0673]  EEh /KX REAHLL , 75 2 PEMK- 80173 5t 2 J& , 7E M /1N B A W8 %2 1 88 R 2 01 3
JEE R RN TR S 2 B AR o VE ST 100mg /kg + 200mg / kg A2 400mg/kg RS-D7H5K/N R MK -801 15 F
1) 2% SR E R - 20mg /kg 25 47) 12083 £ 200mg /kg Hif £28095 7R MK-801 15 ) 2% SR JiE 1E A
1o g5 5L, AR IR AIRS - D7 25412083 J Hi 228095 7E S MK - 8017 5 2 JE 4 Rk SR AE - iX
EEZPIRIMK - 80 1175 5 (1) 25 AR E B HE RO B 48 7 T 2 .

[0674] i} ik 410 ]

[0675] NV R IE B 148 ThEE , Al FHHSR-LABTH Bk % £5 (San Diego Instruments,San
Diego,CA, USA) MR AE—/INER o M SIA] () 1 S AR RO 72dB B — TAEBY B2 LS 43 Bind B
i HARS G , 2 5 AT 64 R ER , o2 f B ko (CBRP) 056 Ak b ik (ppt P) 15056 22 T ik
(nostim) {56 20 % . HLPIREG /& 40msec ] 120dB A R &K A%t . fEpp+ PildeH , 120dBk# 2 BT
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(100msec) H20mseclt]78dB (PP6) .82dB (PP10) {90 dB (PP18) [ 1 58 /& Z2 i\ ik i o nostim
RGN Y 5 AL TAERY Be DA BRP 536 A0 6 1k 5238 1Y) DX BRI 0 435 o 78 ATk i A
X Bz 6], H 52050 DBl AL 52 i 3 LA P2 15sec (FEAT10sec 520secZ [H] 48 4L) K]
BRI 18] 6] B 23 FF o 4 A 3 : % PPT=100 X [ CEP1E4Y) - (pp+P1E43) 1/ (B k rhfE4y) ¥4 PPI
THE I S SR B 43 Bl 5 A R4S 43 22 SR 520 B (4] H 1) X Bk Fe) B ik b 1~ 35
{H.

[0676]  ZUPEMK-80 1y 5T 19 /)N B BT 5t PP T I 2 PR AIK o SR , ¥ 54 100mg /kg+ 200mg/kg
J400mg/kg RS-D7.20mg/kg [ 40mg/kgZi#)12083 }2100mg/kg }2200 mg/kgHif #j28095 i &
SR X /NS HIMK-80 115 S PP TG o 3 5 2 /N AE S MK-80 193 4 11 Ji5 JE /R PP T i 3
R AR, HLH AT i BT AR AIRS -D7. 259012083 A AT 245 28095 1F HiAL - MK-80115 5 A PP T Bk
Pk S R 4R T B3 .
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0 g
20~ b 3 F 3 B MK-801
o r— —t—t——rve—r— B3 RS-D7 100 mg/kg+MK-801
5\\?\ ) RS-D7 200 mg/kg+MK-801
H = 0 T RS-D7 400 mg/kg+MK-801
R ENR Z5§7] 12083 20 mg/kg+MK-801
R I B %47 12083 40 mg/kg+MK-801
ST W (75 28095 100 mg/kg+MK-801
g X B fiiZY 28095 200 mg/kg+MK-801
== »
cg Y
=% -80-
-80-
K1
O i
- MK-801

Bl RS-D7 100 mg/kg+MK-801
RS-D7 200 mg/kg+MK-801
RS-D7 400 mg/kg+MK-801
100~ W 744712083 20 mg/kg+MK-801
* * B 754712083 40 mg/kg+MK-801
BN FiZ; 28095 100 mg/kg+MK-801
M ;75 28095 200 mg/kg+MK-801

R (%)
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E3 RS-D7 100 mg/kg+MK-801
RS-D7 200 mg/kg+MK-801

E MK-801

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

T
Iz

£447112083 20 mg/kg+MK-801

z

2444112083 40 mg/kg+MK-801

ALl
=
-
| B

5125

RS-D7 400 mg/kg+MK-8C1
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