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A3 LR R R R N{'Vb
OO
o]
(8-%-5, 6- 4 -5-F Jk-6-AX-4H-BKIE [ 1, 5-a][l, N .
GV IF IR T R O L {ﬂo,«
F/(:/H’»N\
o}
(8-#-5, 6- % -5-FH-6-%f-4H-KIHETIF[1, 5-a][l, N 5
AT R A3 U O u{“o»(,\’\
F’ : ,7?’”\
0
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(8-F-5, 6- & -5-F H-6-5AfC-4H-BKEIE[1, 5-a][1,

28 o
AR RS TIE, FIE, 7 N{"o%,{’__’,
F’qu\
o]

(8-F-5, 6- & -5-F H-6-%AC-4H-BRIEIE[1, 5-a][1,

A~ 0
A ) B (AR {‘o%/
F’@,«N\
(o]

(8-F-5, 6- 4 -5-F Hk-6-AfL-4H-BKIE [ 1, 5-a][l,

RS B G, 5 RERTRD f%—\o P
Seolass
o

(8-#-5, 6- - -5-FAk-6-fU-4H-BKIE I [1, 5-a][1, A 0
ARIFRAK-3-E) FEE (3, S-RRFED B N{ﬂo .
F’q-rlﬂ\
o F
(8-F-5, 6- 4 -5-F Hk-6-AL-4H-BKIE [ 1, 5-a][l, )4
r 0
o
| =
F ] N\ QCI
(8-T-5, 6- & -5-F H-6-5AfC-4H-BKMEIE[1, 5-a][1,

AP EE3IE) IE (4-GURSUIE) 2 B
P P
APHIF ) T, T, BRI Ki{“o&\ro\
F N 0
o]

[0024]

(8--5, 6- —~H-5-F Hk-6- S AR-4H-BKIEIF[1, 5-a] - &
[1, 41280 38300 ot G-RHEAM) N{ﬂo«b
F~ : ’\”,JN\
o

(8-%-5, 6- 4 -5-F Jk-6-AX-4H-BKIE [ 1, 5-a][l,

=N o
A RS B 3, 3 HETR) Q;{“K,ﬁ

(8-9R-5, 6- 5 -5-F Hk-6-Af-4H-BKMEIE[1, S-a][l, # 5
AFEH RS B QEER) B qj’\o«r,
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[0025]

(8-F-5, 6- & -5-F H-6-5AfC-4H-BKEIE[1, 5-a][1,

AR H -3 AL (- RER) B

g\{_\OM
F~ : ’77—0 N\

(8-9-5, 6- 5 -5-F H-6-Af-4H-BKMEIE[1, S-a][1,

A FEFF RE-3AE) R (2- ((C 28, 58D
F-FER O A 2m) B

-5-A7

S0

(8-F-5, 6- A-5-F 3L-6-FfC-4H-BK I H1, S-a][l,

I RS P QEA-RETR) B

=N
E \{——\0 P
F’E::EyaN\ ::le

(8--5, 6- % -5-FA-6-M-4H-KIHETF[1, 5-a][l,

AVRIF R E-3-5) I QQ-FUIRER) IR

=N o
a8es
s
FJ[:IEFN\ o =

(8-F-5, 6- ~F-5-H3k-6-AfU-4H-BKIJE(1, 5-a][1,

AFRIF R E-3-EE) B (4-FEEIERR) B

s
4 Y

'OCH3

(8-%R-5, 6- ~%F-5-F H-6-SAfC-4H-BKMEIF1, S-a][l,

4 R B -REFER) BN

(8-F-5, 6- - -5-H1EE-6-AM-4H-BKIMEIE[1, 5-a][l,

AVRIF R -3 5D R R

(8-F-5, 6- & -5-F H-6-SAfC-4H-BKMEIE[1, 5-a][1,

APRIF R34 FE (2, 2-HETR) B

(8-M-5, 6- & -5-FF H-6-5C-4H-BKMEIF 1, 5-a][l,

ARIF R E3-H) B QKPR B

(8--5, 6- A -5-F 3L-6-SAAC-4H-BKIE 1, S-a][l,

ARIF R E-3-5) P Q-ZBHEEE D B

12
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(8-F-5, 6- 5 -5-F J-6-SAfC-4H-WK LI 1, 5-a][1, A 0
AP R B QTR B N{‘oﬁ\,
fo!
o
(8-9-5, 6- % -5-F Ak-6- 2 fX-4H-BKMEIF[1, 5-a][l, Tl
AR HE3RL R G-FAERTR) B FL};fﬂit}’
[0026] (8-%-5, 6-:?-5-@%-6-%1%-41{-”*%”[1, 5-3][1, FN 0o
NI R ESE) T GEUEETR) B N{“o N
Seofpen
(8-M-5, 6-—%-5-F Hk-6-AAC-4H-PKETF[1, 5-a][l, N -
PR3 T (1-ZBREIRIE-4 R B Cﬂr{“%
| o}
FF N N~<
(o]

[0027]  ARYEAZIIR F3— A Jr T, AR BIE IR B (D Pros b &G 5%, ik & s
PRALIR UL S B AT

H o
N
NO, NO,
o — X - .
F COOH F CON({CH3)CH;COOCH; F / ~

[0028]
N

N P 0
f{_«o’\ Nr’.{\orl Nr/\N{/\OJ\R
L0 L2 L0

[0029]  1)5-%-2-WHFERHBRAEL - 255 - (3- H FEE LT 3L) mielt — W e Eh iR £h A1 - 52
BRI =M T, SR F BE4E & ON, 13 BIN- (5560 - 2 i 24 2K e 2) -N- FF R H &R
SR
[0030]  2) N- (5- % -2- filf 2 2K HH IR 58) - N- HR 2 H 0 R R i 7 A Ik B0 =2 Je b N Ik iR
HEE, FEFEIN A A3 207 -960-3,4- —&(-4- W& -1H-[1,4] 8 FF —H&-2,5- —;
[0031]  3) 7T-9i-3,4- & -4-HHE-1H- [1,4] K Z 8 &2, 5- g & ARTIEAR R 5
FERME M T 5 R EH O 8R L T O, 15 58 8(-5,6- & -5- H 3L -6- A0 -4H-BkmE - [ 1,
5-a] [1,4] 7% FF —“H&E-3-H R LHR;
[0032]  4)8-%(-5,6- ~&-5-F3-6-FAC-4H-BKkMEIF[1,5-a] [1,4] K I —HE-3- F R
C T e B S AL BN/ % 5 W E 5L, 15 518 - 8- 3 - FE H 3£ -5,6- 4 -5- FH & - 6H- Bk 3
[1,5-a][1,4]KH R =-6-H;
[0033]  5)8-%-3-F2H 3:-5,6- “&(-5-FHEE-6H-BKMEH-[1,5-a] [1,4] K H % =-6-H
P55 A I ) T B P S S R 5 15 21 28 (D) s ) 2R R0 .
[0034]  ARFEA K B 53— AJ7 1, 384t 7 — My &, Hatiayr A = (D i
TN ZE I R AT, N R R A L X e SR A AR AN AR B IR A, DL R Hi 2 2
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TR B ROK S B R E R B R E R, DL D R 7R R R B
7o

[0035]  ARHEA A A 55— T5 i, S ft 1 2 (D) Froas i 0F R EqT A9, F e S5 4
PR AR XS B SR R S AR S R G, DL R L 255 BTS2 10 B A SR S R
Y, VA S ik 250 5 W0 A5 1) 5% GABAASZ A4 Tl 1) D At 453 771 <RI J 14 (i 2 791 U 243
YO\ DU SE SRR 23 L5 B AR AR R T R DS AN D B A K Al TR R 1) 245 4 1)

BRI

[0036] DA, 4 1 4 418 18 A B o AE BEAT $ 3R 22 T, N2 4 B A A2, AEAS UL A5 AN bt
RIS SR A A FH A A AN LR DA PR ) — B SCRI - 35 3, 1 B 24 8 SV A N
I& 2 58 SORTE LABEAT S AR AARE A Jir U ) S it , AR 5 24 B PR AR T R 2 P 5 SRR
AT R . DA, 3K BB Y R IR A G 2R 00 Y 0 R DR s 81, O A T P BIR ) AR
SR B ER) Y BB S DT L 4 B A2 o E AN i 88 A 5 B VRS Ao AN L A A5 00 1 5l Lk LR A 2
fib 25 5 st 75 3.

(00371 AR SCHTIR AL & WAl A8 — AN B2 AN A KRR ARG, B T DL LA o St g 7 204
E 5 A5 P 3eF 1 S ) AR/ B A X B S R A o 4510, AR SR SR B A PT DA S SR S R 1
FERT W S AL AR B LT S A AR A 2K, AT DU S AR A AR KR S YR 3 AR AME TR &
VAN e & — Fh el 2 FOLAR A AR TR S AT DL AU AR 51 2 k1 7R TR &4
Hh g3 B S A A, R T v AR 52 (HPLC) DA R PR ERI T s AN &5 i s B IE 1) 37 1
PRI DL AN TR B 8 o A5 O I3 i i A SO IR AL &4, FLON SR B AN FoAth
FEVPA ) BRSIER) S A A, LA R RT Sk 63t , VRO 35 R S A AR VR 540 B SN R 540

[0038] 44 H —AMEVEEII , B AV N EAMEAM TV L i, “C1.02.C3.

C4.05.06” & 7EMTC,»C,»CyrC, 0 CorCorCy 1Cy o2Cy 1nCy 3CyyaCyrCy iCy s CynCy o Cy o
Cy 42Cy 62y HIC oo

3-47¥4-6" Y4-5

[0039]  ARAFFMALE P AT LLLL R AL AR IC B & T AP, RS — AN EZ AR TR
e (SN E RS L R S E A ) E e T Wi A @ N Eil )N ik b NS Sy € up cAE Eid
AR TR PR R AL 2 AN B L B R SRS () 1 1R A 2 AL R (H R BR T-°H,°H,
B0, M0, N, 10, 7P, 708 1R, P00 AN PO T o A ik s R/ At JER T 0 A R 57 2% £ A B A
A I B TV R Y o

[0040] G ST, A B 8UAE N 53— FE B — 30 4048 F I ARGE “bi 28 2 FR i@ B 1-20
AN B B B IR TG AR — AN S T S, e B B S BECL . C2.C3.C4.C5.C6.CT
C8.CO.C10My e 2 o 75 55— ANt 7 R, e 2 & EL A B S BEC1 . C2.C3.C4. C5 . COoJ 22k , 41
HOL, O IR S VIR T2, (T 28, BT 28 5 T2, IR Sl 2t IE L 2, 2-
e

[0041] ARG EAE A 73— AN FE A — 50 A P “BRLE 5L J2 $8 E J5 IR PR 2k () AT, 451
wn, fEAE D R R G B 3E 20 FRAk R 1 (“C3.C4.C5.06.C7.C8.C9.C10,C11.C12.,C13,
C14.C15.C16.C17.C18.C19.C20FRfrHL”) FNFTANJo i fE— ALl 5 o, bt R B A3
10N IER JE - (“C3-CLOPABEIE”) AT JRIE o AE— AN SLHt 7 B, i i R 3264

57Y1-4°
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iR IR 1 (“C3.C4.C5.COPRLEAE") FNFA R i 1o e 3 [ o] DL B3R 1) (“BR 3R 30 e
7)) BTG MBI R4, BN REA R4 (“REAAEEAE”) , 3F H o] DA v Al slonT
LA 38 AN AN o BB il 14 1) 7~ ) 1 PR e R R FE A P L, R T 2%, PR G3E , BA L 2 , B
BRI BR UK 3, TR, S NIGE S , B0 AR O 5 AR e i St 7 e, R
T AR R A 3R 104, BAL U3 26 PG IR 1 (1) S A AL 4]

[0042] A By BAFE N 5 — R — 8 0 fd ) “HePA AL Bl I AR R A MR E 1 2
3N JE T 16 2 20 AR 75 RIS R IR A A BN 8 s bk FNLOATS (“C6.C7
€8.C9.C10.C11.C12.C13.C14.C15.C16.C17.C18.C19.C20 G A IE") AEEZH — P EHEZ A
RAEAE B 2 e RS RVFBITEOUT 88 v Do ik B R 1 o R T]
DL BRIA) (“BRBRJRIAAR”) B &, Mr i BB 30 R4, a0 00 2240 (“XUAZRMAL”) , FF H
AT DA T AN 8] PASE 3 A AN o 28 XA KRG AT E— A E AN AR & — A el
MIREF FHIE R AFEH A R MRS — A2 TR BTG RT 515, Hop
T SR L B AR b, B o B E U IR S — AN AN T R R 5 R A AR
ARG, HP R AR B FEIX P O T, PR A R B H 4k 2L 7R 438 R IRk 7 1 3
H.

[0043]  FphBRAE Ry oy — AN ) — &5 70 15 I “O5 257 J2 48 S A Bl 22 B0 (40, BOA k=
) An+2755 R R4 (B, 76— D EOREEZ b 3526 . 1080144 vy 1), HAE T I R
BAH6- 120 T A EAZRJR T (“C6.C7.C8.C9.C10.C11.C1275HL”) £ —Lb s /7 %
W, O o R O AR G b B U IR — AN B AN IR b B A A R A A
IR R G, Horb Bt R BSOS S5 5530 b, 9 HAEIR PIE LT , ik IR 24 2L 48 1 2 05 20
R 1 RE T4

[0044]  FARERAE N o) — B — 80 0 Ad IR “05 e 37 R 489 — AN el 2 AN D5 IR, f ik
Bl — > 77 AR b 35 o 2492 % 55 e FE A e BCANT 5 75 Jo 0k 140 o 08 4 B 7 266348 43 T A
AT IR IR

[0045]  FARERAE N o) — ) — 5 5548 IR “O 05 257 2 4857060 776876976 107G «
1170 1270 B IR BB A An+2 55 TR IR R G B [4] (5140, 78 — AN HOIRFE 51 R L =65 10 n
T, HAE R RS BA A TR - AR 28 IR T, FLrp AN 8 B o ke 5 &G &
FIER (“BIC6TCATIC8TCA9TGC 10T 11 TG 12704537 A S — NI EZ AN RE T 24 55
B AN RV OUT 882 0T DU iR EREUR 1 o 2205 FE 0 R 48 n) £ — B A
W & — DA RIE T G727 AR H A Be U 207 N 5 — A a2 A I ek
BRI G P R, Horb o i AR 2 7 3530 B I HAE X ME DL T, PRk 2 i £ H 4k 42
TR R A5 F 3 2 Gt IR LB E o “Ae05 B I AR R a0 e R 2R 0 AR S — AR
ARG RS, HoA 5 fAE )7 LB 07 330 b I HAEX S LT R L i £
Hign e OF it/ 42053 R R 3 H o b — DI S 451 (5l 4n , vl
IR 5, WK I , PR A L 55 R SOUBA % 5 i, 42 s AT DA T4 — 36 b, R 51 19 3 (3]
1, 2- g P ) BROAN R B 2 R - B B (8] 45 - P P )

[0046] AKX AIEAF M RIFCHAKHBNED, G2 NMETFHAEAFEEA
FE DL S o B o AN [R] Y R 1 o B B R U I B A AE LAk, 75 W 22 R L
FAMCIIAL B 5 A SR B8 A A AR R o 0 N A R BIAL A W1 [R) AL 25 1 SE 451 L
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AR R B AR A I H L HL P M NG 0.0 PR 0

[0047] A B Hte 22 R R AR C AL A4 (9140, Z°H 2 Chrc ik &) v - T4k &
W R/ B I A 4 AR S8 58 o A A (BIPH) B2 - 14 (RIYC) 8] 4z 25 P H 1) 4% K A6 7 {8
I A AL, G i (BIPH) FR 40 2 7] A 25 A A 2 it by o v AR A i 1k (45t , 484
TS A PN 2 T2 S Bk 0 750 75 5R) BT 51 R A S A 7 2 Ak, FLIR L T T Rk
AR B A R R AR L AL A P18 5 T E I 5 SO K/ B it 51 BT 48 s 1 A S AR
FFRANET S AR » i & R A Z b il R U R R A AR 1E R TR R 1) 4 o

[0048] AR BHA AW B 2455 b ] 52 1) 3 n] UUAF AR A HOK &9, TR P alal 25 1) T2
o B, AR B EPE L 245 % B nT 8252 10 SR /K G900, Vs 7AW BT 24 10 B0 4 10 A i
)76 Bl A o

[0049]  IX HLRT R FHIMRIE “Z522 Ll 852107, 2 0 e &9 AR 2 & R/ 85057
BT EAE AT SE R 22 AW Y 2 L& T 5 NSRS i) 28 i F , e
I 2 e I I RO e 8 B B ) Y I A S A BRI R 2/ RS B AR

[0050]  RiE “Zj2 L nl 82 i 27 2 de AR AL S P 3, B A K B R B ) LA RE s BUAR
FEBIAE W) 5 A X 0 B I TR B 45 o 24 AR BRI AL & P 5 AN R 14 1 D RE TN, T
DA 38 3o 70 2 ) 5 v B A3 1 s PRV ) R 8 IS X SR S ) b T S ik 1
ORI NN £ o 2427 b ] 12 52 OO B 3 L HE 8 L 8 L 405 L e A LR BIOEE R Bl A 26
MR BRI A S AR IR ) B B I, AT DA I AR Al ) v v B A s PR A
F R 5 1R 5 iX R E ) A e N i 1 77 XGRS B I pk ik (BRI 245 %= B B2 2h)
SRR TR 25 L & A HLRR £k, Tk AL 60 35 49 U £ R - SRR A PR A B TR, TR R &L
R, BEIR DR — R B R — SR VPR IR B R R LB PR W R &5 s T iR A LR B 3
HEHITR 2- R0k TR R RE B TR R I TR L I ARG T TR L TR « B 1R L 0 i ATk
R 0 RS « 22 B FUMERE R T G IR V2R E BIR VA E IR IR HIER « e R I A
2 DU MR A0 R . T R R A A TR S SRR 46 B IR IR 72 TR LI LW
+ TR TR XURZER KR L R RS W AR KR A BEFR L L TR L £ Stk
R T IR IR TR S R AL IR s IO B FH 2 2L IR (WS = ERS5) 1193, DL A L e R I R S5 L
PR 1) &k o AN BH 1) BE 6 R 52 (R AL 5 0 R RE &5 A DI AN R PR 0 B B, AT R LA At % e AT
— W BB N RS - A A ) BEAR T 3K 5 2 R 2 10 T2 X B AN [R] 2 Ak 78 T e A 2R 5, 491
UNAEAR M 50 v (R R A BE AN

[0051]  RiE “Zy2% bRl 2 34K S 48 BE 06 b ik Ak I A RS VG TP B AN T-I0E Y
JoR ) A A0 1 S G FiE 32 B BB T B R AR FH B AT AT ) 5 B e A A ol AR 1 1 A Ak 0 3
TR VH S BRSO B 2 R O R R T A X R B A B VR AR RS R L 0 A
HEFEE S BATT 50 A e ot A B8 = 508 249 0 Ak R 2 AN 53 BT L

[0052] X 2 2 B2 E AN & ARE “BE” B VRIT AR E” & LR HREIA
B FHARCR I 25 W) B 25 77010 JE 05 F & o 6 TR B A 8 11 R0 28, 2H A 0 R — R 1 4 I
1B 2R 5 ZAEGYH B—FhE Y B AR N TIE BRSBTS HE A
8 A R TR N T S 5 R T 32 AR B AR08 AN — 1 0 , Bk T BAR TR L, N R &
T& 1A 2 T DA ARSI AR N TR 4 o MG i 0

[0053] R ¥ A & B ik 25 M4l &4, ey B E R (D om0, e Hor
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SRR AT 25 FHER VAT 24 VIR KA I AR B A ) — FhER 2, DL R 2 D — R
7 B ) B

[0054] it R {1 i 75 e il b VR B AR R W IR 2 (D) SRR IR0 A0 B 9 B B8 A i e ) sl ik 7 79
2 T 58 o 365 BT ) 38R 6 8 51 B R T 7)o A At s AR N R BT 38 T, A4 i e K AL 6420
KM S/ BT B 1 SR S S K I BB K P 5 B S < VR A R S K S
[0055] v F AR 45 4 BB 7R BSUBRTE 771), 9 AR 90 4 5 BH ) A & ) 4 O XA E | o
TE o — M LA ARSI R AR N 53U R AT 22 4 A AU 25 245 28 0 LR S 1) 95 700 D R i i A R
o — MM S » 22 A AT TC R ME S /K VB G oK, LR A i A T /K B S /K IR A 10 B 8
PRV o 38 B S /KIS IR FE K S A I 3R & % (WIPEG400 . PEG300) 5 H (1) — Pk
% P o L0 7 0 T AL HE — BBl 2 Bl i ) 2 TR 2 T PR R R A T R LA =
eI NI I 7 R 23 I i i I 221 I Y 7211 N =l N 31 B N 1 N 7 2 = g
CL RN N7, A6 1% 245 9 LA T a8 52 1) T A s B A

[0056] AR BAFTRMI = (1) Btk &5 20— F I B 250 4 & FR, R 2 2
FRZG4 0T LA 53 1A FH AR v LAAH G4 ARk DL 2G5 22 2B i T aR4h 245 . A R I an = (D) 1
1B a2 A D RE LT — 2 AT 1 R B kR S B R 24 L B 45 24 3 i e
JiR e A B 2T, B — R 2 B iR .

[0057] X UELZGWH -GV IR ] S — Fhal 2 Fhgg i) 22 58 1) 2R T 14 71 S T3 55 v T
FUS FLAT I 7 85 70 oA A 770 IS 770 BRL TR0 i  Bh R o5 R R AR
AR 7 B B L R S 0, £ 12 25 P A A DA AT A e s 1 X s s

[0058] A<k BH 25 I 3k 1 IR EA 2453845 » F T 10 IR 45 24 1 o] 45550 28 vl (0 6 IR 3 L 1 771) W oK
SRR 1) 751 o 72 [ 25 77 B A, AR B (AL S VD2 A 4 5 3 /D — s 1 TR 751 4 7 )
BRIV B o 38 B 1100 T TR 751 5 0 791 0 ) A 5 1 e A% R N o TR — 455 (1) 40 o » 8
LA TRENE L H 2 MR B AR S R A R AR B R AT 4 R IR IR AL B L BR 40 S s e
P FRE R TR AT JR 5 5 V51 G Ve A5 5 AR TR A BT S BRI AT 88 E UK N M i
P AR T T 285 5 e TR 2 i TR BN 55 5 VA L L ¥ 1) oy e 55 W WS A o ) n 2 e A 5 P 4 5 W f
FUGN =0 B2 5 s T R AT A R AR R A R AR R B [ S R 4 L AR IR
S EIRFE S PRSI 1B IR ] AL g ) SR SR AL A [ A LA IR AT AR R
i = 7 A e e B v Y SRR, A R FLBE DA K = 4 7 & 5R 4 RS E AIRIE A1

[0059]  FHT IV ARt 24 (1) 35 7 B B 6 24 2 b mT 8252 (1) FLAGIR S TV = V0 R 2R S Tt
o B T A I B A BRI S W) 2 A s S 7B BT B A A A Hh i 08 R R A
T WK B A A 7 5 BV TR S AL RS W 2B S B BRIR L6 S LR B R EE L 2K
B R R E PN 1,3 T Sl R IR AL s YIS CH AT vl T AR AR T TR VR 2
PR B BRI Z BRI ) 5 H Vi s DU SR I 5 5% 2 I 5 /K L B WE B2 1) Mg 7 R T 5 B IK
YR I LR TR A 56

[0060] [k T IX L AR BRI 2 Ah , 1Z 4L S AT B RE IR A 7, 1 QiR A LA B
F S TR RS A R ) — R e

[0061]  FREVFRIN S 5% T AR B & 2 40, it — 25 5 355 2T 71,
U A T SRR AR I AR 20 Ll AL | i K Ll AL B R 2T 4 R IR LR T
+ B R KRB X e R LA TR A .
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[0062] Ak BAAL BB ST Rk B RSB 4 250 B 45 2, B0 0B W R It 7 %
W NFH o i 2 AT FE TG B 25 A R 524 5% b nT 4 52 R R 71 4 e 7 B BRI DL & P 7 LA
— 1 JE 7 2% 7 s HEBE VR A o BR FIAC 75 S BR BB S K S5, T AR 75 T AR R B )
T .

[0063]  DLTI S it 451 AN A2 A AN i BH ) S it 77 5 ) 481 - 10 2%, FF AN S6F AR i BH A4 1A 4] PR
il , A SR AR N D3 AT DA S AR AE AN O 58 A I B ) SIZ 5 R ) JRELFR Y ] A PRI MO8 v N AR O B
(R DRV o B AR ) 6B, DA St 451 A A5 FH Rk R A 288 38 D T B R4S 77

[0064]  SEJtEf5I1: (8-F-5,6- 5 -5-H 3L -6- AN -4H-BkME I [1,5-a] [1,4] % F H -
3-J8) H LI PR s 1) il 2% (FY0348)

_N
L
[0065] Qr [
F N N=
(o]

[0066]  (8-%-5,6- —& -5-HJ-6-FfC-4H-BKMEIE[1,5-a] [1,4] I B &E-3-3&) H
FEIRER S 1) & G 2 W R e N T s o

HCI

o]
H o | cl
~ O— cl
Y N cl N
NO x

N2 Mo - NitHy \g \c“,/\ | ﬂ

34‘ _— N - > q
F COOH F CON(CH3)CH,COOCH, b F z ~ c F ) N

[0067]

o N 0 o] fN 0
2 r’ r)l @f\c 4 0
Qc’oN \)”\0./\ N N~{—«0/\ NaBH, N 4/ “oH ||er ] N I R
————— - —— L =
d F/C;FN\ e FICQT f F N\ N
o o] °

N
N\

[0068] 2D Ra:N- (5- 41 -2~ fiF 5L 4 FF L JE) -N- PPk R Y I A1 ) %

NO,
[0069] /@[
F CON(CH3)CH,COOCH,

[0070]  FRHX5- % -2- i E X H R (20g,108mmol) \1- 2, %5 - (3- — FI RRE L P 38) Bk — W0
Jz £ W& 2k (EDCT, 25g, 130mmol)  1- ¥4 3 =M (HOBT, 18g, 130mmol) & T Nl (500ml) ,
TN —&H B (200m1) FiE PRV A, = IR 10 30min s 55 2 S FREUULE BR s R AR £k (15¢,
108mmo1) « = Z i (22g,216mmol) ¥ T — & i bt (200m1) J5 , I MIN S S, 2 i MV 1 2h.
ERETLCAS W 2 87 5 J ) o 58 A2 W 2K, £ 1k OB PR/ & e (V:V=1:1,200m1 X 2) K
SN, & FEA MR, UG /KB RN T 4% J5 93 R A 454 (38 L PR W a s Fra e 43 2 AT, DA
TEME: CROEE=8:1 (V:V) NP, 7315 1% 35 PR s B R b IE T L8R LR/
A TR TE A VA U, B AR AL BE30min, A R B S AT Y, #hiE , 159 3 i iR 2922, Ui 2
76% .'H NMR (400MHz ,DMSO-d6) 68.34 (m, 1H,ArH) ,7.59 (m, 1H,ArH) ,7.40f17.24 (br, 1H,
ArH) ,4.31H14.10 (br,2H,CH,) ,3.72/13.64 (br, 3H,CH,) ,3.04F12.89 (br,3H,CH,) .HRMS
(BST,m/z) HHAEC, H, FN,0.[ (D) 1,271.06; 525 {E271.06.

[0071]  DBb:7-%-3,4- —&-4-H - 1H-[1,4] K9 —F &= -2,5- —Fr 4

18
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H o

N
[0072] \g
F N\

o]
[0073]  FRHEX10g (37mmol) N- (5- % -2- A& oK FH L JE) -N- R H 2 BRI iR . 1. 5g (15% X g)
7 JE B, B N500m1 i s 5 RS S BN 300mL FF RS 7, 3 NH,, , 7E5atm I FREE N, 120°C %
J%8h o A TLCAT M, ARk £ 58 42 TH 2% o BUH SRR, 60 °C N 30m i nfsAfr HA [ 44 17 i , St g B
TR, BERR R I 48 58 0 VA 77 ) » 8 75 AL BE30min, A5 At [E AT H , i€, 15 At 14
£96.7g, X% :87% . 'H NMR (400MHz , DMSO-d6) 8 (ppm) :10.45 (s, 1H,NH) ,7.44 (dd,J=9.3,
3.1Hz,1H,ArH) ,7.37 (ddd,J=8.8,8.0,3.1Hz, 1H,ArH) ,7.10(dd,]=8.9,4.9Hz, 1H,ArH) ,
3.84 (s, 2H,CH,) ,3.08 (s,3H,CH,) .HRMS (EST,m/z) 115 AEHC HFN,0, [ (M+H) +],209. 08 ; S5
{£209.08.
[0074]  BPRc: P IRA:8-9-5,6- & -5-H I -6- A -4H-BKMEFE[1,5-a] [1,4] K FF A
5 -3- R L TR )25

[0075] ”©:n:§—_«

[0076]  FREN2g (9.6mmol) 7-4-3,4- — A -4-FH-1H-[1,4]1 K - %=-2,5- _lHE T
150m1 S B, N 2m LI AN, N- = F L B B % L 50m] — &0 f2, 0 C At 10min, I i
1.5g (11.5mmol) ¥EEE, 50°C [ 3h o 3 W 4 S ML, 37 DA &0 HH 5t (10m1) 22 I ek 3k
i , B )RR B L U, T TN, N- S A I £

[0077]  FREN4.7g (14.4mmol) BRER4E B T 150m1 s M3, IIAN30m1 N, N- - F 35 B gk e 1
AR, N .3g (11.5mmol) 7 2 4 BR . W NN IR B » VK /K M A8 1k R FERE 220°C L
IR B R N SN VKK S I i dh o LLK/ — & H e (30m1 X 2) YK I B, & A HL
FHFF LA TC /K B BR AT 18 J5 5 U8 IR 48 43K G TR IR A o 4 Sy R A db AT A 2 AT, DA Tk = 2
& 2 e e iR A 15 77 ) 2161 0mg , Y % : 21 % o 1H NMR (400MHz , 545 -d) (ppm) :87.92 (s,
1H,CH) ,7.78 (dd,J=8.7,2.9Hz, 1H,ArH) ,7.44 (br,1H,ArH) ,7.36 (br, 1H,ArH) ,5.16 (d,
2H,CH,) ,4.44 (d,2H,CH,) ,3.24 (s,3H,CH,) ,1.44 (t,J=7.1Hz,3H,CH,) .HRMS (BST,m/z) it
FEC, M, FN,0, [(M+H> +],304.11; ;@415304 11.

15714
[0078] b1Be.8-%-3-FHIL-5,6- & -5-HIL-6H-BEMeH[1,5-a] [1,4] It -
6-@@5"]%”%
_N
h‘l// OH
[0079]
F N\

(0]
[0080]  FRHW3g (9.9mmol) 8-%(-5,6- & -5-HI3E-6-FA-4H-BKME I [1,5-a] [1,4] FFF
TRE-3-HRAME.0.958g (25mmol) M ALY 2.19¢g (19.8mmol) FALES & F250m1 ¢ B
L, TR A0m1 S 7K DY &k Az 40m 1 BEAE i 77, 68 °C RIS S 7R o BURETLCAE I, Ji A} £
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SEA Y A o N Bm 1 A N Ak 4 25 I B 30mi n, N 20m1 FE KA R P2 i, L g 22
AN [ AR o BER LG /K Bt R 458 J5 9 e ke 4, 49 1 €0 4 o R it B B AR 2 A R T,
HE: FRBE=10: LRVEIGE, 7315 742 . 2g , L% : 88 % - ITH NMR (400MHz , DMS0-d6) 68.12 (s,
1H,CH) ,7.68(dd,J=8.8,4.6Hz,1H,Ar) ,7.63-7.44 (m,2H,ArH,ArH) ,5.0614.36 (br, 2H,
CH,) ,4.47(d,J=5.2Hz,2H,CH,) ,3.04 (s, 3H,CH,) .HRMS (ESI,m/z) 1+ 5{EC H FN,0,[ (M) T,
262.09; 5255 {H262.09.

[0081] DIRF. (8-9-5,6- & -5- FIL-6-FAC-4H-BkME - [1,5-a] [1,4] K I & &-3-
5e) PRI ER R ) ) 4% (FY0348)

(A
[0082] %
. -

N N

[0083]  FRHEX200mg (0.8mmol) 8-, -3-F&FH ik -5,6- & -5- H 3 -6H-BKME I [1,5-a] [1,4]
I R -6- W B T50mL S MR, 4 B T 20mL & B, il 202mg (2. 0mmol) = 2,
Ji& s UK B R 1 Omin, 4R RIEEFF 20°C G, B A 214mg (1. 2mmo1) #h M S — &
B8V VR o S B A S5 BORE TCLAS I e 7, J R} A58 AV 2R, 281k OB LK/ & I
(20m1 X 2) VK S B0, WA HUAE , VR LA AR BRS8N/ — & FF Bt (20m1 X 2) AEHL , A HLAH
AT 7K B TR A T 18 i D R 4 75 3 €0 THUIR A0 o B 35 (0 IR WIS T 2 B8 U T / A Tk , 8 75
PE10min, A% & ELE AR B e, TR, 4598 2 0 ] 446 220mg , Y % : 86 %6 .

[0084]  1H NMR (400MHz,%4/i-d) & (ppm) :9.24 (s, 1H,CH) ,8.77 (d,J=4.7Hz,1H,CH) ,8.32
(d,J=8.0Hz,1H,CH) ,7.89(s,1H,CH) ,7.76 (dd,J=8.8,2.8Hz,1H,ArH) ,7.39 (m,2H,CH,
ArH,) ,7.35-7.29 (m, 1H,ArH) ,5.45 (br, 2H,CH,) ,4.54 (d,J=46.0Hz,2H,CH,) ,3.25 (s, 3H,
CH,) .HRMS (EST,m/z) T 5HAAC, H, FN,0,[ O1+H) +],367.12; S5 367 . 12.

[0085]  SEJiA12:8-%-5,6- 4 -5- F Hk-6- MR- 4H-BKME I [1,5-a] [1,4] FIF -
3- LR F BRI il £ (FY0226)

Cor— P
[0086] ’©’;:§—\°“<
F N
4 ™~

[0087]  Zx W& St 91 1 1 #& J7 vk 5 2% A, LAS- R -3-F2 M k-5, 6- & - 5- H1 Bk - 6H- WK M Jf:
[1,5-al[1,4] %3 & &E-6-M. LB E R AT BRI 46 &, 15 3 (B 4K 136mg , 2R
75% . 1H NMR (400MHz , &4} -d) 8 (ppm) :7.88 (s, 1H,CH) ,7.73 (dd,J=8.8,2.9Hz, 1H,ArH) ,
7.38(s,1H,ArH) ,7.35-7.28 (m, 1H,ArH) ,5.14 (s, 2H,CH,) ,4.44 (s,2H,CH,) ,3.20 (s,
3H.CH,) ,2.07 (s, 3H,CH,) .HRMS (EST,m/z) 1+ 5 fEHC, H, FN,0,[ (+H) +],304.10; L 5E
304.10.

[0088]  SLifafs3:8-9R-5,6- & -5-H Hk-6-FAX-4H-BKMEFF[1,5-a] [1,4] 2K FF R I
FL-3- I b F R FE R ) 1) £ (FY0230)
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P
[0089] /(j:::{ﬂoj/\y
F N\

[0090] 2 { sz it 51 1 1) 2% J7 v 55 2 1, LAS -3l - 3 - F F Bk -5, 6 - &0 -5~ FF 5k - 6H - ok Jf:
U5ﬁHLM%ﬁ:ﬁ%ﬁﬂ@%ﬁﬁ%aﬁﬁﬂﬁn%wﬁmw%ﬁéﬁ%%u@wy
%:35% o 1H NMR (400MHz , & 4/i -d) & (ppm) :7.87 (s, 1H,CH) ,7.74 (dd,J=8.9,2.7Hz, IH,
ArH) ,7.38(dd,J=8.5,4.7Hz, 1H,ArH) ,7.35-7.27 (m, 1H,ArH) ,5.17 (d, 2H,CH,) ,4.43 d,
2H,CH,) ,3.20 (s,3H,CH,) ,1.65 (dt,J=7.9,3.5H0z, 1H,CH) ,1.05-0.95 (m,2H,CH,) ,0.87
(dd,J=7.5,3.3Hz,2H,CH,) .HRMS (EST,m/z) T+5AEC H, FN,0,[ (M+H) +],330.13; SL50{H
330.13.

[0091]  SHtif14:8-9-5,6- (-5 FIHE-6- SR -4H-BKIEIE[1,5-a] [1,4] K -
3- I T e R BB ) i 46 (FY0232)

Q/f 4

[0093]  ZHESLGEMI 14 ik 541, LAS- R -3-Fe H 5L -5,6- 4 -5- F 3& - 6H-BK Mk JF:
[1,5-al[1,4]1 4 FF %= -6- 0 AT 2 BL SO EORHEAT BR A0 46 &, 9 B EulE] £ 80mg , i
#:29% .1H NMR (400MHz , &4)i-d) 6 (ppm) :7.87 (s, 1H,CH) ,7.73 (dd,J=8.8,2.9Hz, IH,
ArH) ,7.38(dd,J=8.8,4.6Hz, 1H,ArH) ,7.34-7.27 (m, 1H,ArH) ,5.15 (d,2H,CH,) ,4.44 (d,
2H,CH,) ,3.21 (s, 3H,CH,) ,3.18-3.11 (m, 1H,CH) ,2.23 (ddd,J=31.7,12.3,8.7Hz,4H,CH,,
CH,) ,2.00-1.83 (m,2H,CH,) .HRMS (EST,m/z) T+ AAC H FN,0,[ (+H) +],344.15; jk%Aﬂa
344.15.

[0094]  SEjf55:8-%-5,6- & -5- FHH-6-FAC-4H-BKME - [1,5-a] [1,4] I R
3-H b R Y R IR & 1 (FY0305)

[0095] q{_‘{ﬂ /b

[0096] 2 H St 49 1 i) 4% J7 vk 5 46, LAS- TR -3-F2 F 3L -5,6- & -5- HI 5 - 6H - Bk e Jf:
[1,5-a] [1,4] % Z %5 -6-HH A O 3 H SO R BT Bietb 46 &, 19 B B [ K 40 120mg
T 41 % o 1H NMR (400MHz , 5 4)-d) & (ppm) :7.88 (s, 1H,CH) ,7.73(dd,J=8.5,2.4Hz,1H,
ArH) ,7.38(dd,J=8.8,4.6Hz, 1H,ArH) ,7.31(td,J=9.7,8.5,2.8Hz, 1H,ArH) ,5.14 (d,2H,
CH,) ,4.44(d,,2H,CH,) ,3.21 (s,3H,CH,) ,2.32(ddd,J=14.7,11.3,3.5Hz, 1H,CH) ,1.88 (d,
J=13.6Hz,20,CH,) ,1.72(d,J=11.8Hz,2H0,CH,) ,1.62(d,J=5.6Hz, IHCH,-H) ,1.48-1.35
(m,2H,CH,) ,1.21(q,J=12.4Hz,3H,CH,,CH,-H) .HRMS (EST, m/z)vfﬁiﬁicmgngN 0,[ (M+H)
+]1,372.12; SE50{K372.12.

[0097]  Sjtifl6: :8- 95,6~ (-5~ HIHE-6- AN -4H-BKMEIE[1,5-a] [1,4] 3 A
-3 P& - 2H- ML - 4 - H R PP R ) il 6 (FY0306)
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N
[0098]
F’q,rq\ o
0
[0099] W St 49 1 ) 4% 7 vk 5 46, LAS- TR -3-F2 F 3L -5,6- & -5- HI 5 - 6H - Bk e Jf:
[1,5-al[1,4] 4 FF %2 -6- B DY S0 - 4- B BRSO JEORAT EEAL 46 &, 15 A i K 4
100mg, Y0 :34% . 1H NMR (400MHz , & 4/j-d) 8 (ppm) :7.93 (s, 1H,CH) ,7.75(dd,J=8.8,
2.9Hz,1H,ArH) ,7.40(dd,J=8.8,4.6Hz,1H,ArH) ,7.35-7.29 (m, 1H,ArH) ,5.18 (d,2H) ,
4.45(d,2H) ,3.94(dt,J=11.5,3.7Hz,2H,CH,) ,3.39 (td,J=11.4,2.7Hz,2H,CH,) ,3.22 (s,
3H,CH,) ,2.57 (ddd,J=11.0,6.7,4.3Hz,1H,CH) ,1.87-1.73 (m,4H,CH,,CH,) .HRMS (EST,m/
z) THEAEC, H, FN,0, [ (+H) +1,374.15; SEEG{E 374, 15.
[0100]  SEJtafs7:8-9-5,6- ~&-5-FHFE-6- AR -4H-BKMEH:[1,5-a] [1,4] K F (& -
3- R e AR 1 HR T 1) i £ (FY0308)

N 0
N"{Wﬂ
[0101]
F N\

[0102] f}ﬂﬁ%ﬁ@%l%ﬂ%ﬁﬁt 4, LA8- G -3- 52 3L -5,6- & -5- H 3 - 6H- kM -
[1,5-a] [1,4] 28I & -6-F B0 I &8 SR AT Bs A4 &, 15 B [ 44 29 150mg
% :53% o 1H NMR (400MHz , & 4jj-d) 6 (ppm) 7.91 (s, 1H,CH) ,7.74 (dd,J=8.8,2.9Hz, IH,
ArH) ,7.39(dd,J=8.8,4.6Hz,1H,ArH) ,7.32(ddd,]=8.8,7.2,2.9Hz, 1H,ArH) ,5.16 (d,
2H,CH,) ,4.45(d,2H,CH,) ,3.21 (s, 3H,CH,) ,2.81-2.70 (m, 1H,CH) ,1.93-1.84 (m, 2H,CH,) ,
1.82-1.73 (m,2H,CH,) ,1.68(dd,J=7.0,3.5Hz,2H,CH,) ,1.56 (dd,J=7.1,4.6Hz,2H,CH)
HRMS (EST,m/z) TF5HAEC, H, FN,0, [ (1+H) +]1,358. 16 ; SLHE 358 . 16.

[0103]  SEjiifs]8: 8- -5,6- ~5(-5- F HE-6- AR -4H-BKMEFF[1,5-a [1,4] R I % &-
3- 2R F R R ) ) 4% (FY0313)

00 @r\f N

[0105]  Z:IRSLt 1€ ik G4, LA8- . -3-Fa HI 2 -5,6- & -5- H1 3 - 6H-BR ML JF:
[1,5-a] [1,4]29F =% &-6- B 48 H k&8 R AT B A 46 & 5 1598 B8 (4[4 /4 200mg , i
% .68% . 1H NMR (400MHz , & 4/5-d) 8 (ppm) :8.04 (dd,J=8.3,1.2Hz,2H,ArH) ,7.90 (s, IH,
CH) ,7.73(dd,J=8.8,2.9Hz, 1H,ArH) ,7.58-7.49 (m, 1H,ArH) ,7.45-7.35 (m, 3H,ArH) ,
7.33-7.28 (m, 1HArH) ,5.42 (d,2H,CH,) ,4.51 (d,2H,CH,) ,3.21 (s, 3H,CH,) .HRMS (EST,m/z)
THEAEC,H, FN,0, [ (M+H) +],366. 11 ; L4 {E 366 1.

[0106]  SLJEf519: 8- 96 -5,6- % -5-H 3 -6- AR -4H- KM [1,5-a] [1,4] R FF R & -
3- IR H BRI il %% (FY0319)
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D
N o)
F N
\

[0108] 2 [ St 91 1 1 6 7 i 5 2% A1, LAS- 9 - 3- FR FF k-5, 6 - % - 5- FF 5k - 6H - K Jf:
[1,5-al[1,4]25F 28 -6 B CABLEOYFEREAT Bt 4 &, 19 B G 429 140mg , 150R
49% . 1H NMR (400MHz ,DMSO-d6) & (ppm) :8.25 (s, 1H,CH) ,7.75(dd, J=8.9,5.1Hz, 1H,ArH) ,
7.67-7.57 (m,2H,ArH) ,5.10 (dr, 2H,CH,) ,4.51 (d,2H,CH,) ,3.08 (s,3H,CH,) ,2.30 (t,]J=
7.4Hz,2H,CH,) ,1.57-1.43 (m,2H,CH,) ,1.27-1.18 (m,4H,CH,,CH,) ,0.86-0.78 (m, 3H,CH,)
HRMS (EST,m/z) T HAAC, H, FN,0, [ (+H) +],360.17; ;eME%o 17.

[0109]  SEjitif510: (8-%-5,6- & -5-H I -6-FAC-4H-BKIEIE[1,5-a] [1,4] K I R &
-3-3%) HAL, B, P IR IR 1] 2% (FY0324)

= O o
/
N 0
[0110] /O;'{—\ Mo"
F N\
o]
(01111 SRSt 1% & 71 5461, LAS- & -3- 2 3 -5,6- & -5- FF & - 6H- R Mg 3f

[1,5-a][1,4] 3 —&&E-6-F. N = Eﬂﬂ@a@%atﬁﬂnﬁﬁﬁamﬁﬁﬁé\,?%El’é12!&
150mg, YT F :52% . 1H NMR (400MHz , & /i -d) 8 (ppm) :7.89 (s, 1H,CH) ,7.68 (dd,J=8.6,
2.8Hz,1H,ArH) ,7.36(dd,J=8.7,4.5Hz,1H,ArH) ,7.28 (t,J=8.0Hz, 1H,ArH) ,5.21 (s, 2H,
CH,) ,4.57 (s,2H,CH,) ,4.40(d,2H,CH,) ,3.16 (s,3H,CH,) ,2.10 (s,3H,CH,) .HRMS (ESI,m/z)
THHEAEC,H, FN,0, [ (+H) +],362. 09 ;eME%z 09.

[0112] :HJ‘WJH 8-%.-5,6- & -5-HF-6- - AH-BRMEI: [1,5-a] [1,4] 23 -
3-4 - H I R R I 1) ) & (FY0332)

[0113] Q@jﬂ\ JQV

[0114]  Z: B St 91 1 1) 46 J7 10 55 2% AR, DAB- i -3-FR HI -5, 6- 50 -5- I k- 6H- BRI JF:
[1,5-a] [1,4]2KFF -6 4 - FF 2 G SON OB T R A4 &, 75 il 44 1 70mg , Wi
%:60% o IH NMR (400MHz , & 4/i -d) & (ppm) :8.02 (s, 1H,CH) ,7.75 (dd,J=8.8,2.9Hz, IH,
ArH) ,7.42(dd,J=8.9,4.6Hz, 1H,ArH) ,7.36-7.29 (m, 1H,ArH) ,5.18 (d,2H,CH,) ,4.45(d,
2H,CH,) ,3.22 (s, 3H,CH,) ,2.40-2.29 (m,2H,CH,) ,1.62-1.43 (m,3H,CH,,CH) ,0.87(d,J=
6.3Hz,6H,CH,,CH,) .HRMS (EST,m/z) T+ 5L4EC gH,,FN,0, [ (M+H) +1,360.17; %%ﬁﬁ%o 17.

[0115]  SEjif12:8-%.-5,6- ~&-5- F H&L-6-FAC-4H-BKME I [1,5-a] [1,4] 4 % &-3-
3,5~ . H R OR H R FR g ) il % (FY0333)
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[0117] %E‘ﬁj&mﬂfﬂl% B ITVE S5 LA8- 8 -3- Fa Ik -5,6- % -5- FI JE - 6H- IR Jf:
[1,5-a] [1,4]#IF ~ % E-6-8.3, 5- — H 2 FH SO0 JFURBEAT MR L4515 - iAs 1 (] 14
220mg , YT :70% . 1H NMR (400MHz , 54/ -d) 8 (ppm) :8.13 (s, 1H,CH) ,7.77 (dd,J=8.8,
2.9Hz, 1H,ArH) ,7.69 (s, 2H,ArH) ,7.45(dd,J=8.4,5.0Hz, 1H,ArH) ,7.37-7.33 (m, 1H,
ArH) ,7.20 (s, IH,ArH) ,5.46 (d,2H,CH,) ,4.65%14.47 (bs,2H,CH,) ,3.24 (s, 3H,CH,) ,2.35
(s,6H,CH,,CH,) .HRMS (EST,m/z) T1-51EC,H, FN,0,[ (M+H) +],394. 13 SL46{E394. 13,

[0118]  SZjif13:8-9-5,6- ~ & -5-FHJ&-6- %W: AH-TRME I [1,5-a] [1,4] K H =%
3-3,5-— ir‘iEF'EaEF'@E.B’J% 4% (FY0334)

[0120] %E‘ﬁj&mﬂfﬂl% %77/2 H4AF, 8- -3-F2 AL -5, 6- 4 -5- T H - 6H- BRI IF
[1,5-a] [1,4) 583 R -6-H 3, 5- 5K F L RN AT BR AL 4 5 , 15 260mg , YL -
81% . 1H NMR (400MHz , 5/j -d) 6 (ppm) :8.03 (s, 1H,CH) ,7.76 (dd,J=8.8,2.9Hz, 1H,ArH) ,
7.65-7.50 (m,2H,ArH) ,7.43(dd,J=8.8,4.6Hz, 1H,ArH) ,7.38-7.31 (m, 1H,ArH) ,7.05-
6.96 (m,1H,ArH) ,5.45 (d,2H,CH,) ,4.52(d,2H,CH,) ,3.24 (s, 3H,CH,) .HRMS (EST,m/z) 715
fEC, H ,F3N,0, [ (MHH) +],402. 115 5L56 {402, 11.

[0121]  SZjitifdl14: 8- -5,6- — & -5- H & -6- /- 4H-Bk M3 [1,5-a] [1,4] K FF — B -
3- (4-FARAERL) CRF Bart 2% (FY0335)

l//N
N / o/(_
[0122] /q
F N
0

[0123]  Zx & St 1] 1 o) 4% 7 V% '5a<1¢ PL8-FR-3- B HIHE-5,6- 4 -5- H JL-6H-Bk Mk 3F:
[1,5-a] [1,4] & H —H -6 (4-FRAR) LBEECN AT Retb 46 & 18 3 el 4k
220mg, W :64% . 1H NMR (400MHz , 545 -d) 8 (ppm) :7.95 (s, 1H,CH) ,7.75(dd,J=8.8,
2.9Hz,1H,ArH) ,7.40 (dd,J=8.8,4.6Hz, 1H,ArH) ,7.34 (dd,J=7.1,2.9Hz, 1H,ArH) ,7.24-
7.15(m,2H,ArH) ,6.81 (s, 20,ArH) ,5.30 (d,2H,CH,) ,4.63 (s,2H,CH,) ,4.43 (d,J=27.1Hz,
2H,CH,) ,3.18 (s, 3H,CH,) .HRMS (EST,m/z) i+ 5LAEC, H ,C1FN,0, [ (M+H) +],430.10; L5 {H
430.10.

[0124]  SZHEf)15:8-%-5,6- 5 -5- ¥ -6- AR -4H-BKME 3 [1,5-a] [1,4] K (-
3- PR EAMR H 2 H R A 1) 2% (FY0336)
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/N 0
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0
[0125] Qr k
F N 0
b

[0126]  Zx W& Syt f5] 1 1) £ 77 6 5 2 A, A8 - 98- 3- Fo HH &k A5 S - 6H - ke
[1,5-a][1,4]2KFF — & &H-6-Hd.3- Eﬁ%&%ﬁﬁﬁﬁﬁﬁaﬁ@ﬂl&ﬁ@‘a%éﬁé\,?%»Elé%
180mg, YT Z :60% . 1H NMR (400MHz , 51}i-d) & (ppm) :7.82 (s, 1H,CH) ,7.67 (dd,J=8.8,
2.8Hz,1H,ArH) ,7.33(dd,J=8.7,4.5Hz,1H,ArH) ,7.26 (dd,J=7.0,2.5Hz, 1H,ArH) ,5.13
(s,2H,CH,) ,4.37(d,2H,CH,) ,3.60 (s, 3H,CH,) ,3.14 (s, 3H,CH,) ,2.58 (t,]J=5.7Hz,4H,CH,,
CH,) .HRMS (EST,m/z) T 5HAAC, H, FN,0, [ (+H) +],376. 12 SL6{H376.12.

[0127]  SEJif5]16:8-98-5,6- % -5- H3k-6- % AA-4H-BKIEIF[1,5-a] [1,4] I~ E-
3-3- R P IR Y R ) il 4% (FY0339)

el

[0129]  ZxHR St 9 1 ) 4% 77k 5 464, LAS- T -3-F2 F 3L -5,6- & -5- HI 5 - 6H - Bk e Jf:
[1,5-a] [1,4] 28 — 5 & -6-F S AL PRI SN 5B AT BR 46 & 159 100mg , Y : 32% .
1H NMR (400MHz , & 1/5-d) 6 (ppm) :7.82 (s, 1H,CH) ,7.68 (dd,J=8.8,2.8Hz,1H,ArH) ,7.31
(d,J=4.5Hz,1H,ArH) ,7.26 (dd,J=7.1,2.8Hz,1H,ArH) ,7.19-7.13 (m, 2H,ArH) ,7.09 (t, ]
=7.3Hz,30,Arl) ,5.10 (s, 2H,CH,) ,4.30(d,2H,CH,) ,3.08 (s,3H,CH,) ,2.87 (t,]=7.7Hz,
2H,CH,) ,2.60 (t,J=7.7Hz,2H,CH,) .HRMS (EST,m/z) {5 {EC,H, FN,0, [ (1) +],394. 14; 5L
I E394.14.

[0130]  SEjififs17:8-9-5,6- & -5-F & -6- A% -4H-BRME 3 [1,5-a] [1,4] K H -
3-3,3- AL TR BR 1 il 2% (FY0340)

[0131] q/{ﬂ J«/K

[0132]  Z: RSt L) 2% ik 5 254, LA8-F -3 - FR 1 3 AL -5 FH L - 6H- BRI
[1,5-a][1 ,4]2&315#%%-6-%\3,B-QEF'%T@%%LEJE*%#J?@H%%%,?%EI@ﬁi,W
#49% . 1H NMR (400MHz , &4} -d) 6 (ppm) :7.87 (s, 1H,CH) ,7.74 (dd,J=8.8,2.9Hz, 1H,
ArH) ,7.37(dd,J=8.8,4.6Hz, IH,ArH) ,7.34-7.27 (m, 1H,ArH) ,5.14 (d,2H,CH,) ,4.44 (br,
2H,CH,) ,3.22(s,3H,CH,) ,2.22 (s, 2H,CH,) ,0.99 (s, 9H,CH,,CH,,CH,) .HRMS (EST,m/z) 715
fC, 1, FN,0, [ (+H) +],360. 16 ; S5 360. 16.

[0133]  SEZjitif5l18:8-5K-5,6- % -5- I HE-6- 2 f0-4H-BKME IR [1,5-a] [1,4] % — %8 -
3-2- S IR BRI il £ (FY0341)
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F N
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[0135]  Z:HRSLtifol 1] 4% 7k 526 A, LA8 -4 -3- F2 I 3k -5, 6- 5 -5- F k- 6H- Bk Jf:
[1,5-a] [1,4] 28I & -6- B 2- A BN R RHEAT R L 48 &, 158 H ([ K 150mg , e
60% . 1H NMR (400MHz , 51/ -d) & (ppm) :7.85 (s, 1H,CH) ,7.66 (dd,J=8.8,2.9Hz, 1H,ArH) ,
7.34(dd,J=8.8,4.6Hz,1H,ArH) ,7.26 (td,]=8.9,8.3,3.1Hz, 1H,ArH) ,5.19 (d,2H,CH,) ,
4.36 (m,3H,CH,,CH) ,3.15 (s, 3H,CH,) ,1.61(d,J=7.0Hz, 3H,CH,) .HRMS (EST,m/z) 7+ 5 (4
(%GHwClFN()[(M+H)+] 352.07; 5550 {H352.07.

[0136]  SEjitaf3i19:8-%-5,6- 5 -5-F HE-6- A -4H-BRMEFE[1,5-a] [1,4] 8 H & -
3-2- F L R P NG A ) 2% (FY0342)

[0137] /[:::]:w;jirﬂ‘\ /’JLM7’/’HE///

[0138]  ZxHR St 49 1 i 4% 77k 5 464, LAS- T -3-F2 F 3L -5,6- & -5- HI 5k - 6H - Bk e Jf:
[1,5-a] [1,4] 28 & -6- 1 2- H1 2 e & JEoRL AT BR A 4 & 15 B LB 44 1 20mg , i
% :42% .1H NMR (400MHz , 5 1/j-d) 6 (ppm) :7.83 (s, 1H,CH) ,7.68 (d,J=8.8Hz, 1H,ArH) ,
7.35(dd,J=8.8,4.6Hz,1H,ArH) ,7.31-7.23 (m, 1H,ArH) ,5.09 (s, 2H,CH,) ,4.40 (d, 2H,
CH,) ,3.16 (s, 3H,CH,) ,2.50-2.33 (m, 1H,CH) ,1.39-1.12 (m,4H,CH,,CH,) ,1.07 (d,]=
6.9Hz,3H,CH,) ,0.81 (t,J=7.2Hz,3H,CH,) .HRMS (EST,m/z) #+HAHC, H,,FN,0,[ O+H) +],
360.16; S48 {H360. 16.

[0139]  SEHEf5120: 8- -5,6- 5 -5-F & -6- 48X -4H-BkMe I [1,5-a] [1,4] ZH H -
SQWK%59ﬁéﬁﬁ?2$ﬁ%aﬁﬁﬂ@Z@?%%%%@mw@

N e

WM]%@%MMW%%?%%m#LMﬁRB?? A5 S - 6H - ke

[1,5-al[1,4]RFF Z R &E-6-M. (-) - & %ZM%%Eﬂ%ﬁ%%ﬁ%ﬁ%Eéﬁ%

200mg , Y&t %56% . 1H NMR (400MHz , & 4fi-d) & (ppm) :7.88 (d, 1H,CH) ,7.79-7.72 (m, 1H,ArH) ,

7.38(dd,J=8.3,4.3Hz,1H,ArH) ,7.35-7.29 (m, 1H,ArH) ,5.24 (s, 2H,CH,) ,4.47 (d, 2H,

CH, ,4.14 (q,2H,CH,) ,3.23(d,J=1.9Hz,3H,CH,) ,3.15 (td, 1H,CH) ,2.30-2.21 (m, 1H,CH) ,

2. 02(d 1H,CH) ,1.63 (s,2H,CH,) ,1.42-1.17 (m,3H,CH,) ,1.00-0.70 (m, 11H,CH,CH,,CH,,
5, CH,) .HRMS (EST,m/z) TH5LAEC, H,,FN,0, [ (M+H) +],458.25; 5246 £ 458 . 25.

mMﬂ SU21: 8- -5,6- & -5- I Kk -6-FAAR-4H-DKME I [1,5-a] [1,4] R % -
3-2- - 45 2K H R F R ) i1l 2% (FY0346)
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[0144]  ZxPE STyt 5 1) £ 76 5 2, LA8- R -3-Fa H Jk -5, 6- & -5- H 3k - 6H-BR Mk JF:
[1,5-al[1,4] K —HE-6-i.2- 5 -4-5 Xﬁ@?ﬁ%&ﬁ)ﬁﬁﬁﬁ@%%%ﬁ%ﬁﬂ@fZIs
290mg , %87 % . 1H NMR (400MHz , &4/i-d) & (ppm) :7.97 (dd,J=8.8,6.1Hz,1H,ArH) ,7.90
(s,1H,CH) ,7.76 (dd,J=8.8,2.9Hz, 1H,ArH) ,7.39 (dd,J=8.8,4.6Hz, 1H,ArH) ,7.35-7.29
(m, 1H,ArH) ,7.19(dd,J=8.5,2.5Hz,1H,ArH) ,7.02 (ddd,J=8.8,7.6,2.5Hz, 1H, ,ArH) ,
5.43(s,2H,CH,) ,4.53(d,2H,CH,) ,3.24 (s,3H,CH,) .HRMS (EST,m/z) 514 C, H, C1F,N,0,
[ (M+H) +],418.08; 525:{5418.08.

[0145]  SEJafs22:8- 9 -5,6- & -5-H & -6- A -4H-BKkMEIF [1,5-a] [1,4] K IF —H & -
3-2- IR H R FH R 1 1) 2% (FY0349)

[0146] J@Qf{—\ ﬁ’)

[0147]  Z:HESLE ) 1 il 2% 77k 5 264, A8 -9 - 3- F2 H 2k A -5 F - 6H- R
[1,5-a][1 ,4]iﬁ#:ﬁ%-&@@\2-§Lllﬂf’a§m)?iﬂ)&ﬁ@a%éﬁé\,?%»El’é14<210mg,tlﬁc
K :75% o 1H NMR (400MHz , &(1/i-d) 6 (ppm) :8.52(dd,J=4.8,1.9Hz,1H,ArH) ,8.24 (dd, J=
7.7,2.0Hz,1H,ArH) ,7.91 (s, 1H,CH) ,7.76 (dd,J=8.8,2.9Hz, 1H,ArH) ,7.40 (dd,J=8.8,
4.6Hz, 1H,ArH) ,7.35-7.30 (m, 2H,ArH, ,ArH) ,5.46 (s,2H,CH,) ,4.54 (d,2H,CH,) ,3.25 (s,
3H, CH,) .HRMS (EST,m/z) #HHAEC,H ,C1IFN,0, [ (+H) +],401.06; SE 5 {E401.06.

[0148]  SEJif5|23: 8- %6 -5,6- 5 -5- F k-6~ A -4H-WKME I [1,5-a] [1,4] R FF =50 -
3-4- EF'%LﬁzerﬁﬁaEﬁ@aaﬁ% 14 (FY0350)

OCH;

[0150] %E‘ﬁj&mﬂfﬂl% HIESEA, LAS- T -3- B I -5,6- & -5- F 5k - 6H- Bk -
[1,5-a] [1,4] 3 = 20 - 6- i 0 1 480 2 o8 R ot 00 JRORE AT BR Ak 4 &, 19 B 6 [ 44
200mg , Y% :63% . 1H NMR (400MHz , 54Ji-d) & (ppm) :8.01 (d,J=8.9Hz,2H,ArH,ArH) ,7.92
(s,1H,CH) ,7.75(dd,J=8.8,2.9Hz,1H,ArH) ,7.39 (dd,J=8.7,4.6Hz, 1H,ArH) ,7.36-7.29
(m, 1H,ArH) ,6.90 (d,J=8.9Hz, 20, ArH,ArH) ,5.40 (br, 2H,CH,) ,4.53 (d, 2H,CH,) ,3.85 (s,
3H,CH,) ,3.22 (s, 3H,CH,) .HRMS (EST,m/z) T+5{HC, H FN,0, [ (M+H) +],396. 14; S50 {H
396.14.

[0151]  SEHEfI24:8-9-5,6- & -5-F & -6- 48X -4H-BkMe I [1,5-a] [1,4] ZH H -
3-4 - P52 R HR I ) ) £ (FY0402)
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[0153] fﬁ%@mm%%ﬁ%%m#LM§ﬂ3ﬁ$ -5,6- & -5- F 5L - 6H- BRI I
[1,5-a] [1,4] 28 Z & -6 4 - IR 2K 1 It &0 JEoRL AT BR A 46 & 15 B L[4 210mg , i
% :68% . 1H NMR (400MHz , & 1/i-d) & (ppm) :7.96-7.85 (m,3H,CH,ArH,ArH) ,7.74 (dd, J=
8.8,2.9Hz,1H,ArH) ,7.55(d,J=8.6Hz,2H,ArH,ArH) ,7.39(dd,J=8.8,4.6Hz,1H,ArH) ,
7.31(td,J=8.8,8.0,2.9Hz, 1H,ArH) ,5.40 (br,2H,CH,) ,3.21 (s, 3H,CH,) .HRMS (EST,m/z)
THEAEC, H, BrEN,O[ O+H) +]1,444.04; S5 444 04.

[0154]  SEJfif525:8-%-5,6- ~ & -5- H1 2 -6- A -4H-BKME I [1,5-a] [1,4] K FF — & -
3- I HH i ) i) £ (LZ-03)

[0155] i:%;(ﬁi;ﬁ/

[0156] 2 HR St 49 1 i) 4% J7 7k 5 264, LAS- TR -3-F2 FH 2L -5,6- & -5- HI 3 - 6H - Bk e -
[1,5-a] [1,4]%3F Z % & -6-10 | 1E Mt & SR AT IR 46 & . 49 3 08 4 230mg , e 3 -
83% . 1H NMR (400MHz, 54/ -d) 8 (ppm) :7.84 (s, 1H,CH) ,7.73(dd,J=8.8,2.9Hz, 1H,ArH) ,
7.36(dd,J=8.8,4.6Hz, 1H,ArH) ,7.33-7.26 (m, 1H,ArH) ,5.15 (br,2H,CH,) ,4.43 (d, 2H,
CH,) ,3.20 (s,3H,CH,) ,2.38-2.27 (m,2H,CH,) ,1.65-1.52 (m,2H,CH,) ,1.34-1.21 (m, 2H,
CH,) ,0.87 (t,J=7.3Hz,3H,CH,) .HRMS (ESI,m/z) T 5{EC JH, FN,0,[ (M+H) +],346.16; 5246
{£346.16.

[0157]  SEZJiif5i|26:8- 98 -5,6- ~4-5- H & -6- A0 -4H-BKME I [1,5-a] [1,4] H I R E-
3-2,2- ZHRET R H ERR 44 (LZ-04)

s
N o

[0158] /@;’j{—\é(\
F N
N

[0159] 2 W& St 49 1 1] #& J7 76 5 2% A, LA - -3-F2 M 2k -5, 6 - & - 5- H1 Bk - 6H- WK M Jf:
[1,5-a] [1,4)28FF Z R &E-6-Hd.2,2- —H BT MBSO~ R RHEEAT BRI 46 &, 19 B 6 [ 44
240mg, W #84% . 1H NMR (400MHz , & 4/5-d) 8 (ppm) :7.89 (s, 1H,CH) ,7.76(dd,]J=8.8,
2.9Hz,1H,ArH) ,7.40 (dd,J=8.8,4.6Hz,1H,ArH) ,7.33(dd,J=7.2,2.9Hz, 1H,ArH) ,5.16
(br,2H,CH,) ,4.47 (d,2H,CH,) ,3.23(s,3H,CH,) ,1.56 (d,J=7.5Hz,2H,CH,) ,1.15 (s,6H,
CH,,CH,) ,0.77 (t,J=7.5Hz,3H,CH,) .HRMS (EST,m/z) i+ 5L{&C H,,FN,0, [ (\M+H) +],360.17;
S 360.17.

[0160]  SEHEfI27:8- % -5,6- 5 -5- ¥ -6- AR -4H-BKME - [1,5-a] [1,4] K 5 -
3-2-ZEH R H BRI 4% (JB-02)
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[0161] N{—\o
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[0162]  Zx W& St 491 1 1] #& J7 75 5 %A, LA - -3-F2 M Jk -5, 6 - & - 5- H1 Bk - 6H- WK M Jf:
[1,5-a] [1,4]1%9F Z 8 & -6-M.1-ZH ELE N EREEAT Bs b 4e &, 15 3 [l /4£250mg , 1
K :75% o 1H NMR (400MHz , &(1/i -d) 6 (ppm) :8.93 (dd,J=8.7,1.1Hz,1H,ArH) ,8.25(dd, J=
7.3,1.3Hz,1H,ArH) ,8.05-7.98 (m, 1H,ArH) ,7.93-7.83 (m, 2H,ArH,ArH) ,7.74 (dd,J=8.8,
2.9Hz,1H,ArH) ,7.60(ddd,J=8.5,6.8,1.5Hz, 1H,ArH) ,7.57-7.42 (m, 2H,ArH,ArH) ,7.38
(dd,J=8.9,4.6Hz, 1H,ArH) ,7.35-7.25 (m, 1H,ArH) ,5.51 (s, 2H,CH,) ,4.69-4.42 (m, 2H,
CH,) ,3.22(s,3H,CH,) .HRMS (EST,m/z) TH5AEC,,H FN,0, [ (+H) +],416.14; SEE{FE416. 14.

[0163]  SLjitif528:8-%-5,6- & -5-F I -6- AL -4H-BRME I [1,5-a] [1,4] I R -
3-2- LIRS 2 TR H B A il 2% (FY0330)

[0164] /@%’{_\

[0165]  Z HR St Ll % ik 525, A8 -F-3-FR H 3 -5,6- 40 -5- F 5 - 6H- KMk If
[1,5-a] [1,4] I 5 E-6-H . L BEA L OB EON R BT Btk 46 5 15 B 8 [ 441 20mg
% :42% . 1H NMR (400MHz , 544/ -d) & (ppm) :7.89 (s, 1H,CH) ,7.68 (dd,J=8.6,2.8Hz, 1H,
ArH) ,7.36(dd,J=8.7,4.50z, IH,ArH) ,7.28 (t,J=8.0Hz, IH,ArH) ,5.21 (s,2H,CH,) ,4.57
(s,2H,CH,) ,4.40(d,2H,CH,) ,3.16 (s,3H,CH,) ,2.10 (s, 3HCH,) .HRMS (EST,m/z) -5 (K
C, H, FN,0. [ (+H) +],362. 105 SEER{E 362 10.

[0166]  SEHEf5I29:8- 9 -5,6- & -5-F 3L -6- 48X -4H-BkMe I [1,5-a] [1,4] ZH H -
3-2- HAL T I H R A ) % (FY0310)

,@@fﬁ\/

[0168]  Z:HR St fal 1] 4% 7 vk 526 A, LA8 -4 -3- F2 I 3k -5, 6- 4 -5- F k- 6H- Bk Jf:
[1,5-al[1,4) 38 3F —50=-6 - 2- FF 5L T I SO BB EAT MR AL 4 5, #9:80mg , W %829 %6 .
LHNMR (400MHz , & f/i -d) 6 (ppm) :7.98 (s, 1H,CH) ,7.74(dd,J=8.8,2.9Hz, 1H,ArH) ,7.41
(dd,J=8.8,4.6Hz, 1H,ArH) ,7.37-7.28 (m, 1H,ArH) ,5.16 (s, 2H,CH,) ,4.45 (d,2H,CH,) ,
3.22(s,3H,CH,) ,2.40(q,J=6.9Hz, 1H,CH) ,1.26 (d,J=14.7Hz,20,CH,) ,1.12(d,J=
7.0Hz,3H,CH,) ,0.86 (t,J=7.4Hz,3H,CH,) .HRMS (EST,m/z) TH-5AEC MH, FN,0,[ (+H) +],
346.14; L5 {E346.14.

[0169]  SEiiff30: 8- -5,6- % -5- 3 -6- A -AH-BKMEFE[1,5-a] [1,4] HEH -
3-3- L8 R PR IR ) 1l 26 (FY0423)
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[0171] S IESLHE B 1 %% 7k 544, AS- T -3- 2 H 3 -5,6- 4 -5- 1 3 -6H- Rk I
[1,5-a] [1,4] 28I % -6- B | 8] HH 08 H I 0 JEUREEEAT BRAL 46 & 18 B 6 44200mg
K2 :66% . 1H NMR (400MHz ,DMSO-d6) 6 (ppm:8.24 (s, 1H,CH) ,7.77-7.68 (m,3H,ArH, ,ArH, ,
ArH,) ,7.63-7.53 (m,2H,ArH, ,ArH,) ,7.42(d,J=7.5Hz,1H,ArH,) ,7.36 (t,J=7.5Hz, 1H,
ArH,) ,5.33(s,2H,CH,) ,4.54 (d,2H,CH,) ,3.06 (s, 3H,CH,) ,2.32 (s, 3H,CH,) .HRMS (EST,m/
z) THEAEC, H FN,0, [ O+H) +],380. 145 5L 56 {#380. 14.
[0172]  SZjitifs31:8-9-5,6- & -5-F & -6- A% -4H-BRME 3 [1,5-a] [1,4] K R -
3-3- T 2K F R FH Ji 1) i 4% (FY0424)

gjﬁ s

(01741 Z: JES it 91 1 1) 46 J7 10 55 % AR, AB- i -3-FR HI 9 -5, 6- 50 -5- I k- 6H- BRI JF:
[1,5-a] [1,4]28FF % -6 B 3 - w2 B RN R AT BR 4 5, 15 B €[ £ 180mg
S 2R67% o IH NMR (400MHz , &1/i -d) & (ppm) :8.34 (t,J=1.7Hz, 1H,ArH) ,8.29-8.24 (m, 1H,
ArH) ,7.98(s,1H,CH) ,7.82(dt,]J=7.7,1.4Hz,1H,ArH) ,7.75(dd, ] =8.8,2.9Hz, 1H,ArH) ,
7.56 (t,J=8.1Hz,1H,ArH) ,7.40(dd,J=8.8,4.6Hz, 1H,ArH) ,7.32(ddd,]=8.8,7.1,
2.9Hz,1H,ArH) ,5.45 (br,2H,CH,) ,4.52 (br,2H,CH,) ,3.24 (s, 3H,CH,) .HRMS (ESI,m/z) 115
fC, H,FN,0, [ O+H) +],391.12; SE54K 391 . 12.

[0175]  SEHEf32:8-%-5,6- 5 -5- ¥ -6- AR -4H-BKME 3 [1,5-a] [1,4] %K (-
3-FEL- aﬂﬁaﬁﬂ)ﬁﬂi—&%ﬁﬁﬁ%‘aa@ il % (FY0309)

[0177] %HE%W&JI% IG5 A8 -3-FR I B -5, 6- T4 -5- F I - 6H- K I
[1,5-a] [1,4] A5 Z 5 -6 \N- Z LR IRIE -4 - B RN BB EEAT B A4 6, 75 3 i 14
£7180mg , 1 %45% . 1H NMR (400MHz , DMS0-d6) 6 (ppm) :8.21 (s, 1H,CH) ,7.71 (dd,J=8.5,
4.5Hz, 1H,ArH) ,7.62-7.52 (m, 20, ArH,ArH) ,5.08 (br,2H,CH,) ,4.47 (br,2H,CH,) ,4. 15!
3.69 (br,2H,CH,) ,3.30 (s, 1H,CH) ,3.04 (s,3H,CH,) ,2.66-2.54 (m,2H,CH,) ,1.93 (s, 3H,
CH,) ,1.82-1.72(m,2H,CH,) ,1.51-1.41 (m,1H,CH,-H) ,1.36-1.26 (m, 1H,CH,-H) .HRMS (ESI,
m/z) THEAEC, H,,FN,0, [ (M+H) +],415.182; L5 {f415.18.

[0178] St 51133 « 122 201t 44 L 440 Al 03X

(01791 A\ HEE 240 i £ 4 0 Jed 40 i (SH-SYBY) JF A7 4 o ALK L SEHE PR L 40 T 25 | AR B AN
HEAL DRE 5 R H A2 4 AR AL A0 s, DR G SH- SYBYXAH i Xof 4% i B (¥ GABAaAi% 47t 71 ) 4
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S 0 ) B A B G RAE o B T Uk, S BN 43 a6 AR e B S 3 A P DA R R T R bR
HEAT TGP IAR o SEI8 7R R

[0180] 23X 4HMU : SH-SY5Y; S25& 43 4H : StaurosporinefH 4t B ZH (40 ff+33% 75 FE+10uM
STSP) \DMSOIA 7% WA ZH. (4 +35% 72 K5+0 . 5 % DMSO) A% 72 3L 25 3 % B4 A &) T AR T
il AR SR, FH B 7AIDMS 044 32 1504k & 470 Wi 8 B8 L OmM A 7348 » FH 100 %6 DMSOF245f B 4 B,
55 I WA R O X AR A% F o AN PRLRE 77 R 5236 7 7% M P 3 15 77 180 ~90 %
FHO . 25 % JERMER VA0 20 L, S8 S5 FH T 0 5% 9% 08 40 B 28, 1 2 M 423 24 bL AR AR SR B i 1
R, A 2300040/ FL4E b T-96 LA MR H , 43 FLEEMPSOuLAH M &t , 40 AR B T-37°C,
5% CO, B FRAH , 7 B 1B - 250 2 R, MR S0 K, AL I A 20uL 29K 9 100uM . 50uM A
LOuMAI AL &4 TAER , AR EE R B 2N AL, T-37°C 5% CO, 55 TR AR B GIF B 72/ M) o 25 31
W E fa , 3% 10ul/FLIA AR H i A CCK8, B T-37°C .

[0181] 5% CO, 35 F% 4 v % & 4/Mif o fEEnvi s on b & 450nmipl K Ak FIWE 6, oS40l
FAEMHIZ (%) = (0Ds-0D,) / (0Dg;.,-0D, ) X 100 % HH, 0D A it FL I IR {8 (5 AL,
E) s OD A B HEFLIR A (41 M+ 35 75 24+ DMS0 5 D, S TSPFLIR B (UM Hf +55 77 B+ 10uM
STSP) &5 LK1,

[0182] R 14k&WIISH-SY5Y 4 i 34 5 4171 ) ik B 435

%' Ml (%) %' HHZE (%)
100uM  50uM 10uM 100uM 50uM 10uM
BSEE 1059 3.39 -5.82 FY0334  38.99 19.27 4.86
FY0226 16.16 14.09 4.06 FY0335 26.05 15.55 -3.28
FY0230 18.31 19.67 7.17 FY0336 6.97 4.20 -7.73
FY0232 7.96 11.07 5.25 FY0339  21.09 1.51 -6.22

0183
[ ] FY0305  42.28 29.54 5.02 FY0340  24.20 20.42 0.42

FY0306  21.26 6.77 9.63 FY0341 11.60 14.29 2.02
FY0308  16.64 3.26 6.37 FY0342  24.62 Tla 9.92
FY0309  29.94 17,32 4.38 FY0343  52.86 A -2.18
FY0310  12.26 8.92 12.18 FYO0346  77.65 67.48 20.84
FY0311 -6.51 -6.15 -15.41  FY0348 9.16 -4.79 1.43

FYO0313 16.97 12.29 -1.25 FY0349 16.58 7.64 -3.91
FYO0319 0.18 -4.95 -14.04  FYO0350  75.09 69.44 26.22
FY0320  76.97 42.94 8.17 FY0402  35.16 13.45 -7.03

[0184] FY0324 6.42 -1.64 -5.41 LZ-03 4.86 1.22 -10.42
FY0330 1.56 -7.34 -4.95 LZ-04 51.56 36.28 8.59
FY0332 398 -2.84 -4.40 JB-02 79.69 k) 18.92
FY0333  65.41 45.69 1138

[0185]  SEjifafsil34 : (LA s P PU PE SN 12 3 2% RS

[0186] XL 7) F 7S 1 XS HRZH (Vs )RR ZH) Jomg BB TR 20 (RS 7R 2 1 21 S B R R BR 2 o
PR M) S 2l 2 Ny 7 A (se) 45 F /N 10mg / kg TG 2 , 15 5 /N R I8 B 2 R T 3145
2 (10mg/kg) 1E AR BRI BH 1 24 s IR AE 25 24 77 SR N IR i 5 (ip) » 4 2477 &
%1810mg/ ke , 8L 915min 30min.60min, SEI6G I A2 A ic sk /N SR VLEK F318 , F DA AR RS 3t
ERL, BR ST R R2H .
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[0187] K24 EWHEPTHL PG PRI/ B IE B3l 2K ARG 45 1
it wK¥Er EER 4S4RE WLk 7
& (n) (mg/kg) 15min 30min 60min
Hhy G s¢ 19 10 1.18 1.94 2.49
WL e ip 11 10 2.87 2.55 2.38
FY0226 ip 7 10 1.35 215 2.90
FY0230 ip 6 10 0.64 0.93 1.78
FY0232 ip 9 10 0.84 0.98 222
FY0305 ip 6 10 1.60 0.96 1.91
FY0306 ip 6 10 1.66 2.24 2.56
FY0308 ip 6 10 1.13 1.18 1.93
FY0309 ip 6 10 0.93 1.96 2.84
FY0310 ip 6 10 1.51 2.49 3
FY0311 ip 6 10 1.19 1.71 1.78
FY0313 ip 6 10 0.69 0.98 1.92
[0188] FY0319 ip 6 10 2.00 2.38 2.97
FY0320 ip 6 10 1.08 1.64 2.53
FY0324 ip 6 10 1.09 1.25 1.83
FY0330 ip 6 10 1.43 1.91 2.46
FY0332 ip 6 10 0.89 1.53 2.23
FY0333 ip 6 10 0.97 1.27 2.64
FY0334 ip 6 10 1.21 1.34 2.11
FY0335 ip 6 10 0.81 0.78 2.06
FY0336 ip 6 10 1.83 1.93 2.34
FY0339 ip 5 10 1.22 1.94 2.26
FY0340 ip 6 10 1.11 1.62 2.59
FY0341 ip 6 10 0.57 1.21 1.86
FY0342 ip 3 10 1.41 2.17 3.00
FY0343 ip 6 10 1.31 1.31 3.00
FY0346 ip 6 10 1.26 1.98 2.33
FY0348 ip 6 10 1.32 1.84 3.00
FY0349 ip 6 10 1.07 1.33 231
FY0350 ip 6 10 1.18 1.13 1.24
(0189] FY0402 ip 5 10 1.25 1.66 2.05
LZ-03 ip 6 10 1.90 2.69 3.00
LZ-04 ip 10 10 1.08 1.69 235
JB-02 ip 6 10 0.94 1.39 1.53
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