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9 < N £ )-3H-2k ek H[4,5-c]H-6,7-=
Q N ) =FHk
NC
7 4-(6-4-F A3 4-— 8 2H-
" - p (6-(4-F & it
o g A [b][1,4]IEA-7-%)-3-((1- F EARR
E" ‘ N? 4-2) F X)-3H-2ke [4,5-c] R -7-
N )k
NC L ﬁ 4-(6-(1- TA-1H-%3] -5-3)-3-((1-
11 :;ﬁj FARR-4-K) F A)-3H-2ko4
NI [4,5-c]Ho%-7- 2 ) F A
\ 2-Fi-4-(6-(2-F X -2H-"3| »-5-
12 2)-3-((1-F X2 R%2-4-2) ¥ 4)-3H-
skodt [4,5-c| R -7-R) F A
\ 4-(6-(2-F £-2H-%3|»-5-%)-3-((1-
13 P AR -4-2) F35)-3H-2ked
[4,5-c|#me-7-2)F BF
4-(6-CRFF[d][1,3] Al — 5% 3R XM
14 -5-%)-3-((1-F AkR4-1) F

)-3H-2k i [4,5-c] ko -7-K ) F A

22
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15

4-(6-(R 3 [d][1,3] ] — A 3R B
-5-2)-3-((1-F A2 Rko2-4-2) F
2)-3H-2ReR[4,5-c|H-7-5)-2- R
¥k

16

(S)-2- f-4-(6-(1-F -1 H-75| wie.-5-
£)-3-((1-F Aobeisx-3-2) F
E)-3H-2ko [4,5-c|R-7- ) F i

17

(S)-2- M-4-(6-(4-F %-34-—£-2H-
FI[b][1,4]FER-7-2)-3-(HhBHT
335 F K )-3H-2K e [4,5-c| ko2 -7-
2)F

[0100]

18

(S)-2- B-4-(6-(4-F X3 4-— & 2H-
FIH[b][1,4]BE%-7-%)-3-((1-F £

g t-3-) F A )-3H-2K"- [4,5-]
e -7-2)F

19

2- F-4-(6-(1-F E-1H-73| -5-
£)-3-(RoR-4-E T X)-3H-2k4
[4,5-c|hm2-7-2)F BF

20

4-(6-(1-F X-1H-7|-5-%)-3-(%
S -4- F K)-3H-2K" [4,5-c]HE
-7-3)F Ak

21

4-3-(R A R IR-4- K F K)-6-(1-F
A -1H-v3| v -5-3)-3H-2K " [4,5-¢]
o -7-3)-2- B F A

23



CN 112119080 B

13/52 1

22

4-G-(RBEF-4-XTFH)-6-(1-F
F-1H-v3|»-5-2% )-3H-2K "4 [4,5-c]
R -7-2)F B

23

NH

4-3-(RF B FR-4- X F X)-6-4-F
A-3,4- = 8- 2H-F3H[b] [1.4]FH
-7-3)-3H-2kw [4,5-c] R -7-3K)-2-
R

24

4-G-(RBEF-4-XTFH)-6-(4-F
£-34-= 8- 2H-F5H(b] [1.4] 2%
-7-%)-3H-Kok [4,5-c| R -7-E) F
)

[0101] 25

NH

2-F-4-(6-(4-F X-3,4-—F2H-F
FHb][1,4]HE%-7-K)-3-(R%-4-%
T E)-3H-2keR [4,5-c]Hho-7-5)F
R

26

NH

4-(6-(4-F X -3 4-— £ 2H-XH
[b][1,4]IB%-7-%)-3-(OhR4-% T
3)-3H-2ke4 [4,5-c| o -7- ) F A

27

NH

(S)-2- B-4-(6-(1-F £ -1 H-vteo&- 3
[2,3-b] ez -5-2)-3-(hedbe-3-2
W X)-3H-2keR [4,5-c] o2 -7-%)F
i 3

28

(S)-4-(6-(2,3-=8FIH [b][1,4] =IE
3%-6-2)-3-(HBIR-3- K F &)-3H-
skodt [4,5-c| bR -7-K)-2- BF A

24
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[0102]

29

(S)-2-F-4-(6-(4-F X-3,4-— £ -2H-
FIF[b][1,4]12%-6-3)-3-(Hed 5t
3-E F R)-3H-2k e [4,5-c] R -7-
A2)F

30

(S)-4-(6-(1- F 2-1H-75| »-5-
E)-3-(HeBIR-3-A TR )-3H-zk e
[4,5-c]koE-7-2)F i

31

4-(6-(1-F Z-1H-73| »&-5-%)-3-((1-
T Eobegdt-3-4) ¥ &)-3H-2k =
[4,5-c]"m2-7-2)F A

32

4-(6-(4-F X-34-—F-2H-F5F
[b][1,4]FEF-7-2)-3- (B dt-3-2
T 2)-3H-2Ko [4,5-c| R -7- K ) F
R

33

4-(6-(4-F K3 4-— 8- 2H-F3
[b][1,4]IE%-7-2)-3-((1- F Frited-
$-3-2) F2)-3H-2Kw [4,5-c] ke
7-E)yF

34

4-G-(1 4-=F 2 RR-4-2)F
X)-6-(1-F X-1H-75|»-5-%)-3H-
Rt [4,5-c] o -7-55)-2- B A

33

2-F-4-(6-(1-F X -1H-"3| »-5-
2)-3-((8-FA-8- AL RIK[3.2.1]F
-3-%) ¥ X)-3H-2Kk e [4,5-c] bR 7-
A)F

25
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4-(-((1-TRRR4-2) T £)-6-(1-
R -1H-73| vk -5-2)-3H-sk vt
[4,5-c]obmE-7-K)-2- BF B

36

2-F-4-(6-(1-F R -1H-75| »-5-
£)-3-((1,2,6- = F 2 kE4-2)F
£)-3H-2kwk [4,5-c]Ho-7-2) F B

37

4-(3-((2,6-=F Ak -4-X)F
A)-6-(1-F X-1H-5|»¢-5-%)-3H-
skl [4,5-c] ko -7-2)-2- BF A

38

[0103]

2- R d-G-((4- R 1-F R oR7RA4-K)
¥ X )-6-(1- F 2 -1H-%3| =.5-
A)-3H-okwk [4,5-c| o -7-2)F

39

2-F-d-(3-((4- K -1-F AR 4-
E)FE)-6-(1-F A -1H-%5| vk -5-
F)-3H-2K [4,5-c| bR -7-2)F A

40

4-3-((Ir4n)-4-BREF TK) F
E)-6-(1-F X-1H-7|=-5-%)-3H-
sked [4,5-c| ko2 -7-2K)-2- BF A

41

26
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42

2-F-4-(6-(4-F-1-F X -1 H-5| v -5-
#)-3-((1-F Xk24-K) 7 X)-3H-
wkedt [4,5-c] oo -7- ) F AF

43

2- B-4-(6-(6-F-1-F 2 -1H-v5|wk-5-
#)-3-((1-F Eokog-4-%) F )-3H-
ko [4,5-c] o2 -7-K ) F A

44

[0104]

2- F-4-(6-(1-F E-1H-vbe H
[3,4-b] PHbe-5-2)-3-((1- F ok
4-3)F X)-3H-Ko [4,5-c|]oE-7-
A)Frk

45

2-F-4-(6-(4-F X-3,4-—£2H-K
F[b][1,4]IE%H-6-35)-3-((1-F A%
sZ-4-2) F 2)-3H-2k "k [4,5-c]
-7-%)F

46

4-(6-(2,2-=R-4-F X-34-— £
-2H-F3 [b][1.4]FE%-7-%)-3-((1-
FAIRR-4-K) F H)-3H-2Ro4
[4,5-c|otem®-7-2)-2- B B

47

2-F-4-G-((1-F A RR-4-2) 7
£)-6-2,2,4-ZF X-34-—F-2H-
FH[b][1,4]18%-7-K)-3H-k=
[4,5-c]ue-7-K)F M

27
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L 2-#-4-(6-(1-F £-2,3-—&-1H-%
RHF(2,3-b][1,4]IEF-6-%)-3-((1-
P ARR-4-K) F H)-3H-2ke2
[4,5-c]me-7-2)F B

48

2-F-4-(6-(4- F-1-F -1 H-5|%-5-
X)-3-((1-F £ kog-4-%) F4)-3H-
Bkl (4,5-c| bR -7- ) F A

49

2- F-4-(6-(6- -1 F K- 1H-75|%-5-
£)-3-((1-F A%og-4-%) 7 £)-3H-
skl [4,5-c o -7-2) F

50

[0105]

N | 2-F-4-(6-(1- F -1 H-"HmB- 5
[2,3-b] 72 -5-2)-3-((1- F %=
-4-3%) T X)-3H-2K 4 [4,5-c 7R -7-
X)F

51

2-#-4-(6-(1-F & -1H-v5| 2 -5-
A)-3-(1-F Rk -4-3 KK )-3H-2K
ok [4,5-c] o -7-2 ) F A

52

4-3-((Ir4n)-4-RBEF X)) TE)
F 3)-6-(1- F 2-1H-v5 w-5-

A )-3H-2K e [4,5-c] 2 -7-2)-2- F,
¥ H

A5

3 2 Re4-(6-(1- T A 1H-%| e 5

[0106] 54 o JO £)3-((rdn-4-(FERE) T )
O S FTE)FE)-3H-2K[4,5-c]]E

N O N” -7-3)F

28
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[0107]  ARAFFHIAAPINHILSDL , 0] F 4677 BT 7 2 P o8 AT AE o e 51 L, A8 A FF (1)
AR T iR 7 BB L AR i L SD 14 At 25 Ak 135 995 B AE £91) a1 e R R 35 B 4 0 1)
T AR A TG T 5 i B s A 75 B AR VG T A R A A T & A K
BH 1) 7 23 G35 ) BT i A F B T AR A FT B &9 2 MR 36897 71 Il 28 — 3R 7 771
%6 H CLI R TR T IR A 75 B MR (500 BORCRE I 2590 , 49 a0 © 0 mT FH TR TR e e
i BRI AR TN/ BB

[0108]  ARAFFMIHELL LA 4 mT LA DASEAR S A A 1 T SXA7 L S RILE B 7 1 25 [l HE A A
[F) PR S A4S 97 TR ' e R AR R A R S R A (Bl B e i 4%) 0 AR e i A o A 3 035 il
AL SRR, BE AR A 10 & AR TR R &), BFE S & BRI &4, BLBR R A
R STAR S A A B AT VR A SCELFHE PR 4 A S AR N 532 1R 7 95 43 B 1R &% T
AR B

[0109] AR F AR IE “SE AR S A AR S A AE L i 7 1) 2 (B B ) AN R 9 2% 0 7B B 57
PRI SRR E A ARG 2 T — DR L R BONS AR SV E) A
A (AEXT L)

[0110]  ORHE “Fi A0y B BRI 77 A2 Fa 1 A DU AS ) S T e s 1

[O111] IR “Xof W™ A X WA 19 2 i H B A% A Be & 9 H IR e B A e e v 1 1 4y
T FL A IR TE — AN 5 ) bR fm R T, B R A A YA I 7 1) e i T T
[0112]  ORAE “HRIH )7 B “HH e D™ F2 48 550 B0 A& KR & 1), 2R & ) e i
P

[0113]  ORIE “4aXf /) B R 48 T 1 23 7 Sk (B 1) 1 i 7 2 (B HEA B S r AR fb 22 i ik
B UNRELS o

[0114] A5 B 45 v s B (9 3742 Ak 22 R E A 49 25 7E 5 Pure&Appl . Chem 68:2193 (1996)
HAR [ AR L — 2, 53 Ui BH B Ak

[0115] R IE “Xhmfkit /27 5 “ee” AR AN T 55— FhXS W4T 5 , —Fhox kA7 7R 2 /D &
(105 F5E o X6 T RANS X BAR (VR 5400 5 5o i Ak ot 5 7 40 BE 5 SN I R-S %100, FL RIS A2 R
B R AR R RE L B 7K 3 B Bl B B, A RS = 1o £E FIBE T W BT B DG E S, o6
Wi 5 E Ay e SOk ([al /L] ) #100, Fork [a] | R0 Wk S PR, (o] 2
HT A (1) T8 6 B o A5 FH 88 o A AR ] DA e %o A4 &, L FENMRYG 1 L TP A i
EEUFEEI E 125 (optical polarimetry) . F-28 A A TF A& AT LEA 2170 % 85 5 & 5]
2380 %6 Bl FH 15y« 2490 %6 B H vy L 2991 %6 BB Ry 2992 %6 B 15y L 24993 % B iRy L 4994 %6 B
e~ 24795 %6 B iRy L 2496 %6 B iRy L 24997 %6 B iRy L 24998 %6 B iRy BE 2999 %6 B =i i ee
[0116] IR TE “Nf B AAR Al ™ B8 X b 1 2 $a - PR T R i, FL T 07 (FEARC I FR )
¥y B AR R PR

[0117]  ORIE “XNF AR 'S 4R 17 BN AR s 487 48 T 11 BT R i, OO B A B 51 KT
5050 X BRAA & SE Ik A4 AT DA SoF A AL ) o 5 S8 A O T A A0 2 5o A & 2R 114
[0118] A ATFHIMGE V) EEAE U a0 oK & Pt m] LA T AT A7
[0119] AR AFFEFEARNTF LGP 2R i) 2 R 38 o AR ST ) “2 25 B mT 42 (1) £
ST AT E YD B ER BN 1 B T X AR A TR S 0 57T AAEA S VDI B 4 07 B8
Aratitb i R v i) 2% sl i AL A5 B S A H B IR S N 1T ki % o AR A TS

29
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YR 255 BRI 3 mT DO 2455 Rl 4 S2 BRI L B I Rl &k o FH T Rl 2452 b mT 42
2100 ER PR B SE AL HE  TEHLIR » B A0S TR IR « Eh 1R - SRR IR R AV IR s A HLIR , 151
WIEFR TR R BRI R AT AR IR o A A TT I A 0 1 35 1 FE BR ) 14 SE 9 A FE (EAN PR 1 2R iR
i VEIRESEL VAR L IR R AL (BRR A 2- R I 2R AL IR 3h A S . 2L . O
TRRER EEIR L VR AE IR EL R R B IR A EL L T IR Bh AR R £ AR R 2k L b
FREE H UM BERR Ih PR IR 2L L DEIR 2L LR 3 R 2L BEFAMR 2h . & IR 2L . I oRIR L . Bk
MEREL F2 2R & KB Eh AR 21 11,3, 5- = LR IR £h (25 e £ L MG £ . 2- 28
TR h  FLIR 3 WU ZE IR 2 L IR I ER IR 2h il SRR 28 . 3 - IR A IR &L T PR IR 2k BT IR R £
WIREh . Z R AR = MR EL VIR EE B 2 IR AL Ik IR A 3h X R 26 .+ — TR 3
FLIREh TR Th WA TR 31 AT IR 31 R IR 6 L R 26 L R R R A6 H 2R B R £R » )
Ab RATF A DR AFAE R AT I E R T DL LN Y i 2Rl A O B (TR RN T 2
AW R AT ) s R R — R AR ER — LT S BRER T R AR R e s S5 A
F A E RN (S 2 (steryl) SR IR AIALY s DL KR IERN 2K 8 e . T &
I, A S H BT AR S A A T AL B P42 e 3 B R B FEAR A FF R &P DA e He 2 5 ]
FEs2 3 K GBS .

[0120] A FFALHE A A TF B4 B (R0 70 A 0 ) ) 88 AR FH e o Y 914 AP 08 A . 385 e
B ) A B P BRCER 1 5 I LR U T DUAE D 24 B 2 S5 A D AR A FH o AR ST FH IR R T 3 57
W AN T B S HER 0 T RIE A W ER g6 R/ 80 AL, B — 3 R4 s
AR E A, R E A TSR A TG RI L al22492: 1. 291 180491 : 2,
XY ERZG AU S AN TRV RE BE O B B A AN i, L U A R LR, AT LA B YA TR
W0, BN, 208 — A B ANE R TN G 8 BRI A A o R, YA R T
FEANA] 3 B AR A A TGP 0T LA LS 245 1 mT 452 52 I ¥ 770 461 K S HEBEAT 2
B A A TE AR, B AT AFEAR AT ISP RE AL XaFEARL TS
MEARE I

[0121]  ¥EFEI) —Fh SR R B “IKE W ¥ S Hs P B e Y20, s 7
TR 7K TR TR 8 T AR DR 24 B A R AR A o VA A P ) 8 AE AR ST D) . 2
WA IOM . CairaZs A, J.Pharmaceut.Sci.,93(3) :601-611 (2004) , HAfiiR 7 H 218 Z. g A1
FH 7K 1) 4% F B M [R5 7046 o van Tonder?$ A, AAPS Pharm.Sci.Tech.,5(1) :Article 12
(2004) FIA.L.BinghamZ A\ ,Chem.Commun.603-604 (2001) #ii& T &ML  2EEFIY) 7K
B B Ak 2% o ) £ I TR P ) S R R R BR 8 T VA B R AR A TF AL B £E20°C LA
R Z2925°C R E T B i B0 A CAE VLS R KECEN TR EY) F, S8 5 BLUE LU i
A ) THRR A HV A, 8 R0 B V2 o R R AR O B o A AT R R an 41 A e v vk eT
THNE A S AR IR AEALE

[0122]  ARAFFFRAL TAENLSD LIS A AT &4, A 1697 Kb fHILSD1L R A
A 7 A FH B 2 MBI A E , ) R iE o AR 2 TT AL & 4 S 8 st B LSD LA i 44 (1C, )
/INF100uM, 1] i /N F 2150uM, N F-2925uM, /N 25 5uM, /N F 29 10M, /N F 250 . 5uM, BN T2
0. TuM. 7E— e 7 S8, AR AT S S A b BAALSD LI v M (1C, ) /N T-£50. 051
M, /NF-Z50.01uM, /NF£50.005uM, B /N F 20 00 1uM o 28— AN SE 7 R, A TFE G TT
A H AR HIRILSD 1R At a8 A5 FH A58 B AE I AR I 73, BTl 7 i B 67 A &
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A AT RO E PR T T A .
[0123) 1 FAx A TP & WIRELSD LI, BRI 68 FF 5 8 29 A LA T 7 HILSD1 A
SOV BARTRRAE o UL, RERTTT 25 , A A TS SR T A B 00 1 A S 25 4
AHILSD L R L )T 200 535 A0 2 98 ST 0322, R 01 1 A B
AT T R SRR, 0t LT L T T 6 PR, % 2 L4 /16
AR R SR T AR ATF RO 2 06— A S S LA A TT L A7 A
e NRHE 3%

[0124] AR ATFIES B AL 75 Z MO0 B0 S E 825 s MARLLSD1 83 ] T S
(7755, 25 G A T TR E PR R 250 — R AR AT 0.

(01250 7k A TF {077 VA AL P A0 £ 0T 2 0SR20 4L 25 T 3R A A TP £
IR ST A/ATF AL 2D 250 2 s e £ PR G Y T L K O s sl
IR R 2 SR HEAT SR, 2L PR TR R O ELS 2 A PO 2 SO BRI
AL B KB .

[0126)  SE{RAL T 2, A AATFHIM &0, AEIE L5 40 T L8 (B L 7 2
P97 SCr ILSDI B3 T R S A (45 2 11 I O R E Y 35— 7 70, O
L 4 LA R S5 6 B O

[0127) /NS Jy % o, A A TFHO A 240 55 BT 367 5 SR 1 3 o
LSDLSK I E 4077 4 A R AT 2 1 PR O S8 S 33407 T A 8 P T 48 37 7
A AT A AT ) A AT 2 PRS0 3607 70T B 0 o 00 P B 07 7
BT IEA AR AT A PR 38 I LA M3 L A s R 3 TP RO AL 0

[0128] BT 28 — iR )7 77 LASR BB /5 Va7 R I Bt o AN 26 307 i KA G Ve
FE AT LRI, #5358 N [V B Y R0 22 AU IR 26— 38 77 771

[0129] AR IFHIM-E YA EE — 3697 7] LLLLERAS BT 551 B — b it FH B DA 22 A B 67 771 &2
Gy Rt FeHR AR A T B4 AR B8 U097 ) R it B R B R YT R fa it A - BT A
Jits FH — AN 2 AN R A A TF G E AT/ 58— AN B2 AN FIE B 367 7 R, AR A TF
G PRI LS — Pl 2 Mg 6 7 R4 &, ik 58 3697 e i ASBR TP 245
[0130] A JE Ik AR 28 FF () 77 vV 7 R0 0 AR e 0 5 AE AN PR« g i A L2 58 B 5
RN IREEAE « 5 B S 1 FUE B IR o AE — NSt T B, nE I AR A TR T
VBT B0 AP RE A2 H i 1V B S P50 9% 1k 5 o MG T PR s o £ — A STt 7 56
o, AN E a5 AR AT S A & ia T NEE, KA &40l
JE A 88 FRLSD ) it ]

[0131]  FE—ANsita 5 e, F AR AT AL G936 97 BRI (1959 2 e i « 75 55 — /> SC it
TR RN T —FEA 75 20 MR 67 sl Jahe 1 77 7% T E B IEIT
B RE AR TGPt T Bk S o AR TR @ WL, £ — 2L STt 7 R, A A I
A ] sk I LSD 1K Y6 7 BE B AE o RT YR TT 1R AE 0 SEAG) AL FEAE AN PR TR 2 v AT ]
— Pk 2 Pl E o

[0132] 722
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'B-_L & & (adrenal cancer) #RE L & B (lymphoepithelioma)
J%.96, 40 o 9 (acinic cell carcinoma) #K &8 (lymphoma)

i #% 2 #& (acoustic neuroma) P33 AR ) AKX
B A A R A PR
(acral lentigious melanoma)
TR 3% 77 B&5& (acrospiroma) 0L Q2 K )RR RS
LbkeE B 4 fi0 & o 5% (acute
g . Fe
eosinophilic leukemia)
SHLL MG fo %
(acute erythroid leukemia) s
Jﬁ-n&ﬂﬂﬁzﬁﬁﬂﬁﬁﬁ(acute S S
[0133] lymphoblastic leukemia)
acute megakaryoblastic leukemia MALT # B
pX.3 R ) AR X B 2 2R 40 R e O TG
(acute monocytic leukemia) (malignant fibrous histiocytoma)
ST MG ik &bt B B A% 2 3598 (malignant
(acute promyelocytic leukemia) peripheral nerve sheath tumor)
¥ &bt 8 3% 78 (malignant triton tumor)
BRAE & M & (adenoid cystic carcinoma) | £ %8 0# .78 (mantle cell lymphoma)
B (adenoma) ME B-4 O &8
(marginal zone B-cell lymphoma)
H&aﬁ#ﬂ*@&ﬂ*ﬁ ‘ ek b dn
(adenomatoid odontogenic tumor)
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B# 8% (adenosquamous carcinoma) el

(mediastinal germ cell tumor)
Jig o5 48,48 B 7 FURRBEAE
(adipose tissue neoplasm) (medullary carcinoma of the breast)
B LB BUR TR MAT
(adrenocortical carcinoma) (medullary thyroid cancer)
BA T-400 @ fo. 5% /% C.58 BAY 2 % %8 )07 (medulloblastoma)
22 M NK-064 G 7% BEBE
AIDS-A8 X 258 % BESE (meningioma)
BB ILAR A 5% /R 48 0 9% (merkel cell cancer)
(alveolar rhabdomyosarcoma)
MR R AR 18] B J& (mesothelioma)
(alveolar soft part sarcoma)
o &) A ¥ AP R b B (metastatic
(ameloblastic fibroma) urothelial carcinoma)
L L-F &) AR W RERT AT

[0134] (anaplastic large cell lymphoma) (mixed Mullerian tumor)

*ﬁﬁ?w - . *5% bk B & (mucinous tumor)
(anaplastic thyroid cancer)
Ao R B PEE T Ak B
(angioimmunoblastic T-cell % & B #% (multiple myeloma)
lymphoma)

LB 42 4% B 7

o /& FLBE 5 & (angiomyolipoma)

(muscle tissue neoplasm)

A& ) 7 (angiosarcoma) ¥4 A # # (mycosis fungoides)
2 7% 40,78 (astrocytoma) ﬁﬁ#j&ﬁ w7
(myxoid liposarcoma)
F S 2L e R BR SV
(atypical teratoid rhabdoid tumor) AR i)
B fafii MK B e & o 75
(B-cell chronic lymphocytic leukemia) L My somarcim)
B f8.4h#k B 4 it & o 5%

*E J& (nasopharyngeal carcinoma
(B-cell prolymphocytic leukemia) * ( pIS )
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B- a8 #9422 3498 (neurinoma)
F & 49 05 (basal cell carcinoma) #0248 )5 (neuroblastoma)
fe.i¥ 3% (biliary tract cancer) 92 4 42 78 (neurofibroma)
Ji P #4438 (neuroma)
JE 48 )i, 78 (blastoma) #£% 1 2 &% /B (nodular melanoma)
K] AR (ocular cancer)
A4 4478 (Brenner tumor) V% 2 R 40078 (oligoastrocytoma)
#% &,58 (Brown tumor) VR A2 K B (Oligodendroglioma)
46 46 H 2R (Burkitt's lymphoma) | =8 b 49 il€5 (Oncocytoma)

[0135]

FURR R

(optic nerve sheath meningioma)

Jigi & LAY 2 B J& (optic nerve tumor)

#& (carcinoma) o 5% (oral cancer)

JRA%L & (carcinoma in situ) H W 78 (osteosarcoma)

7% W) 78 (carcinosarcoma) 9P

3k F ¥ & (cartilage tumor) Jii . #) 5 (Pancoast tumor)

5 & /% 78 (cementoma) ?L%«UEEFMB‘E
(papillary thyroid cancer)

& # A A (myeloid sarcoma) &)4¥2 % & (paraganglioma)

3k B 7 (chondroma) A AR A 40 058 (pinealoblastoma)

#-% 7 (chordoma) AR Ak 40 08 (pineocytoma)

4% £, B % (choriocarcinoma) &4k 9 0.8 (pituicytoma)

MM KRR ) &4k %8 (pituitary adenoma)

(choroid plexus papilloma)

g L) AT -

(clear-cell sarcoma of the kidney) SN b i)

fA*H % J& (craniopharyngioma) F 400,78 (plasmacytoma)

BUK T sk e

(cutaneous T-cell lymphoma) $ BB (polyembryoms)

o 338 (cervical cancer) WA THREF ?MEﬁ(precursor
T-lymphoblastic lymphoma)

S H R BB N ABATE £ LA EE (primary
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[0136]

central nervous system lymphoma)

& X (Degos disease) ﬂﬁ:’.ﬁ-?‘ﬂi 'tﬁ.ﬂiaﬁ
(primary effusion lymphoma)

AR 45 B 48 4R 3 A M) ) S PR TR R o PR

(desmoplastic small round cell tumor) | (preimary peritoneal cancer)

HREM KX B Ak CE

(diffuse large B-cell lymphoma) WA

JER R T A RMEAYE LR AR

(dysembryoplastic neuroepithelial JHAR T

tumor)

Kb 48 298 (dysgerminoma) "H 7 (pharyngeal cancer)

JIE i M % (embryonal carcinoma) AL A ) )
(pseudomyxoma periotonei)

PR X B

(endocrine gland neoplasm)

M BE % B 78 (endodermal sinus tumor)

'B-#8 4 7% (renal medullary carcinoma)

BRAeE T Sk

(enteropathy-associated T-cell

AW B 48 .78 (retinoblastoma)

lymphoma)
41 % (esophageal cancer) LWL (rhabdomyoma)
# % B4 (fetus in fetu) AR SLA) #& (rhabdomyosarcoma)
Richter's #4b
AR (seoms) (Richter's transformation)
4 4 W) 7B (fibrosarcoma) L
F& SLPERK B, 58 (follicular lymphoma) SF
FE AR TR : .
(follicular thyroid cancer) AERMA G cnramomatils)
4 ¥ 43098 (zanglioneuroma) ¥R 48 )58 (seminoma)
¥ % 7 (gastrointestinal cancer) F H 4 0P 78 (Sertoli cell tumor)
4 78 40 .78 (germ cell tumor) BR-BIRE R
(sex cord-gonadal stromal tumor)
FEIR 4R LB P G e

(gestational choriocarcinoma)

(signet ring cell carcinoma)
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E-émﬂé.ﬁ.f'réﬁanﬁé.ﬁ SR
(giant cell fibroblastoma)
# E @it AN 15 ) 4 e
(giant cell tumor of the bone) (small blue round cell tumors)
A2 BRIt 78 (glial tumor) aNy:) X
§§*&M-&éﬂ&‘9§ IR AR
(glioblastoma multiforme)
JBJR 78 (glioma) 4 ¥ 3% 5 (somatostatinoma)
X B3 B R, & # (gliomatosis cerebri) P BB (soot wart)
J& % Ao 3% % 7B (glucagonoma) ¥-#% 2t 7 (spinal tumor)
P2 Sk Kk B8

[0137]

M AR 49 it 78 (gonadoblastoma)

(splenic marginal zone lymphoma)

#5400, 78 (granulosa cell tumor)

83K m L% (squamous cell carcinoma)

% b4 41 i858 (gynandroblastoma)

7B R M (synovial sarcoma)

e 4 7 (gallbladder cancer)

EILE K & (Sezary's disease)

¥ & (gastric cancer)

J»J% 7% (small intestine cancer)

£.40 /8, & 2. 7% (hairy cell leukemia)

$7% (squamous carcinoma)

Ao &5 41 )6, 78 (hemangioblastoma)

¥ 7% (stomach cancer)

3% 3 7% (head and neck cancer)

T %8k .58 (T-cell lymphoma)

ﬂ‘?’f‘ﬁlﬁﬁ@ﬁ $ 305 (testicular cancer)
(hemangiopericytoma)

iy ﬁ.&-j&ﬂ‘l’iﬁ ) 7.8 48 0,58 (thecoma)
(hematological malignancy)

FF-4 41 }2.9& (hepatoblastoma) ¥ 4K B % (thyroid cancer)
KRR T ek B8 BAT MR

(hepatosplenic T-cell lymphoma) (transitional cell carcinoma)
E 44 M eMHodgkin's lymphoma) | "&JE (throat cancer)
FEFEHCR BB & (urachal cancer)

(non-Hodgkin's lymphoma)

Bt R

(invasive lobular carcinoma)

Sk 4 74 % Y6 7% (urogenital cancer)

J% 7% (intestinal cancer)

J&#% b & J& (urothelial carcinoma)

L

#) &8 2 &% /& (uveal melanoma)

36



CN 112119080 B W OB P 26/52 T

“% & (laryngeal cancer) F'& #& (uterine cancer)
& P K 824 5 (lentigo maligna) FAK A (verrucous carcinoma)
HEN AL ] A BB IRIR 7
(lethal midline carcinoma) (visual pathway glioma)
A fo 5% S FA #& (vulvar cancer)

[0138] ¥ 18 A 49 )05 (leydig cell tumor) FA 1 5% (vaginal cancer)

. ERBMES EREG o

Rtk R (liposarcoma) (Waldenstrom's macroglobulinemia)
¥ % A (Warthin's tumor)
#EF % (lymphangioma) % RAH7 8 (Wilms' tumor)
#E.F A J& (lymphangiosarcoma)

[0139]  FEA— ALy RH, BT iR Jeie &2 H I , 9 anade B 2o S Az 40 M 1 s bk
PR 95 P8 P 1 O T MR S 4B M i AR S R E LK (mixed lineage
leukemia,MLL) F LI o £5 53 — A St 58 o, T id i SENUT - i 29 (NUT-midline
carcinoma) o fE 75— SEHt T A, T IR JEIE 2 2 R B R o A — AN ST R ik
JeehE A2 Wit , 491 o /ISR BRI (SCLC) o £E 53 — AN STt 77 S8 v, BT IR Ja e A& 1 28 BRI PRUJRE - 7
F— AT R, P R R 0 R R A S — AN Sy R, Bl e i A S
TE 73— SEHt 7 R, BT IR JeiE & B T8 o 76 0 — AN Seiti 7 70, BT i Je e =2 UP 89 . 76 5
— NS T e, BT I T 45 B o AE S — AN S T R, B g 2 WA R - 7R
— AT e, B i e FLRE

[0140]  7E 57— ALy RH , BT IR iE 2 Sk SAZ 4 Pt 1 I« S PR E Y 1 s 12 P
P P I P b B2 A0 B 1 I S VR A & IS NUT - A 2R 22 1B B JRE /N 4 B At g
A /IS 2 A i e e 22 B 20 B RT A1 BRI LR o U L B TE R L U SR L 45 B U2 IR
I FLIRIE S J5E e DN S0 L 1 28 e TR AL B T M IR 4 Pt e L SR HOIR BRI

[0141] 75 55— ALt 7 S H , I i Je i A2k 1] A8 1 DK 20 PR bk E2 988 A /N 4t e it e 08 12k K
B2 it vbk B2 989 « 98 P LT 2 BE 20 B9 (inflammatory myofibroblastic tumors) «f#H4REZH
FLJR R 20 FF R i A AR SOV LA

[0142] 155 —ANSLht 5 &b, Bt g i 2 L IR « &5 B W o - 68 T8 Wik 41 A e A0S 40 iy
St o

[0143]  fE 5 — A7 b, AN IRAE T — P67 B SG5E M5 177, ik R 1%
8 5 P 92 95 491 A AE AN PR T R R R ZE 2R e B e g T RS ek g L B R HEE ik gg
(eyelid and orbital tumors) .z (granuloma) g (1ipoma) Wi EIRE « 22 & 14 N 40
W RIE (multiple endocrine neoplasia) &2 E K (nasal polyps) - FEARIEE EF R
(prolactinoma) BN (pseudotumor cerebri) B MAALIE B S A FUR IR 4577 L
IRFEMEE W) (cystic neoplasm of the pancreas) ML & =4 /M (vocal cord
nodules) . BRI FIZE M . B KME 4514 (Castalman disease) 12 M 9% (chronic
pilonidal disease)  JZHKAF4E5 . EXFEM (pilar cyst) JEYER ZF I (pyogenic
granuloma) FIZNEM B AR ZES1E (juvenile polyposis syndrome) o
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[0144]  ARAFFIIAEYIE ] LIS ) 752X PG T R 2L 3040 < 4 ol e N it A Rk 1
AR BB P RAE IT TG P AN | S G 98 i A DA 1 B 2 1 AR L8 98 1 2 0 5
ARSCATIR WA S YA T VEI6 97 1 E 5 G T AN 98 PRI (B AS Al 2% B AE 1 S5 A 46 28 1 2L
JE B (inflammatory pelvic disease)  pRIE 4« J7 RHGAT 52 98 Hili 28 L ik 28 o B 28 L o0
LR VE R EEER (osteomyelitis) JULK R EH R R (enteritis) % ERA
# (appendictitis) JEAR K IHFEE K (cholocystitus) « AMERSE B B = I
(agammaglobulinemia) R 505 A2 I N S Ja BR VR (91 % 58 W 20 B B AE itz PR 45 1 4%
WrHRAEAC T LR RS Y HE R R A 28 B S R B My A P 52 4 | 1 ik O 2 14 Mt 92
(COPD) « H & o2 1 2 4R %03 (autoimmune polyglandular disease) (tWFRAE H & %
M2 BRARZEEAE) < B 5 e M i A BT VB INER B 8 L LA L 2 kAL A R 9
JIKE 2 B S g5 1V IR LN kA RS L 4 2 £5 B AE (Goodpasture’ s syndrome) 3]
IR S AE S A 33 A 95 T <o AR BT R U B T PR  BCIILE MR v R MR LT DR
HE (SLE) 2 IR 14 T %8 ER T 03 9719 28 B AF S04 98 i Q1T 98 M PR AR e ek /N A i 2>
1 E598% (chronic idiopathic thrombocytopenic purpura) . FL/R & #iisie B ER & A IMAE
HIENLTC ) M A HUIR R 28 ARp L R % BAT PRS0 (degenerative joint disease) .
HBE . H & % AR TN §E R SE (autoimmune hypopituatarism) 75 -ELZE & 1E . DR Y)
R scleracierma AR ZE M (mycosis fungoides) SR SGE N B (B a0 Stk IR
1B ZRA RN/ PR R A) AA% T IS

[0145] 75 55— SEhti T b, A A THREE 17— FasT & B M RORE N LR A MIE (systemic
inflammatory response syndromes) | UNLPSF & BN 55 2 MEAR 52 A/ B 40 R 55 & ) K 5
SiE (77925, ik 77 V38 ik [v) 75 X MR T (R LN R R N it A R AR A T AL
EHIREAT

[0146]  7£ 55— N SEHti T b, AN TSR 17— PG 7 s B B G A0 1) 712 o i AL
FIr i AL B DA 7 V16 97 94 3 I L A2 05 1R SIS 4914 475 2 1 B 44 (episome) FIDNAY 25,
AFEEABR T NFLRI W 5 2R 55 EBJR B N\ T SRR 3 75 & 1Y JHF 48 3 75 801 A 2R 1
[0147] 785 — N SEHti 7 b, A A TFSRME 1 AE Rl 5 e il 22 Jehe o 28 M5 s A/ B
B3 MR R AR P R T A o R A L R IR AR L AN B B T B o AL RT /BT O T R YT
7732, Hoad it n) 75 EEX MR T M G T A E A A TR SR EAT

[0148]  7£ 73— ANSEHti )7 S, AN A FFHE A 17— i s P U 1 B R R 1 B Bl i T T
% iR 7 ka5 AR T A S PR 14T

[0149]  FEARATFHITTEH, ML AL HORAR 38 24 7 SCBC il VR TT B AE A A T &)
it T8 77 EE N X PR T A2 1508 O T AN DL FF 52 1) T B 22 0Pl G2 5 ik =
VAl G2 25 8 I ARAE REIR AN/ BT RE RS | & AR5 g AR AE RER AN/ BTl e R 1)
AR DA H e R 2

[0150] AR A& Wn] LLIE AR DS & s mE A, Flan Dk & RN GE R VE
Jig < BHIE < iyt N B0 I A 28 IR IR B N & R IE L B R RE B LB B A CRLERE i K
WL B2 TREARBIIK N 2N FL 5 N BTN DG N BRI IR BK S il P R S R/ A
R E FRALHEAT FARKEN) Wi - 1 B A1t B o US4t Sk Ay 5 28 B8 s R BRI AT -
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[0151] 25920 -G 4 A4S Horb LS I H 10U B 0 IO A 2508 i A8 A FF A6 S P B R 2 . T
DI 1550 Tt FH 38542 R0 751 22 EH &I I R 25 AR 95 12 W7 PR 95 1 B0 193 SR 2 o 1T A il 1] 2
Y5 21 B R R] BR DAFR AL 2 DAZERRIE T AR I AR AT HIt &K .

[0152] AR AFFRIA ) B3 M AE T 2R 7T LAIE ik 78 20 f 355 5 ) sl S 56 sh 470 Hh i3 AT 1Y
FRUE LD HRAE R I AE L 451 4l 2 A4 &4 B e R 32 550 (MTD) , s SUNFESh I A 2 80
P ) e 71 B o e KT 52 77 B 45 ¥ 7 280 R (4 i) ek e A ) 2 TR )75 = LU iR o7 48 4.
B AT DUAE 0 ] N 5038, B TSR FH ) 5 B R0 B FH ()t 3 A% o Y8 T A 8RR ) 1 A A
AR N R RE TGN, G H RS AR AL M AT N AERIEOL R

[0153] M TVGIT Fr il IR AT I E PTG TT B RCE AR YRR 6 7 IR i B4 o2 s B /5 v
P P TR K B R R 5 1 8 RN 155 A (R T e, 9 L 26 Hh 3296 B2 AR 1 & ml DA ol
B2l 25 1 B R [R) B DABR At A2 DAAE R BT 75 ¥ 9T 28R I LSD 1AM i) 771 1) 1 %2 7K ~F- o mT DA DA BRL 71
Y, L3 24 7] BE i FH 22 A7 & 91 04 R A 12 3 488 BE 22 /N 3V 73] 458 A b it i BT 75 1455
AT T AR Z AN 5N, BT LA G0 TR AR R it AR A T A - DA DY K (] B B
R—7#IE 47 (q4d X 4) s L= K [AIRG &F R — 7l ik 477 (q3d X 4) 5 LA T K ) 18] B B R s ik
— 31l (qd X 5) s B i — 7, ®E L3 (qwk3) s AR —FL AR E PR, FHF AR —7] (5/
2/5) s B, PG HLIT 8 AR 45 2577 %

[0154]  HTARAFFWITTIERIA AT HIEY) AT LLELZ10. 005mg 22 255002 3 /7). £90. 05
v R 212502 58 /I EZ0. 53 b - 29 1002 v /571 (1) 5 it FH o 451 4, A A T AL G 40T LA B
£:71#70.005.0.05.0.5.5.10.20.30.40.50.100.150.200.250.300.350.400.4505%500%
750 . 005-500% v 2 [A] (1) BT A 771 & 1 &t H -

[0155] & H AR AL E A AR BB 58 CATRA AR L2 N 1ng/kg-2]
200mg/kg~#)1ng/kg-#1100mg/ kg5 #) Img/kg - £150mg/ kg . 20 &) (17 & ] LLRAT = A&
BFEHEAIR T2 lug/ kg H AP &R DL AR B &, B EAR T2 1ug/kg 41 10ug/
kg Z)25ug/kg Z150ug/ kg Z175ug/ kg £1100ng/ kg £11250g/kg £1150ng/kg  £1175ug/kg |
£1200ug/kg . £)225ng/kg . £1250ug/ kg £1275ug/kg . £1300ug/kg « £)325ug/ kg £1350ug/kg
#£)375ug/kg . £1400ng/ kg Z£1425ug/kg . £)1450ug/kg  £1475ug/kg . £1500ng / kg « £1525ug/kg
21550ug/kg . £1575ug/kg £1600ng/ kg £1625ng/kg . £1650ug/kg . £1675ug/ kg Z£1700ng/ kg
£)7250g/kg £17500g/ kg Z1775ug/kg . £1800ug/kg . £)825ug/kg . £1850ng / kg« Z£1875ug/kg
£1900ng/kg£1925ug/ kg £1950ng/ kg £1975ug/kg Z)1mg/ kg Z15mg/ kg £)10mg/kg . Z]
15mg/kg+#120mg/kg£125mg/ kg 2130mg/kg #)35mg/ kg £140mg/kg « #)45mg/kg + Z)50mg/
kg Z160mg/kgZ]70mg/kg . Z180mg/kg £190mg/ kg £1100mg/kg « £ 125mg/kg £ 150mg/kg
£7175mg/kg~£1200mg/kgBL LA b o FIAFIE & —McAE Ol T 28451, {H AT Re A7 A8 3 B A A B
e BB ARG T B (R A AR 0, IR A 0 A AE AR 2 09 Bl Y o 7B SEBR P I PR I8 M 8 B &
TG B SEPRe 2577 58, FOARI A 8 8 5 A 8 A 2 R o) 8 [ AS R T ez

[0156]  4n Rk, o] LUK AR AT AL & 5 58 0097 s MR 4 A it FH o 72— L8 St 7 &
o BT IR 5 G T A R ML 254 (epigenetic drug) AT HBIARIE “FM s L 254"
72 45 L 17 2 OULAB A% 1A 759 40 R0 VE I 9 o LB T A 1 S A9 R 2H B 1 R PR R A
Mg 2H B R =R L A R Il L 2H B 1 o PR R I L 4H B T BRI 4 R Y S S e A g AN
DNA FH 55 A2 il o 2H 2 1 Il < e Al 400 o) 7R A 5 (AN BR T ARAR A1 Atk (vorinostat) o
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[0157]  #F 55— ALt J7 S&rh, vl LURHAL T A s B P 24 5 A A TF b & & T
AT G B A s AR E o T DL S AR A T AL S W A S A BT VR AR B 24 1) S LR
AT (0 y BOR AR S RBOT R TVE E R BUA JT (brachy therapy)
A4 S PETEURPE R ) N 70 W7 32 AE WD RN T 4 (B FH0 3R - 4R Y 2= R AR
FEIR A~ (TNF) i AN ERITE IEAE T A BSOS 254 (91 4 ik ek 245) F0AEAn] e FL A 1)
7.

[0158]  HUIFE Ak A M S B0 5 AE AN BR T 05 B Bl 4010551 s DUMES ER 24 s DUkt s 245 5 (e 1t
R R ZE TSN (Gonadorelin gonist) ; ¥4 A4 Bl THIH 7] 5 F0 0 S5 A B T THI 1550 5 3k
EIE TR s BEAL TR s AR TR EE RS N 2B AR Wy s PRI A B A 770 s MMPHT i1 771 s mTOR ]
A PRI W s Ak & W s T B 2 R 2 O I A ) R 5 OURE R & 5 B BE B A R =
(heparanase) #I1i| 5f1] ; Ras B [F] T2 #0071 s L w4081 7] 5 2 3 B0 771) s ¥R 07 3%
PR L0889 A6 5 P s F L - 3401550 s Hsp 904 il 771 ; 25 A Bk 8 8 5 (kinesin spindle
protein) I F] s MEKHH1I550 s Br Mg Bu AR 25 s WAH LIRSS 259 5 BE m) / FEAK R B T BRI o
Al PR (R A0 S BE I/ BAI B 1 o B o e PR Wl v ME R AL S 0, LA ART ) A0 B e L A ke
WE.

(01591 =P il 14 A 7~ 451 14 F10) 77 28 B4 ) ) L AR A PR T 88 [ e, 4571 4 BT Ath 5 4H L A 7 3
IHAAR 3L W] 3H s AR SR B, Il = &K BB WK (roglethimide) (Mt & K 4%r
(pyridoglutethimide) « HI7& 740 (trilostane) % P S« B e e AR 25wk |y gy s oo 393 i
A R R e

[0160]  AEFR i 14 T ME SR 25 AR T A S8 55 VIR E ml B VTR I& & S A B IR B i
B PR B E AR T LR & & AR R BT R B (H AN PR T < BT EL 5 v
(abarelix) PEFmAk (goserelin) FUE ER 14 Hi AR o

01611 IR PR TG TR EFEEAR T I B R & LB R LB R =W
Bl S LA L 9 - i 21k - B BRUR K - = RS & IPNU - 166 148 o 7 1 3 4 il T T4 o1 771)
FEEANR T B EAY, Flin 2RI E FaFR RFEWE PR EMBEELILAE
(nemorubicin) ; BER IS 20 , 1 WK HE BUBR ANV 2 R s A1 YR F 55 25 2R 209, 0 ik e
IR =M EREN

[0162] Tl v M A B FE ARUE T L B A8 TUE AL S AN AUE B B R G 4 7, B dl(H
AR T BAZ LR R 25 , 9 8 A2 B AN 22 PO Ath 28 s K AR AL AE PR, 11 Tn K T Bk ot PR A R L
K Hr AN R K BB TR BV s g 4 N SR 2547 (discodermolides) s R /KA B AN
BRI = AT

(01631 J A5 T A BR il 12 1140 Je A 751) 60 48 IR I e S A Bl Tk i« 89 R A SR IR 2 24
W, AN B RV T RS SR T

[0164] 745 4 (1% A PR i P4 B4 B o At 40 61 770 B0 45 Cox - 241551 L 5 - bt L AR ) 2 - T
FR CRRAT Y, Bl ZEREH DS EH S At 5, 8i5- ki ks -2- 75 1
RKOTE I K

[0165] 5] M4 1% 3 IR s 4 4D 2 ot <462 Jeg i 10 g e o) 7 (C“MMP Al 577 ) B985 IR i 2 1 R ASE 42
¥ (peptidomimetic) MK (nonpeptidomimetic) #HiIFH] VUM ZATAEY B S Al
(batimastat) « % 5 @Al fth (marimastat,) Wk A fth (prinomastat) .3k &) fih

B
Ik
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(metastat) \BMS-279251.BAY12-9566.TAA211 MMI270BF1AAJ996 .

[0166]  F A5 1A 1) I FIR fitl 14 AR m T ORI i) 751) 60, 4 - $0 5] B 1 25 2R Ry AL 3 20 8 b (mTOR) F HL
HA PGS G, B anvE % 5Em] K 4E S ] \CCT-TT9MIABT578.

(01671 44 1 A FIR il 12 () HOAR T 42 ol L 465 - JUR S IE (5-FU) RS AR | 3 PO
DNAJSE 240 A9 , 451 a5 - 50 2% 0 5 R 3t PP At V52 R B M4 ARGk i /0 R ik B 45 B 5710, 49 2
R ZE.

[0168]  /m@IMERIAEFR WM A & B FE R HE N8 (cis-platin) 4
(cisplatinum) FHERYLFI4H .

(01691 45 M4 114 3 IR i A 1100 o 2, PR 2, JOAC P11 ) 751) A0 955 B A% 2248 (bengami de) B HATAE
W) FIPPI-2458.,

[0170] A5 P R AR RR il 12 f) U R 8 B35 A B B IR (etridonic acid) (SUBEER B & bk
PR IR OK TR IR B TR IR P IR B IR R S B I A A SR T R o

(01711 5] 1A Fh) Al P ) e ) e 86 B 0 0 3 ol 22 B S 0 ol 2 BR B0 - DML 1 2 B4
DUARER BT F 2% 4T . PRO64553F12C4 o« AT “Prak” 45 58 8 1 B g FE YUK L 2 e FE DT
P B 2D PR SE B HUAARTE BO 2 RE R E puAR , AT iR v B, REEA 13RI B 75 I AR
PERITT

[0172] 5] 1A 110 A R i A (100 28 P 2= P41 ) 900 5 1) P AL i i Bk R P 2= P A X1 A
Y, Bl 4nP1 -88F10GT2115.

[0173] AT FH IR 1E “Ras B [Fl Fh AL ) 717 45 4nH-Ras \K-RasBIN-Ras , =& 5 #E 7] | f%
ICEN i Ra s BURE VE AL G40, 5] Wik Jé ik 37 7 B 40 5510, 451 1L - 744832 . DK8GH57 . & IlT
EJe AR e (lonafarnib) .

(01741 78] 4 %) = IR ] A 4y s r e 401 ) 70 6, A 0 ) < 68 A O o o A B 12 FRO A 5400
5] a0 1 i BL B 52 AR A B, 9 A KE A R (telomestatin) o

(01751 5] A 114 A R i A (0] i 1 Tl 41 ) 5000 5 6 1) B AL Bt | i 10 g A 12 I
W, CFE AR T00 & oK

[0176] AR Fr AR FEAE “F T30 97 %1% M08 B A6 G407 035 - FMS - 15 16 = R Yo it 417
F 5 LA B ] | A B AN 1 FMS - 5 % 2 BRI 52 A4 (F1t-3R) & eI AL &4 TR T-B-D-
Fa] 57 A W g A L BT BB s H (I-B-D-arabinofuransylcytosine) (ara-c) Ml H JH %
(bisulfan) s FOALKF 7R , L AZ S r] | B2 ARC Bl o] [A) 22 P bk E R3S i AL 540

(01771 =gt R AR BRI 1 AR 1 ¢ - 30 7 L HEPKCA 12 KW 2 Ak B R AT AE A . SUL 1248
FIMLN518,

(01781 7= (1) A PR 1l 14 U HS PO il 751) A, 45 3 7] L B AR A IHS PO O 1 A 7E ATP ilg i 4
AL s 8BS 8 I R A B 1 5T B AR IR AR P A S R 1) P IR B A HS PO O 2% 7 2 1 ) 4k
E W B I | AR BN HIHSPOO I A £EATP R & M (1) 46 & 1) JC H 2 N HIHSPOO FR ATP B 14 1)
&Y R A BRI, BIAn17 -1 P 3 k17 - 2 A AR R TR R (1TAAG) K R 2
TR FUERE R R A AL B W) IR /R 7 B & (radicicol) FHDACHIHIFH.

(01791 ATy F () 18 “HEE 1) / ARG B 11 Joia T o Bl v e R AL S 40 s B el / PR IR ER B
BT O T TR B 1k A5 0 5 BRAEART ) A BT I/ AR R A5 7 0 7 1 T 2 IR VB il R/ B
22 SRR / B I T ) 71 B T IO g 4 ) 70 5 491 ) BB e PR ARG G o) L /NBBOAT AR AR
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KA T 52 Ak (PDGFR) ¥ 14 I A6 40 451 G 808 1) 2 AR B4 1) PDGE R 14 0 AL &4 » 451 N - 2%
He-2-mEnE - FE AT AW 10 AF 5 B JE \Sul01.SU6G6SFIGEB- 111 3 b) i) . FAAG w417 i) st 2T 4
o1 A= K PR 7 52 4 (FGFR) W& PRI AL A 90 5 ) B Ta) | B IR B4 ) it B 35 AR K TR 732 4k T
(IGF-TR) V& T B &40 » 451 Gn 88 ) | B IR BRAM A1) TGF - IRVEME (AL G400 s d) B I | P AT B4 1
Trk 52 4 I 220 BRI ¢ i s 1 PR AL B WD B T AR 25 1 (ephirin) BAFIAIF 5 e) 7] | B2 A 5l 4101 1)
Ax 152 R T e BR U I R i M PR AL 20 5 ) SR e L A I B30 i1l Re t 52 470 % L TR U5 g i A 1) 4k
W s g) B ) | PR B HIIK t/ SCERAZ A 2 BRI B v 1 14k &40 , B an A 5 38 JE s h) L)
PR A ¢ - Kt 52 AR 2 BRI v PE (WAL & B an A 5 8 e 5 1) S ) L PR E M il e - Ab1
FIE R T AT B R il 72 4 (19 B er - Ab LI ) 0 98 AR A4 1tk Ak &4, 451 4N - 2 25k -
2-WENE - FEAT AN, Bl an it D B JE s JE 1 JE s PD180970; AG957 ;NSC680410; PD173955 ; BLIA
WEJE ;s ) i m)  PEARSINH] DL NSRS 9 - 22 Z R/ 7 R B P Ra £ 5% A B 1 B C
(PKC) & 71 ,MEK . SRC+ JAK \FAK \PDK1.PKB/Ak t i{ i1 , Fl1Ras/MAPK 5 J% 1% 7t , A1/ 554 o i) HA £
0 5 il 5 e (CDK) % 5, 451 n 26 [ 6 A5, 093, 3307 AT I B i R AT , 491l n oK s 27
s 5B A B4k A9 ) SE 451 A FEUCN-01 . b 25 X \BAY43-9006 . & 8 1 % (bryostatin) 1. JRAL
FESE s B4R BT : RO318220F1R0320432:G06976; Isis 3521;LY333531/LY379196; S M mpiAL,
EW 1 JE FE R AL B A4 75 s PD184 3528 QANGOT , BRATT519 ;s k) HE [ B B4 k1) 2 1 R 2 18
PGS YRR AL A9, ) G0 R IR B L 5 8 R IR R R A A i 1) (tyrphostin) , 51
Tyrphostin A23/RG-50810;AG99;Tyrphostin AG213;Tyrphostin AG1748;Tyrphostin
AG490;Tyrphostin B44;Tyrphostin B44 (+) XfMt4k ; Tyrphostin AG555;AG494;
Tyrphostin AG556.AG957Fladaphostin (4- {[(2,5- “ ¥R REHEHL) L] & L) - R R 4
ot 35 sNSC6804 10 adaphostin) 5 1) $I ] 4 (R BSCH i) 52 44 1% 2 R Vg 119 3% 28 K IR 1~ K iR
(A5 — B AR B S Y — B84 T R I EGFR W ErbB2 . ErbB3.ErbB4) LA % & A1 11 28 A 44 1% M 14k
E), B nCP358774.ZD1839.ZM105180 s th Z Bk B pi P2 H L HFEE B . Juig B Jd.
0SI1-774.C1-1033.EKB-569.GW-2016.$i1AEl.1.E2.4.E2.5.E6.2.E6.4.E2.11.E6.3#0
E7.6.3, DL TH- LRG3 - [2, 3-d] BERERT A 5 Fllm) B2 ]  FEAK BN ¢ -Me t 523G VAL &
Yo

[0180]  Hft[r) | BAARK Bl ) 2 (3 Jo 0 Jo gk R il v 1k P s 491 1 XA 5 ) BT s R T L L B R
R 2 AL CDC25 Fr 4111551 , 451 2t [X] FH R (okadaic acid) BLIELATAW).

[0181]  S3AMWPLIMLE A st & W FE BG5S 8 B 5T sl S Sl ) OG5S 1) 55 Mg AL
il A ) WD 37 BRI TNP - 470 6

[0182]  Hirpr—fhak & Fh ] DL 5 A 2 T (ILSD L4011 350 2H & 45 FH 49 57 470 (4 B sl 42 160 o 16
YERILIT A S G . U B BT E 2 Ara-C VP-16. & BT KIT B AL B R
41 (carboplatinum) \PKC412.6- 5 ME04 (6-MP)  fiff iR & 04 i V52 L B8l K . SOM230 . FTY720.6-
Fi S WAL | T 7 VR L 6 - RPN BE R Al T R FENR 2 - R - 1H- SRSk 1, 3- ERATAEY 1 -
(4- FRNEHE) -4- (4- kg 2 H L) BRR sl L 2427 BT ez i 3h  1- (4- FORMGEE) -4- (4-nit
WE 2 B L) WORR IR AR AR L B AR E L R AR I R L AR A R R T SR A W)
7D4190.7D6474.SU5416.SU6668 « T £XEk .47 .RhuMAb \RhuFabmacugon ; FLT - 441 7] \FLT-
3457\ VEGFR - 21 gGI #7144 RPT46 10 DI ER HL 4L MMy 44 (porfimer sodium) \Fif %% A fih
(anecortave) Ml Z P4 J¢ (triamcinolone) A AT IFA11-a-epihydrocotisol i 5 & &
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i (cortexolone) «17a-F2 52 | 5z Joa B 2 480 52 Joia B =2 )  E ) | 1tb ZEOK A Sl A R A
AR R A S AN/ BAE B AR SRR T P bk B R BRI R ) R TR
BEEAZ IR AT A2 - shRNAMIsiRNA.

[0183]  Hrr—Fh a2 Fhid n] LA 5 A A FFRILSD 106 77 285 A48 F 1 28 — ¥R 97 770 1 55 AT
SIS AL FEAE AN PR T < BT 7R 3 B Y6 9T 24, 9 0 22 AR R S5 AN B W) B B s R AR YR IT
2, B EnL-DOPA/ R Z B2\ Al R B B ILJE &\ Hi 50 & (pramipexole) RER 5 5 & A
i (pergolide) \ARIFZR (trihexephendyl) MWLl : HI 1697 2 KV (MS) HI254
BB E (F W AVONEX® F1IREBIF®) i fRi% i Bk (glatiramer acetate) FIKFE
R ;s W Ry IRV 9T 24, B vl T BB A i 8wl s s VR IT RS #2028 25900, 91 0 P R
4 J8@ (risperdal) B EGFE (seroquel) MIFRIRNEEE (haloperidol) s 37T 48 24 , 51l 57 Jofi 2 I3
P TNFBHE 7 751 TL - TRA g AR RS2 R4 | A Bl Pk g AR A Ut Ik g 5 B 98 8 4 71, L Ay FU il 57
BN R A e 2 E] R 2R B IR L0 T HUER R T S [ I PR It fie A P e
WA FIAN R LE I 5 #0278 TR R 1, 497 G 2 T Lk s e o1 51 W MA O 1) 751 P 26 S i dmd R 24
2 IR E B R RS (riluzole) BRETIAG AR 24 s F V697 O MU 50 I 24540 , 157 B -
BEL W 751 - ACEI i1l 771« ) PR 245 S T 15 21 24547 605 3 1 L s 7 Bl At T 2R 2590 s 9897 R 1)
25, 45 T iz Joa S [ e 2% SRR e TR R AL B 24 s FH TR T LB R 24540 , 49 4n e o 2
] B\ e 3 I3 24, AR TR s BORH VR 97 SR B R B 1 i (X 254, 9 dn y -BREE

[0184] W] UL AN T B4 & W4 & 48 B I o B8 9607 1 14 7] 100 — o B 22 P S 4 33
HH BT I PR SR fh] 2 A

[0185] R A TF BG40 B 28 5 AR i Y0 S0 Tt FH 04 42 A b 14 245 2 S e 335 1) 25 W Ak VR
e — Dt o A8 2 A FH B 25 46 DA BT 30 R FH — PP el 22 A B 2 BT 252 1)
FARTEL ], Bk 284 AHE L A/ 806 R T TA A A S I B 78— AN SEit 7 5
o RN TR T RS AR AT E VIR Z) % bl 5z FIRTE A M 25 H &

[0186] XLz Wi & Wy n] LA e i o VR A VA DR L b e L LA g L
BRR T 07 VR ) 2% o 3 224 1R 1) 55 e T i 4938 0 e s A% o 2l o IRt FH VR T A A )
KATHIAE DI, - IR b2 Fr 551 T 35751 BEOR)  va i mit ) 1 E 2X. 24 BLR A X
it FHISE , 20 G103 v] DL 2 A [ AR B804, 491 G BRI Bl e 7)o e 7410 T 3 50 ARSI T B 2 4
0.01% -2995% N1 % - 2350 % A A T AL &9 - 24 LA AR Xt B, BT LI
PRER A, B 7K Aoy B Bh A B P SRR R o AR T S A 038 o] DL A AR B R K
T A R L SRS B I Y AR T U B, S S B E R 1140.1% -4
90% B aNZ11 % - 2150 % AR A TF LA o

(01871 ek DK PN B Bk B8R 1 v S it FH V6 97 B AR AR A T AL B P, A 2
TCRJE i B A AT 432 7K TR 2 X 8 B b v 252 (1) fEpH L S8 5Kk 1t RRUE TR 56 T
T LA A B IO A R o) & T8 T AR B R R o Tk A B R BB Ry S B 4
R/ Sib R C T ST

[0188] AR AT -GN LLES 5y 5 AR A T 245 %7 bRl 2 AR 24 & o fE — A8
W7 S R T RS AR AT A Y a2 5 BT W BRI NZ  E AT
WARHI W HE W) . fERemington’ s Pharmaceutical Sciences,Mack Publishing Co.,
Easton,PA, 5519k . 1995 #R T FrifE 25 W F A o 1X S HAAR AT LK 3 14 770 Be #1771 S A
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T HEEBE I R VAR TR P R 3 91 S TR B AR, L TR T R IR D IR 25
il 77 AT LI I 5120 BRA5 21 A A TT IR A A 0 n 21 [ AR T 57 o, AR IR B B A5V
Y0, IR T B INE A R , AR R S, K18 B S B BE S 3E A IR T B
FE A5 G A2 78 70 RN T 24 25 1) o o 4n SR A B, W DI R 7

(01891 WJ LLKG A FF B4k A W e il FH T 38 ey S 51 il o el e 3 i 42 v i 15 4
Jiti FH o -3 e 1 ol 70 AT A DA SRS 550 2R 1 3 48 DA 2 3 L A R o £ 1977 TR R T 22 )
BRI XAFAE BT IR 4G )] DL 3 W07 3 1 SR P A JoT A (TR B 7 S T i B LRI T
2, FF HLAT DA BC 42 5, 451 B2 511) S A8 5 1A/ B3 B o

[0190] -l B A1t F (40 24 0 4 A0 435 K v P a0 3 P 9 R /K Vo 23 9, T DLt
AN TE AL P TR A V) % S 2 PR VR M VA B VR BT o 33 5 T 2% I I 7] A o B 6 T
97 H B A B 7 R T o 7 T S VR B T LA B VR BRSO AT A M, VR B IE
AT DLE A 1 G B RS S B Nk & DV AR B0, A4 e i % v BE VR A RV T - B, AR
AFFRE AP AT DLk R T, H A T AEAE A7 & & B9 58 an J B T 3R /K A
[0191] AN FF AL AWt AT DURC ] B B 4L &0 90 A 77 5 A B8 E %771 (retention
enemas) , FM5 W1 E A BRI R 50 B 1 TR BI04, A A FF A0 G 4k T LA T i B
W PE 55 o T LA AR N (B 20, 52 SOV PN ) BRI sk AL P v S ke it FH 3% 8K Ak 7 BRI
Bian , A A TGP PS5 IE A 1RV R EER KA L (91 G C 1] S 7 P 42 52 11 3
(1 7L 551 B A8 4 IR — L i

[0192]  ReJtth, AR A TSP T LLCLLL R O & 80l R - 77, & A R
TEFNGGn Ve ¥ B FLRE s B R IR FE BB (ovule) v, HAN & AN TF AL &4 55 5 TR 7
TR A BIAS A T B4 5 B8 Tt 7 BT AR, 25 A R AR R B 701 o X SRS 1) 7 ] DA
25 b n B2 AN N S8 B AR SR 4 o AR A T I A Wt el DL I AT 4 0
Fik LIPS B2 SRR Bl K PR S o 0T B8 A A A T B4 A4 31 28t DTG T 7K
WO A, Fo ] DS A e o, 491 G 3 i R G R b e R AR DA A S I v A
ik .

[0193]  FE 5 — Aty B, RATFRME T4 &, HE SR AT BEHEARATT
L&A EY) a2 NAF TN T SEiiAR AT 71 AL — N SLit 7 B+,
Frid 2 A& AR AT &Y (BE B R AT FIML SV EHD) , FALSE AR 2 43151 12 &
PR EE B, A NSTE TR 2 48 L EE 7R 2] & P ARSS AR SR 7 H TRt &4
BUAH G W) St AR R BH ) 5 1 o AE — N St 7 R, BT i A A W) LA A ) LS 7R B 60288 . B
AR 245 F08 mT DAL RS A F T AR TOHA Bt A s A it A S 26 B

[0194]  OR3E “H A FMbILSD 1HR AL A 25 1 FH 5 B iE” A2 Fi - FLFPLSD1 8 B sl B (1) 9%
I3 BRI, 45 AT LSD 1A T 5 95 BRIFSAE 0 A AE i3k 3k 2 R i L ) 5 05 BRUAE 5 B
CL &0 AT FLSD LRI YA T 1R 998 B AE o B 2995 14 ) T B0 FEAELAS PR T i 18 1 H & e
P85 T 0 « 98 PR AT 398 A S B B E A SRS o AN AT S B RN T B 5 M 2
0B 2 75 e KA A e 5 4 B 2K TR VA 7 R LSD 41 700 A 5 9 B RE 49 2 38 3k T
i FH T PPAR 45 12 A A A 0N R V2R 5

[0195]  RAB “LSD1” | “W & M5 7 1 i R Bl - 17 L WS IR S v 4L 2 1 It P L il 1A
IR (K) 45 571 B FF SR B 1A B “LSD- 17 A2 [R] SURAE , 2 Fi5 B KDM 1 AZE [R] 4 L) 119 A4 PN 11
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— PR i ARTELSDLELFELSD (1 [R] TR TGS AR A o LSD1 AR 3 28 14 3t 14k B Jrg S8 A Il , FLmT LA
ol B - R - FR R A s IR M, PR S AR 1) 2 R 1 3R IR 4 AN 9 (H3K4FITHBK9) o

[0196] R “55 —JRJI7 " RIBAF T AR NI A& B 2 F0H T8 77 B O 1599 5%
T BRI 77 o 81 40 5 2208 R A P S ()5 o3 BSOS RE B, B8 ¥R 7R vl LR A9 dn 2 0 B AT
ZIUTEAZBE B TR

[0197]  ORIE W™ B RRE" 7 18 7 TA 9 A2 3 BRUIR DL B D B I HL AT LA DURE @ AR AE VAE
RN/ BT g RS i T 3R I H SR B 2R AR /B BB a0 R ST UE SE 1), R AT I &1 2
LSDI B FHIF7), vy L 9677 BB e A I LSD 14 Bt A i F f0 50 A i o

[0198]  ASCAT FH BIARIE “YEI7 A& T8 T B 90 B 5O 15 T3 B0 i AN/ B85 2 AR SR FRDREIR o
SR AHERR  AE G T PR B E FE AN 75 2 58 42 1 R 5073 09 iE 55 2 A SR RRE IR » A3 IR
77 R SO 25 FE IR A2 1) 75 X AR T I B V697 A SR AR A T B &4 - 1697 1]
DA CASE R A 5 ), 48 e bR o ¥ 77 RT AR S A P ke 2%, v DLB FE AT AR SRR, Bl m
PR HAIRIT , BN E 4R 167 RIS DL R

(01991 ASCAT FH BIARAE “TiRs™ A By 18 A2 Fi TR 92 0 B0 R R/ B A Bl e R i AR B33
BH 1B AN A BB 10 7 90 o A SCIT FH B “T0R) ™ A B 11 30 /B 455 9iE 22 399 AR/ 1 L A B RE IR )
AR T BRAR A U5 A XU, o AR “TRUISH™ A1 “Bly 1B mT DLELEE “TREF VR )T, R IRE AR BE
P50 BRI E (LA T T R A 5 o B i B 0 B R B R I KU R LB B T R R AR R
93 B E B 508 BRI IE B A TR H ORG99 B IE B 2 T A 4 ) 1 0 B
PR R IR ReE

[0200]  ASCATHH FIARIE “YE97 A 30" BB AN E” & fs —Fh e 2 P R &, 2 E
kAR AT B 75 it FH I 2 DA 75 B AN 0 ik — PR el 2 Bl TR I B ST B
BCIIIPR PRI T 20 o FE S E B & B P RE IS L R, 2990 (96 9T B R AT LAk /b (BRAE
— B R b BE A B 1) AN A BE 1 200 1 B 932 e 200 PR ) B 5 RN R K0 s i (R
— E RS 1 BH A sl k) e 4 R I 2 A B g R s 4 (BPAE — e R P BE i s BHLLE) B %
B s fE— e AR A b AR 4 A/ BRE — e R BRI iE A OB — P ELZ R IR .
it BT it FH AL S P s & B I DU e g i A KR/ s R AR A T N R T S, e T
HA A0 A KA R R A/ B4 B 1

[0201]  ORIE “Z 88" 248 th & & TAE0% i 20 R AN/ S AR FE 2540 77 B AR r] It 28 A
Eziky/ B

[0202]  RAE 007 AR 4] b I A S, LR At 1 ane] it A 2= S e, DL SRR
Az 2 TN BB A 12 7 i DS Al R A R B 75 B 1Y) 2 A MR AT A5 A o e 4 T
AN I B

[0203]  “JL[F] (concurrent) i Fl”  “ZHA il F” IR it B AR 2RALL I 4608 2= 48 170 BVR 97
(AN A e [ e FH T e B85 22 P 245400« BT I 3 [R)7 2 8 B b 245470 [) B it FH) S 38 7E AS [ B )
DA AR WP 40K U it FH o A T 5 0 SR A 2 () B e D T A AT T DA — S I AR e B2 1
I 7 it FH 25 A4, DUEE S (L BT 75 B VR T7 2508, I BLRE W R R HEAE FH - i n , AR A FF &4
AT LA B8 3R 7 7 [R] B e BSC7E A 5] 0 e ] 50 AT A WP 20 it FH o 2 8 T BRI A 0 R 56
ZRIT AR PLUMEATE B B AE AT IE A SR o i A AT &Y 55
TVRYT FUASFE R i P R B A, BT LA EATT DM R e T A TR R AR 4
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w, ] LATE M)A 7 B AN FH 58 387 77 /967 5 X (B an iy 2 B/ (1 an 2 w5 434, 15
O350, 3045450, 455550, 1/NET , 2/NE , 4/NBE , 6 /NI, 127N, 247N, 48/NB, 727N, 96 7]
1,20, 3 ), 4,5, 6, 8B 12 (HEN 5 5 (Blhn 2 JE55r %, 15438, 304>
Bl A5l 1N, 27N 47N, 6/8E S 127N, 247N, 487N, 727N, 967N, 1, 2
3, A5, 68, 8 JE B 12 ) Jiti FHAS A TF AL &) o LR 25 Fh S it 5 e, ] B 1 -8 s 1
1034 [A] B 30438 < [B] B 20 T 1/INEF < T8) B 1IN < 16 B 1 /N B - 2/0NEF S TRD B 2 /8B - 370N < 1]
B 3/INE -4 /N | TB] @ 47N - 5/NET | (8] B 5 /0N B - 6 /8B [B] B 6 /NI - 770N T] B 770N B - 8708
I [B]B@ 8 /NI - 97N S TRT RO /N - 10/INE S TATRE 1O /NEE - 1T L/INIR S [RTBE L L/ZNS - 120N ] B
AR Ik 24 /)N it B 18] B A e 48 /0N B it FH AR A Ak S AN SR 3B T A AR — AN Sl T &
H, DAL 143 Bk 42 29 24 /)N 114 18] B e FH 459 7V R 4 5 o

[0204]  BRAESA VLA, B ILERHR A AT WA B R S (R ERCR Bk 11 R 3¢
H)  ARAE 7 AN KT AR A B R ARRE g B 55 B, 19 R A A S
A V5 BB 51 IR & 78 FAE 23 Bl F8 AR N ZE B P B A BB 1 1 5 vk, BB B
[RBR AN, HLARRAS Bd  E AR R U B b s R e AN A SO iR — S — B
AE F3 A BA S 5 00 A ST 4 A4 R A AT AN i S B s M E (B el an” L N
“Ur”) O AE FH 5 A B L O AR A FF AT 28 150 B, AN A A T (199 A4 RS PR 1) o A 136 B 45
BT B IR R RAT A AR SRR 20 T LA A T & AN D i

[0205]  FEAR A TFFH, B B I BCE R R 50— N 2R B — 5B 0 48 AE “x &R L
A7 RFE-Cl.-F.-Brk-1.

[0206]  FEAR AT, B FH I B A D S — A P ) — 3B o0 RO “R 287 A2 48 -
NO

20

(02071 FEA N TTrf, B B0 B0 A D oy — A 22 AT 08— 8 206 P AR AR U A2 4 -
CN,
[0208]  FEA N TTHf, B FH B0 B0 A D 5y — A2 AT 08— 8 20 AR AR ™ 2 4 -

OH.

02091 A A TR, BRI OB 1 9 73—/ KL 9 — 50 43 (P O R e B R4
WA B T B S B IS I LA LR L2 T, BIC, e, S A 16 O B
T A C o L 1 £ C 01 2« C e B P B S P £, e P 2 5
SR PR 7 AN ST R TR BRI RC, | BRI TE B AN R i g
RO, JeHk TE TN BT G HERLC, R E 5 AN T S, BT
BEC, | ook A5 S ST 7 o, A RS R SRC, | e 78 B NS R Bk
Bk B ELREC, Jdh e — N IMITT SR T M S C, R 15 T — AN SR R
b TR R ELREC, KA o 7 T — AN ST kL TR B RS REC, K L T — AN
M7 e A e LB B S BEC, bt TR R B PR OC, | b B T 2
PR L T - T A T - T 3T DA B Ak TR S R
HIPE R IMERIC, e HE LT I 2 0 P SR T3 - T BTSRRI~ T3,
[0210] A A FF o, 8 Y 1 B8 A0 73— A L 19— 343 PR R 8 A B 7
e R g R AR (B 1 2803 AN AR UAR B LS 52 SR e, B P B
M 1S A % B T e R I S L B L |
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Je SR TOE S 7 LRI R AL R IL I R AN IR Bk o AE — NSt T S, PR B A
FER A BRI AR AL — AT b, I AR U R R e g — P I R AR IR
i) P PR 1) DA 34 EATG A o 36445 - CHLCHLNO,, « - CH, SO, CH,, CH,CH, CO,H, - CH,CH, SO,CH, + -
CH,CH,COPhA1-CH,C.H, -

[0211] FEA T, B P ) B R0 53— A SRR — B 0 FH AR A fe k™ 2 1
VR ATES 20 A AT (B35 — A s AN U ) MR BRI RS A B 8- 12 I 11
BN BIC, IR, B S A A E B SR TR A AN SR T S, BT iR A e
HA WA AL ADLHETT A Frid A e LA — 3 AL 7 ST R, B e
HIEC, FABETE AL M7 R FiR A Bk 2 Cy FAERE o AR IR IE B ] 1R O 3 J
SEAARIR L AT AR VIR PR OBk IR BRAE VIR B L[ UK T 2k (norborny 1) L ZE b
(decalin) ZexWIlked: IR OOl S IR AR R AN R Ut 55

[0212]  FEA AT b, SOV I 83 1R D 55— 3 P G — 3 0 (8 Y AR 3 s A K Y
e B AR AR B 1 2803 UPQEE AR B SCHI e SCRI 3R e » B i B G
2LVAS b AENETENNTER N IR IS E N SR N E AW IR T AR N AW TR R =)
e | 5 Jor B AU Jor B | TR U IR S R S | B B | O R o BRI G |
77 MR R I RIS Btk AR RO PR G, I PRI AR U O 2 ik
PRI 2% 97 3 AR BRI 2 A I e S et L (B2) et (B AL i dik (St e S Al
(FHIE) e dik o 72— ST SR, IR AR S BB A e R 45 P AN ORI 42 53— S8
fi75 s AT BRI PR B g — NI U 7R 55— AN St R AR A
IR BEFEAE — R IR B (25 Bedk RSN, AR PR B 2R AT A U R e o 5 -

YO-““‘NHQ
j SN
H
[0214]  FEANTFH, BRAE FH A B N o — AN SR ) — 30 04 FH B ARE “W 2 B e &
1 2803 - UL )b SO A2 SRR e o AE — NS 5 S o BRI S C, JAHE 12 5
— AN T S BT IR B EC, B o PR M PR s ) 0 B LS 0 R A R A
It T AL A TS L G A s A
[0215]  fEA T, B FH A B R 55— 3R ) — 350 4058 FH B AR 8 AT e B
I 37 A8 AR B B B 1L 280 3N AR I AR 1 B S BT e SR M 3, BT IR B 3 A A7

Hue B b 3R AR U R EUE e et | e A L s A R e A L e A
b AE B Ak T ik R L 7 e U L e R I A L T S L I A B T B L e R R T

H e

YepiNog
Ssaleg
O (O
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FEPRHL e LR TR I | O BEAR ORI BRI R AR IE L b IR A R B A I BRI O
e AT 4455 FE AT IR B G 4930 3

[0216]  FEARATFFH, B FH B BCE AR R 53— AN B — 304048 FH R O ™ 2 e
H 128034 - Bk =B LSO 8 ke 36 A — AN SEiiti R, BT id b B — ANk - ik
S AE AT R FTR MR RC, BRI AE S — AN T R, AR R C, B
AV R 1) 1 R A8 1 R B SR A 4 R S PR LT bR L2 - TR | bR B A L

[0217]  FEAR AT, B FH I B8 A D g — A 2 A ) — 38 405 A RO AT AR
FRIE” S i AR I B0 1 283N AR SR BUAR K b ST s SRR S B AR ik 37
e B I L R VR B R R AL L e R i A e B e e R
PJse ST T5 I AT 5 B A e SRR I L A I L R G R A I e BRI L O A
8 T E YRR Y TR S I YO N T VR W R e AL A b
Fe AT 4455 FE AT B I 4930 3

[0218]  FEARATFFH, B FH B BCEAE R T3 — AN B ) — 304048 FH BRI “i AR R 2
Fa b — AN a2 AN S TR B T R I b o FE AN SE T SR, B A 1L 28034 R
A/ BT UK A 53— ANt 7 S, BT g AUe 8 /2 C 1 At JE o A R i) 12 () 7 491 42
s A R 2 2- o2 . R P EF PR ERoE ., 1- /o 2,2-
WO 2,2,2- R LHE3,3,3- = HIAFE 4,4, 4- =5 T A =& T,

[0219]  FEARATFFH, B FH B BCEAE R 55— AN B B — 30408 FH BRI “FR B b R 2
TapE 1 283 R B U B b 26 o 76— AN SEtE 7 R, Frid R L e B e — R e ik, B — A
FRIEEUAR AE 3B — ANty P, Frid RS e ik oy — R ket RO AN R S U

[0220]  7E 55— ALt 7 v, AT FR L b B2 C, i be it o R PR 14 () s 491 1k ) e
FAFERIE I BRI L BRI IE T I, Bl N1 - BRI 2t 2- R L 1, 2- R
B 2- PRI (3- PRI (3R AL T 4R TR 2 FR - - AR 3
AN -2- 5,

[0221]  FEARATFFH, B FH B BCE AR R 55— AN B B — 3408 FH ORI “fe S| L 2 18
5 AR w8 T T AT AR IR o 228 AT S B ) B J 2 A 3 AR 40 0 228 Bl A T e AR 11
Bk AE— ST B, TR AR R C, eIk AR T — AN St T B, iR A A R S
AR AR T IERRIC, ek, G0 PR AR L Z SR R AR T A

[0222]  FEARATFFH, B FH B BCE AR R 55— AN B B — 304048 FH BRI e B ™ 2
TR AT 1% BUR R e B BRI AR IR 7 o £ — NSt 7 S, rik e B A /2 € b FEmmi e
R A 28 FR 7 51 A28 14 e e it 22 £ 465 - SCH, A1 - SCHLCH, o

[0223]  FEARAFFH, B A B ECE AR R 55— AN JE B — 38 448 FH BRI ot U B e 2k
T FE A St SR I AR ) e 2 o = RS 1) 1 P s 1) 2 ) e S 3 o R 9 P 40 PR L R A0 2038
AL I A T Z R I B 23 T 3 S T TR
SRR AR AN TAREFRE T AR FTERERE T
AL AN A S

[0224]  FEARAFFH, B A B ECE AR R 5 — AN B — 38 448 FH BRI i AR b S AL
Fe 85 R v R B 1 e ARt 2 A BR P ) 7 9] A 1 e AR o A A AR R A2
HAR L =R A AN2,2,2- =& O E 3
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[0225]  FEARATFFH, B FH B BCE AR R 53— AN B — 30 4048 FH B R 1 05 27 2 e B
IR A 6- 140557, BIC,-C, 05 % , 5 B 8 8 i S 1250 AR R 1
75 1 P 55 R B 4G 2RI (45 08 “Ph”) (285 CHEJE L B L B0 L OO (R ORSE L BRSO
(biphenylenyl) FlZj 4 . fE— NS 75 S8, Bridk 75 R R B AR 2k o 75 o) — AN St 7
H, BT IR 5 B R 2R

[0226]  FEAR AT, B FH I B8 A D S — A 2 P ) — 3B 405 A RO AT AR
75257 TR b SCHTRE X U5 R AR I B0 B 1 -5 AN AR HUAR , Frid AR B T ik
EEEENRGE N E W N W E T N T N e Yo S R
ot SE IS O B AR O I S A L B S L R A | R A TR A | b A A | U A
B B LRSI | 57 FL AR L R AL R E e Bt TR BRI e A 3 R IR Y
AR 75 2 AT AR 2% 05 2 AR HUR P A PR3 b i i e 2t L (R ik . (R 2L 4t
FEBRIL B IEAN (LRI S gt

[0227]  #E—ANSLiiti e, BT AT g AR I 0% 22 2 AT IR AR I 2R 3 o 72— AN St R
FIT IR AT 336 B (1) R JE B A DY AN AR S o 7 ) — AN St 7 S8 v, P AT e AR R B B =
IR AE 7 — AN SLiti 7 B, BT R IR B I 2R 28 B AN U2 78 5 — A et 7 &
B AT 3 AR R 2R 2 B — AN OGRS o R PR a4 ) 7 9] e Py AR 1 0 B A 2 - R OR
B 2-FAAEOR AL\ 2- G R 0L 2 - SR O L 2- YRR (3 - R OR 0L L 3- AR B R 0k L 3- R 2L
3G A-FEOREL 4- L ORI AR ORI A4 RUOR I A SUOR D 2,6 - mUOR AL
2,6- - 2- I 3- ARSI 2- 20 3- AR R AR 3,4 - ARG IR L 3,5
TR ORFES 5 T -FFE IR (3,5 AL, 4- R OR AL 2 -3 - AR RIS - A -4 - UK
B o RABAT IR AR 75 24 2 45 B0 46 B A W & 00 B I PR e R0 B & A e EUAR I 2 3
FEIR (P[] o 12 IR ) 1 ) S48 £ 4

L0 SO0 L
L0+ LD

(02291 FEAS N TF i, B (¥ B8 108 53— 2k K — 3 0 Y AR T 05 2™ 2
85 A v AU T I FR A B 55 58 o AR IR A 1k A s 42 1) 57 2 S8 B /& PhO -

(02301 FEASTF b, B ¥ B0 1 08 53— 2 IR — 3B 23 Y B AR T8 57 ek A 2™
et 5 AR U T R 1097 Btk o ARBRFIVE (7] 1R ¥ 95 be 2 4 22 PhCH,0 -

(02311 FEA A TP, A K B AR D 53— A R IR — 0 23 18 IR AR 3 9% 57 287 B
“URTTRI” FEFR I I GT R AR LRS- AN IR 1, RIS B 14-J008 07 4, Hh g
AR AR BT AR AL I 1% E AR BN R A% ST B A A — AN ST SR, ik A
75 A2 384N AL T B A BN I 2% I 1 o A — AN SE BT S8, Bk 2k 05 2 B
=ARIET AT AR R TR A 0T A IR R T A ST = L
B2 77 3 BA AR JET o AR A 0 75 B 0 2 5 i 0 R B AR [ Wy Sk V2R 0F

[0228]
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[2,3-b] Mgy JE \WE L (thianthrenyl) PRI | 2R R IR I | ILL g 26 L 7 O S IR 2k L ORI
W e il 3 (benzooxazonyl) (0075 Ak L I I 35 | 2H - PR % 5 | Ak g J6 | IR A 5 b e 6 | b g 5 |
MY P 36 | 1 e i b g a6 | S M | SH - W WA I | Mg WA s | W e I | M4y G | S5 A R JEE | I R 3
Pk 1R 3 | 25 e | e b I | s I bR R L M R L da - HE IR R IR (B - IHE R I | SEmE R LY g
Hoommng L GEM Mk IE Ly R 3L (phenazinyl) | PgE M 3L | S ongE e 3L my ngE g 3
(phenothiazolyl) SRR (R nE AWy MERE 3, 78— AN St 7 2, FTid 4% 5 3k =& e )y
B (7 hnnggmy - 2- FFNEE Y - 3- J8) (IR A (f97) 2 - Ik Mg 2 P 3 - PR ) b gt 28 (437 1H - b
-2~ FEATTH-NHE S - 3-FE) (IR MR IR (451] i 2H - PR 4 - 2 - JE R 2H - IR W - 4 - 58) ik M 6 (497 21 1H -
MR - 3 - 36 | TH-PEL Pk - 4 - SRR TH- ik - 5- ) bk 56 (451 b e - 2- 35 L bk e - 3 - S At e -4 -
FE) (m e I ({5 rmE g 2 - R (W e 4 - FE RN 5 - FE) (e kL (4] i mE e - 2 - L (NgE Ik - 4 - FE A
WEAE -5 - ) | S MR R ({3 G e M A - 3 - K | S MR - 4 - LRI S R AR - 5 - L) (IR AR L ({3 G
M - 2 - S IWRERAE - 4 - BEORHIE R - 5- J5) | SR L (f1] G SR el - 3- | SR - 4 - LT SR - 5 -
55 mlong ML (51 Gn TH- Mgl - 3-358) o R “JR 05 87 30 B0 45 1T BE [FIN- A4 o A R P 1) 7~ 451
P BN - S A 72 PEE WE FEN - S A A7) o BTk 2% 5 255 AT DLE A o] R A i B R -5 29 1)
HARER S

[0232]  #E—ANSEHti T R, ik 4 05 At 5- 86 - Ju Ak 05 Bk AR — AN SETt T B, Frid AR 05
SAES-Ju R g Ik, B 55 3 R RIS IR R, H A GBI T, A SR i 2 /b — AN R 1
BT Hhde S8 SERH AR I 2% iR A o AR BR ) R 7 451 14 1 5 - e % 5 R L FE ey | PR I
B i L TR I IR A L | SR L | S I A T S I R L

[0233]  #E 55— ALt 7 Serh, FITal 2 05 HE A 6- JU AR 05 2k, 9 N 2 O HE A BRI DS TR IR R, H
HANIE T, Hrp 3 2D — ANk R 4 B B AR AR PR 18 B 7~ 91 4 (1) 6 - o 2 5 i
A0, 475 MLk P S bk PR s | P i L AR ik g

[0234]  FEAR T, B I B R DR Iy — AN B — 5B 40450 A B9 RS Ak AR 1)
HT5HEE” e BT e X AR5 HE e AR B B B i 1 - 4 AR | 91 4n 1 2 B X
A, BB AR SN M0 [ g 2R L A SRUBE VR 0 VU e AR i L e AR R | i A
By OB I i B NI R AW N B B N B 1B I B e N L e LAY e N
G VAR AL L O SRR B SR I I L O SRR L SR AL R SR A b 2 AT BRI AR
Fe s W 2 L o Ak BUAR ) O R A e A I % T 2 ATk EAR 1 A BRI | e R S o
(F L) etk . (B2 E) e (SR AR be A (e PR 3L Be it o 7E — NSt 7 2, P e Y
AR5 T B A — AN B AT = T R Bk B U 1T DA BAR

[0235] RT3 M A 4 05 2k 2 A0, 4 B A A & (A e B 30 o 35 RO 5 (1) 4 e A
) 25 PRI J (] o S PR A1) 12 1) SE 48] B4

\ N"‘N

[0237] £ 55— NSt 7 S FﬁLxﬁfj‘%E4ﬁlﬁﬂlf€E@9‘14713#%}?)5%}1%’/\EPHZ
— AR AR TR A B A 2% SR B AR S A ST S PR 2k
75 HeFEAR R BRI 9- 70 I I R &, Heh A 2 — I A B AN R T o e AR
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RN 0 2% B A ARBR B 1 19 - 2214 - 70 “ I 97 IR AR 4 -

N
N\ \ N
OO Aoy aosTAOS
\ H
N Z NN \ Y
\ /\\ \
S N _N /N\_/
| AN \N—*: N
Z~N . N ! = =%
\ H

N

(02391 FEA A TFrf, B Y R B0 1 D9 53— A2 T AR — 38 23 (8 P R AR 2% 347 Bl 0
PRIE AR TR AR S0 AN AN ) (B e A — A~ B A XU ) SRR [, B — A
NE=AIN, HA3- 1A, B3 - B 14- o303, o 3 22— [ 20— AN B SR 1 i
JE 7 B AR AL — AL TS S, PR A st 4- 8- Ju s M St o AN IR SR LI H 5
JE 7 s B I T, BRI RRIAN ; A/ BV 1, Hn] DL SR A B AL o AR AL i 2L
IR -CH, - #¢-C (=0) - B AAREE ], GIAnAIRIREE , 4n2 - kv foe i, FOPAIR I 3L 141, 4B~ P
BERZ S v - B 6 - A% € - Y B AR IBE - 2- i AR T8 8 A 5E” 30 B0 45 HAT A & (R ik I
ARH 75 3 ) 3 (4] , 9] v Wi I | €0t - 4 - ik o 72— AN SEJE T S8, PR 28 N &5 — N3
AN A Bl P AN SN/ BRI T (1495 - 06 - TC IR MAIR 2 [ o 2 P 3 W] U a3 iod A 7 ) R
18R BURUE 15 73 1 IR HL AR A 0 JEE 1% o ARBIR M 2R (K0 s 451 12 1) 2% 20 2 4 W 2 DY it
VR 256 | 2 - AR Jo - 3- B IR IGE - 2- W VR - 2, 6 - ) 2 - K P A ] L IR g 66 Pl bR s | R
EN S I VN e

(02401 FEA N TTrf, B FH B0 B0 A 9 5y — A2k AT 08— 3 206 P PR AR R e BRUAR Y)
AIAEE” B A B SO SR A A2 R B 45 1 - 4N SR U, B i B G A
M B b 3R AR R R EUE e et | e A L s A R e A L e A
b AE A, L 7 e SR | 7 e SR L e O L T R L I A L T S L e R AR L e
SEIEIRIE (CF,C (=0) - I S IRIL | fe S R IE I | 07 SL AL I R0k RS e ik L e 3 A% TN
(MEIEZD e~ Jﬁ%ﬁ% BRIk AR AR 57 2 AT IR UK 2 97 2 AR U 2 302 L e S 2k
Fedk | (&) bedk . (FBLE2E) e d Sk e 5 B (e 3A38) Joedk o A AT UK AR AEAR Tl A
PR s U T BX 3 b o AR BRI R s 4] 1 AR AR A A S R 4 -
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/n\ /\O'/\b«f “Q

[0242]  FEA TP, BAAE B K B E 1R 53— AR — &1 \@ﬁﬁﬂﬁﬂt “EIE” AR
R -NRPRHIEE ], FA R IR AT bR e SR SR AT B A Bt AT N
R 5 JE AT R AR 1 4 PR BAT A HUAR 11 2 55 3, s RO IR — 2 B i3 - 8- AT itk
HAR ) AR 3  AE — A St 2 v, RPRIR A 37 b R S B C, e 6 o TR o1 1 P 7 19 1 £
LA HE -NH, F1-N (H) (CH,) »

(02431 {EAN T, B Y B0 B 1 D 5 — AN S [T A — B 0 A5 P O R 3 © (B 3) Joe e
TR R IR AR e o« AE — ST b, BTk (R 8) e i e gl BRI C et , B
(RE) C, ekt o L — AN SEMTT S, Frid (B 2E) fedk2 (&) C, etk o FR BRI 1) 7=
P (Z25) 5t 5564 HE - CH,NH, « - CH,CH,NH, « - CH,CH,N (H) CH, » - CH,CH,N (CH,) , F1-CH,N (H) 3£ 74
3k,

[0244]  {EA N TFr , BARAE FH R B 1 D 5 — AN S T — 3R 20 FH O R “F B 2 2
$630-C (=0)NRRM YL T, R RIR 5 [ T R A AT BRI B R A 2
AR UK PR At 3 AT 256 B R P 55 5 AT 38 HUAR 1) 44 PR 3 AT AR 1 4 5 2, sl R
RO 5 ATATERE B T A3 - E8- JC AT IR M A4 A JE o 78— AN S i 7 e op  RPRIRY
& E ST b R A BT R R P2 o 78— AN St Frp RORIRT S AT B e A i
T3 - Z8- TOAE L B A PR 5L o AR PR ) 18 F) 7= 91 428 1Y) PP I 2 22k .47 - CONH,,» - CON (H) CH, -
CON (CH,) , #1-CON (H) Ph.

(02451 {EAN T, BARAE ) Bl 11 D 5 — AN SR T — 3R 2 FH O R B ad 2™ 2 1
A -NR™) C(=0) RP*PHFEH, J AR R A C,  Fidk s HRPRC, Hidk ATREUR b
He ATEVR 075 36 C b AL B A — A Sl P RV R AL AE T — A it &
HORRC, BB C, b A R B AR RR I 0 3% 81 £ P 2 B (L4 N (H) € (=0) CH,« -N
(H)C(= O)OCH*H N(H)C( 0) N (H) CH, -

[0246]  {EA N TTH , BAARAE FH A B 1 D 5 — AN S T — 3B 205 FH O R e Bt a2 2
$a - SONR™R™ M FEH , 3L AR RIR™ 4% [ ST 2 0 AT A HUA R P e B AT 3 AR 10 95 2%
B R IR 5 B AT T B2 (R R FE T A3 - 258 - T0 A PR3 o A B o1 1 A0 a9 2 o A
BLHE - SONH, - SO,N (H) CH, #1- SO,N (H) ph.

(02471 {EA N TTr , SRS FH R B 1 D 5 — AN S T — 3R 20 FH A R e B Al A2
TR DU A FREE (B -C (=0) ) o AR 7 ) 14 PR e 22 B ik A2 - COCHL, o

[0248]  {EAN T, B FH A Bl 1 D 5 — AN S T — 3R 2 FH O R 07 BRIl 2
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TR IR ) 57 T BB EE (RIT-C (=0) -) o AR BRI B 71 4 55 3 B 2 - COPh
(02491 {EANTTrh , BAARAE Y B0 B 1 D 2 — AN 3 [T ) — 8 20 A5 AR R 3 e AL 2 e ™
e AR e E S BRI B A (BRI -C (=0) -) 5 ARBR 1k (10 75 491 2 1) e AL 2 e B 47 - C (= 0)
OMe.-C (=0) OEtH1-C (=0) 0tBu.

(02501 {EANTF b, B FH B0 B 1 D B — A 3 [T ) — 8 20 A5 AR R 3, e S A
AR AT LR AT B 0 e 2 EBUAR PR R B i (B -S0,,-) o R A28 PR s 7] 1 0 e s
32 -S0,CH, .

(02511 {EA T, B Y B0 B 1 D 5 — AN 3 [T ) — 8 20 A5 AR R 3 7 S ™
AR AT R R AT B 0 557 2 AR AR R B i (B -S0,,-) o AR P PR s ] 12 10 7 s sk
Bt -S0,Ph

[0252]  {EA T, B A Bl 11 D 5 — AN S T — 3R 2 FH O R “Sii b e 2 2
TR - SHEE BTV AR B _Eid et .

(02531 fEA A TIFH , BRAIAE F B Bl 1 D o — A2 ) — B0 PR3 R L™ 2 1
7 - COOHF & [] .

(02541 {EAN T, BARAE FH B 1 D 5 — AN SR T — 3R 20 FH A R R S e 2 2
TR - COOHHUAR IR ek o ARBR A 1 ) s 51 1k R J2k e 22 A2 - CHLCO,

(02551 fEA A TP, BRAIAE F B Bl VR D o — 2 T — B0 T R 3 55 e ™ B
D7 BT AR A A B MEIE BRI 57 SRR R e dk o £8 — A SERt T S, prid
AR BRI 57 e B R A MR U 97 ZEBURINC, e dk o fE — sty SR, Pnid A i
AR 95 e 2 A A MR U 57 ZE BRI C BRC, e Bt o A — AN St 7 S8, BT AR I I
PRI T Jot B Fe A — AR B 10 2R B B R € BC, Joe B o =R #1428 PR 7 481 P8 PR A 38 B )
75 ot S FE Rk Ok 3 L -CHPh,\ -CH,, (4-F-Ph) \-CH, (4-Me~-Ph) . -CH, (4-CF,-Ph) F1-CH (4-
F-Ph) ,.

[0256]  {EAATT b, BAIAE A B0 AR D 5 — AR BT A — B 0 S FH O AR © (3 38) e
" FEAR A B MR BRI 2 A BRI ek o A — AN SER T S8, Brid CrI3E) S
HR A MEIE BRI I LI C_ fedk , B RIFFE) € bedk o A2 53—t T b
It (ZRIRER) Jor B 4 — MR HUAR 4 - 8- JU R IR B IR KC, Je i, BT (4- E8- T 4430
) C, etk o A8 7 — AL R BT CIAE) ek g MEE IR 4- 28 -Jo a3
FEHRIC Ji 3, B (4- 58~ JEAIAIE) ~CH,- o AR PR Hl Mk s B () (4 BR3E) b BE A0 455 -
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[0257]

[0258]

[0259]

p A w
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NH
&
fﬁ NH
& N
0

FEAR N TT A, BARASE F (1 B30 VR D o — A2k [ 1 — B0 Y R R © GV 8E) e
HE” FEAR A BN MEE U RGeS B e 2k o A — AN SEHE T S8, i (A Bedk) fe
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e MERIUR BB G BEBURIIC,  BedE, B GRGeHE) €, ek 78 7 — AN S 7 b
ik (PR ) e o — NI - B () IR U BR R BRI IC, e R

N (R ke ) fe FE L4

SN
S
[0261]  FEARN o, B s FH s & A N 5 — N B — 38 048 FH AR © ﬂ—%%) Yot
B — AN MEIE BRI 2% 77 ZE B ) e L o 7R — AN sLit 7 =, ik (455 3 b
SR MER BRI 4S5 IR0, eI, B (A5 05 C, e 75 53— NSzt o,

Frik (i 36) e 3 Rl — TSR 5~ K6 - 70 4 PR BUIR IIC, ke , B (5-3k6- 72 2 3%
) C, ek AR RO B ) (5 5) e B 45

/
e X () \/\Qq ARl

SEite 51

[0263] sl

[0264]  2-%(-4- (6- (1-F - 1H-Mg|mE-5-K) -3- (WRWE -4-FE FH3E) -3H-BKME[4,5-c JAIEAE -
7-3) RHE (e &4 19)

[0265]  2-%-4- (6- (1-FJ&- 1H-M5[Me-5-4) -3- ((1- HIREWRIE -4-5) HI3E) -3H-BKME[4,
5-clMnE-7-%) s (&% 5 1) B &

Fa

(SIS
02601 A/O/\ | A/O/\NHz
(LW ST
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NH NH, =N
L Br a  O,;N_A_Br b HN__, Br c
| — . | i > | 2 [ ———
N/ cl N” Tl N~ CI
1 2 3
BOG\N F ,Boc
=N d NC \ °
N Br N=\ —
'l ~ — AN
“~cl < |
': I N
5

N’ - ke NH
. @ N=\
'seg
N

! Cpd. No. 19
NC i N
N=\
: ®
—

—_— < |

NN

H Cpd. No. 1

[0267] 5% AF: () NaNO,, #H,S0,,0°C -rt, i #,85% ; (b) Fe,CH(OEt) ,, Yb (OTf) ,,
1.0M AcOH,75°C,3h,75% ; (c)Cs,CO,,DMF, ((HZRAE L EE) T JE) DRIE - 1- HTRRUT I, 80
‘C, 1% ,60% ; (d) Pd (PPh,) ,,Na,CO,, (4- - 3-FARIE) BIR , W&k H,0 (4:1),80C, i
BN, ,70% 5 (e) (1-H13E- 1H-I5[mE-5-5) §f2 , Pd (0Ac) ,,X phos,K,PO,,nBuOH,H,0,100C,
70% ; (F)DCM/TFA (4/1) ,rt; (g) HCHO, AcOH, NaBH (OAc) ,,DCE,Rt ,6h,90% .

[0268]  JLa: 7E5°C AL 13- 75 -2- &L NE -4- % (5.00g, 24. 10mmo1) 7E¥KH,SO, (36mL)
U IIAKNO, (4.87g,48. 20mmo ) o RE 73 21 A3 I 24 28 S0, BEF I R 2 S
TREYINREDK (400mL) , 75 219% 38 (00 ol 1 PR AR TUUE » F KRS, SR 5 Il T 46«
i (5.20g,85%) MS[M+H]+=251.9.

[0269] D PRDb K3 -JR-2-G-5- LML NE -4- % (1.50gm,6.0mmol) &k (1.74gm,
30.0mmol) \ i H R = £, (4.58gm, 30. Ommo1l) Al =4 H R4 (111) (19mg,0.03mmol) £
6mL (1.0M) Z B Hh If) VR B R AE 75 C Rl ZU 4 4 3h o o A S 1832 [ TR A 4 I X 150mL. H,0
AN150mL EtOAc, ML HE#EE 1 I B AR s FHELOAcRERUK R . & FA L=, LA
Na,CO, ¥ L& » HINa,SO, T8k , i 98 , i 28 % o 8 I TN 28 iR ali AL AR x ), 19 2 22
(RIbRRRAL A& 43 ML 75 % S [M+H] +=232.46.

[0270] 3D %%c:[7]3 (310mg, 1.34mmol) #E6mLJE /KDME = [ UK A 753 - i Cs,CO, (873mg,
2.68mmol) o K fF B FITR EWIHEFE 15min, SRS 7R IN4 ((FF SR 202 1R L) WIRE - 1 - FHY R AL
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TlE (520mg, 1.41mmol) « SR J5 ¥ 1%V A WITES0 C I #AId B o ML RINH, C 17K V2 A8 Js2 I 4%
Ko B AN ZE4E (0-100% SIEKIETR) 26859, 19 20 B 14k & 704, 1
60% .MS [M+H]+=429.06.
[0271] B IRd: ¥4 (105mg,0.25mmol)  (4-FIE-3-FAEE) MIEL (44mg,0.26mmol) Pd
(PPh,) , (30mg,0.025mmo1) F1Na,CO, (80mg,0.75mmo1) £E5mL Rk : H,0 (4: 1) o KT & 14t
Elﬁiﬁﬁﬂmm AT 2N PR S PAES0 C ot HE I A, 32 W 4« 18 S AHHPLCATAL R AR
V), 43 2 46 &5, I 70% MS [M+H] +=470.16.
[0272] 2 ¥Re: [ 50mLIE B 75 N5 (80mg , 0. 17mmo1) K PO, (18mg,0.84mmol) \Pd (0Ac) ,
(0.47mg,2.09umol) Xphos (1.99mg,4.18umol) A1 (1- FF J&- 1H- 5[ -5-3L) HiEE (35mg,
0.20mmol) oK FH 2%, FRAH 78 B3 IR o 28 J5 30 V3 56 45 VS I 4mL %5 7/InBuOH : H,0 (4 : 1) Vi
EH AR R A E S, BIHA R A3 5 B ZIR A YE100Chn#A6h . LC-MSHE I
LT A AL IR GG IR A, 1l R AHHPLCAE Y. , 15 2 HAEE (1AL & 46 , S %70 % . MS [M+H]
+=566.26.
[0273]  JBURE A& 46 (40mg) Y& T-4mL DCM/TFA (3:1) K5 B VAR E S iR Bt HE2h, B
TIRAR WIS RABHPLCZEAL R R, 13 B HABE AL &4, B L3t — 2D ad 3 A B 5 %6 Me OH I DCM
MIRERS , 13 B4 A Y475 19. [M+H] ":466.20.'"H NMR (400MHz , H - d4) 'H NMR (400MHz , H
i-d,) 89.39(s,1H) ,8.75(s,1H) ,8.07 (s, 1H) ,7.89(d,J=1.4Hz,1H) ,7.68(dd,J=8.1,
6.7Hz,1H) ,7.58(d,J=8.8Hz,1H) ,7.49(dd,J=10.1,1.5Hz,1H) ,7.38(dd,J=8.8,1.6Hz,
1H) ,7.27(dd,J=8.0,1.5Hz,1H) ,4.54(d,J=7.2Hz,2H) ,4.10(s,3H) ,3.23(q,J=7.3Hz,
2H) ,3.09-2.93 (m,2H) ,2.45(m,1H) ,1.94(d,J=14.4Hz,2H) ,1.64(q,J=12.2Hz,2H) »
[0274] B g: AL &% 5 19 (40mg,0.088mmol) ZEDCE (3mL) HH ¥ ¥ 7 in AHCHO (37 %
KW, 350L,0.354mmol , 4eq) FTACOH (21nL,0.354mmol , 4eq) o K iZ% IR S Y7L = I 4 1k
10min, R 54 H Z0°C, il A\Na (0Ac) ,BH (74mg, 0. 354mmol , 4eq) - 6h/5 , Ik i Bk 2594 5] o I
AINaHCO 7K 8 A S N2 2K, 2 Ja FIDCMAS B o FHINa, S0, W/\%Eﬂﬁﬁ BLZ, SR a4 , 15 31
*E}ﬁ%,L_Ji)iﬁHPLCéfEﬂc,Tﬁiﬂ,ﬁ»ﬂéﬁﬁ%/\%,ﬁi/\ i i 8 5 % Me OHfR DCM ) ik
2, A3 EIM S 4 5 1, 103890 % MS[M+H] +=480.22. 'H NMR (4OOMHZ,CDC13) §9.61 (s, 1H) ,
8.40(s,1H) ,8.05(d,J=0.9Hz,1H) ,7.84(s,1H) ,7.59(dd,J=8.0,6.5Hz,1H) ,7.40(d,J=
8.7Hz,1H) ,7.34(dd,J=9.4,1.5Hz,1H) ,7.27-7.19 (m,2H) ,4.49(d,J=6.9Hz,2H) ,4.13
(s,3H) ,3.65(d,J=11.9Hz,2H) ,2.84 (s, 3H) ,2.79-2.70 (m,1H) ,2.41-2.39 (m,2H) ,1.87
(d,J=13.8Hz,2H) ,1.38-1.20 (m,2H) .
[0275]  Sijiif)2
[0276]  RAFFHIA YB3 BT RAE
[0277]  Z3IRAE T AATFHRFIERIL YR H NMRAN /8557 3 4008 3 e b & i P sk
it 1 1 Hh B3 () 7 ) 2% 9 HR AU A F
[0278] 3
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Cpd.
No.

MS
[M+H]+

'H NMR

2

479.22

495.22

L

494.23

497.18

"H NMR (400 MHz, CDCl5) 6 9.08 (s, 1H), 8.12 (s, 1H). 791 (d. J= 1.6
Hz, 1H). 7.81 (d. J = 8.2 Hz, 1H), 7.58 — 7.53 (m, 1H), 7.40 (dd. J = 8.3,
1.6 Hz, 2H), 7.33 (d. J = 9.8 Hz, 1H), 4.38 (d, /= 7.2 Hz, 2H), 3.68 (d, J
= 11.8 Hz, 2H), 2.87 (s, 3H), 2.83 (s, 3H), 2.73-2.67 (m, 1H), 2.41 - 2.39
(m, 2H), 1.87 (d. J = 13.8 Hz, 2H), 1.38 - 1.20 (m, 2H).

462.23

'H NMR (400 MHz, CDCI3) 6 9.42 (s, 1H), 8.26 (s, 1H), 8.00 (d, ]
=0.8 Hz, 1H), 7.82 (s, 1H), 7.65 (d, ) = 8.3 Hz, 2H), 7.52 (d, ] = 8.4
Hz, 2H). 7.32 (t, ] = 10.8 Hz, 2H). 4.43 (d. ] = 7.0 Hz, 2H), 4.11 (s.
3H), 3.66 (d, J = 11.5 Hz, 2H), 2.83 (s, 3H), 2.79-2.73 (m, 1H), 2.44
—2.31 (m, 2H), 1.87 (d, J = 14.2 Hz, 2H), 1.38 — 1.20 (m, 2H).

461.23

497.24

'H NMR (400 MHz, CDCl3)  9.70 (s, 1H), 8.36 (s, 1H), 7.67 (dd, J
=8.3,6.6 Hz, 1H), 7.41 — 7.29 (m, 2H), 6.83 (d, J/ = 8.4 Hz, 1H),
6.69 (d, J=2.0Hz, 1H), 6.61 (d. J=8.4 Hz, 1H),443(d. J=7.1
Hz, 2H), 4.26 (t. J = 4.5 Hz, 2H), 3.61 (d. /= 11.8 Hz, 2H). 3.44 -
3.32 (m, 2H), 2.97 (s, 3H), 2.81 (s, 3H), 2.79-2.73 (m, 1H), 2.44 -
2.31 (m, 2H), 1.87 (d. J = 14.2 Hz, 2H), 1.38 — 1.20 (m, 2H).

433.2]

'H NMR (400 MHz, CDCl3) § 9.14 (s, 1H), 8.19 (s. 1H). 7.70 (d. J
= 8.4 Hz, 2H), 7.62 (d, J =8.3 Hz. 2H), 7.49 (dd, ] = 8.4, 3.3 Hz,
4H). 4.40 (d. J = 7.1 Hz, 2H). 3.69 (d. J = 11.8 Hz, 2H), 2.84 (s,
3H). 2.71 (t. ] = 12.5 Hz, 2H). 2.26-2.20 (m. 1H). 1.87 (d,J =15.2
Hz, 2H), 1.28-1.20 (m, 2H).

479.25

'H NMR (400 MHz, CDCl3) & 8.37 (s, 1H), 7.73 (d. J = 8.2 Hz,
2H), 7.58-7.52 (m, 3H), 6.94-6.90 (m. 3H), 4.41 (s, 2H), 4.22 (t. /=
4.4 Hz, 2H). 3.58 (d, J = 11.4 Hz, 2H), 3.36 (1, J = 4.4 Hz, 2H), 2.94
(s, 3H), 2.82 (s, 3H), 2.79-2.73 (m, 1H), 2.44 - 2.31 (m, 2H), 1.87
(d.J =14.2 Hz, 2H), 1.38 — 1.20 (m, 2H).

476.25

480.22

'"HNMR (400 MHz, g -ds) 6 9.28 (s, 1H). 8.65 (s. 1H), 8.25
(s, 1H), 7.74 (s, 1H), 7.72 = 7.63 (m, 1H), 7.60 (d, /=9.0 Hz, 1H),
7.47 (d. J=10.0 Hz. 1H). 7.29 (dd. J = 8.8. 1.9 Hz, 2H). 4.53 (d. J
=7.2 Hz, 2H), 4.26 (s, 3H), 3.64 — 3.52 (m, 2H), 3.06-3.00 (m, 2H),
2.83(s,3H).2.41 (m. 1H). 1.98 (d. J = 13.9 Hz. 2H). 1.81 — 1.64
(m, 2H).

462.23

'HNMR (400 MHz,  HIg -d1) 6 9.60 (s, 1H), 8.96 (s, 1H), 8.35
(d, /=09 Hz, 1H), 7.90 (dd, J = 1.8, 0.9 Hz, 1H), 7.79 — 7.69 (m,
2H), 7.66 — 7.55 (m, 3H), 7.22 (dd, J = 9.0, 1.7 Hz, 1H), 4.60 (d, J =
7.3 Hz, 2H), 4.26 (s, 3H). 3.60 (d, J = 12.4 Hz, 2H), 3.09 - 2.94 (m,
2H), 2.89 (s, 3H), 2.43 (1d, /=8.1,4.1 Hz, 1H), 1.98 (d, J=13.9
Hz, 2H), 1.81 — 1.64 (m, 2H).

14

452.20

'HNMR (400 MHz, B -d4) 6 9.57 (s, 1H), 8.95 (s, 1H), 7.84
—-7.76 (m, 2H), 7.65 - 7.57 (m, 2H), 6.90 (dt. /= 16.2, 1.1 Hz, 3H).
6.05 (s, 2H), 4.58 (d. J=7.3 Hz, 2H), 3.63 - 3.55 (m, 2H), 3.01 (td,
J=11.6,10.3, 3.7 Hz, 2H), 2.88 (s, 3H), 2.42 (ddt, /=119, 7.8, 3.9
Hz, 1H), 1.96 (d, J = 14.3 Hz, 2H), 1.74 (qd, J = 13.8, 4.0 Hz, 2H).
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470.19

'HNMR (400 MHz,  HEE -ds) § 9.40 (s, 1H). 8.79 (s, 1H), 7.78
(dd, J= 8.0, 6.7 Hz, 1H), 7.49 (dd, J = 10.1, 1.5 Hz, 1H), 7.33 (dd, J
=8.0, 1.5 Hz, 1H), 6.91 — 6.86 (m. 3H). 6.04 (s, 2H), 4.54 (d. J =
7.3 Hz, 2H), 3.58 (d. J = 12.3 Hz, 2H). 3.01 (. J = 12.4 Hz, 2H).
2.88 (s,3H),2.41 (m, 1H), 1.96 (t, J=7.1 Hz, 2H), 1.70 (q. J =
13.5, 132 B, ZH).

16

466.2077

'HNMR (400 MHz, B -ds) 6 9.67 (s, 1H), 9.03 (s, 1H), 8.13
(d. 7=0.9 Hz, 1H). 7.99 (dd. J = 1.7, 0.8 Hz, 1H). 7.72 (dd. J = 8.1,
6.7 Hz, 1H), 7.69 - 7.61 (m, 1H). 7.54 (dd. J =9.9. 1.5 Hz. 1H),
7.38 (dd, J= 8.8, 1.7 Hz, 1H), 7.31 (dd, J = 8.1, 1.5 Hz, 1H), 4.77
(d, J=7.6 Hz, 2H). 4.12 (s, 3H), 3.86 — 3.66 (m, 2H), 3.46 — 3.40
(m, 1H), 3.28 — 3.08 (m, 2H), 3.01 (s, 3H), 2.40 - 2.35 (m, 1H), 2.13
-2.03 (m, 1H).

17

469.2074

'"HNMR (400 MHz, Egg -d4) 6 9.55 (s, 1H), 8.98 (s, 1H), 7.81
(dd, /=8.1, 6.7 Hz, 1H). 7.52 (dd, J = 10.0, 1.5 Hz, 1H), 7.37 (dd., J
= 8.1, 1.5 Hz, 1H), 6.89 — 6.76 (m, 2H), 6.72 (d, J = 8.4 Hz, 1H),
4.78 - 4.63 (m, 2H), 4.30 - 4.17 (m, 2H). 3.54 (ddd. /=8.4,6.9,4.2
Hz, 2H), 3.41 — 3.36 (m, 3H), 3.23 - 3.10 (m, 2H), 2.96 (s, 3H),
2.24 (ddt, J=14.2,7.2, 3.6 Hz, 1H), 2.03 — 1.82 (m, 1H).

18

483.2230

'HNMR (400 MHz, HBBE -d4) 6 9.53 (s, 1H), 8.97 (s, 1H), 7.81
(dd, J=8.1, 6.7 Hz, 1H), 7.52 (dd, J = 10.0, 1.5 Hz, 1H), 7.37 (dd., J
=8.1, 1.5 Hz, 1H), 6.90 - 6.78 (m, 2H), 6.72 (d, J = 8.4 Hz, 1H),
4.72-4.68 (m. 2H), 4.31 - 4.19 (m, 2H), 3.54 (ddd, /=8.4,6.9. 4.2
Hz, 2H), 3.41 - 3.36 (m, 3H), 3.23 - 3.10 (m, 2H), 3.06 (s, 3H),
2.96 (s, 3H), 2.24 (m, 1H), 2.03 — 1.82 (m, 1H).

20

448.2171

'HNMR (400 MHz, BB -d4) 5 9.64 (s, 1H), 8.98 (s, 1H), 8.11
(s, 1H), 7.98 (d. J= 1.5 Hz, 1H), 7.78 - 7.67 (m, 2H), 7.60 (1, J =
8.1 Hz, 3H), 7.35 (dd, J = 8.8, 1.6 Hz, 1H), 4.60 (d, J = 7.3 Hz, 2H),
4.10 (s, 3H), 3.48 (dt, J=13.0, 3.1 Hz, 2H), 3.03 (1d, /= 13.1, 3.0
Hz, 2H), 2.48 (ddd, /= 11.7, 7.8, 3.8 Hz, 1H), 1.93 (s, 2H), 1.68
(qd. J=13.3,4.0 Hz, 2H).

21

480.2234

'"HNMR (400 MHz, | FIBE -di) 6 9.4 (s. 1H). 8.80 (s. 1H), 8.08
(d, J=0.9 Hz, 1H), 7.91 (d, J = 1.2 Hz, 1H), 7.69 (dd, J = 8.0, 6.7
Hz, 1H), 7.60 (d, J = 8.7 Hz, 1H), 7.50 (dd, J = 10.1, 1.5 Hz. 1H),
7.38 (dd, J = 8.8, 1.7 Hz, 1H), 7.28 (dd, J = 8.1, 1.5 Hz, 1H), 4.52
(d.J=7.4 Hz, 2H). 4.11 (s, 3H). 3.43 (dd. J = 12.1. 5.9 Hz, 2H).
3.22(q.J = 12.8, 11.5 Hz, 2H), 2.48 (m, 1H), 2.11 — 1.70 (m, 5H),
1.52(q.J = 11.6, 10.8 Hz, 1H).

22

462.2328

THNMR (400 MHz, FRE -d1) 6 9.54 (s, IH), 8.90 (s, 1H), 8.09
(s. 1H), 7.94 (d. J = 1.5 Hz. 1H), 7.83 — 7.66 (m, 2H). 7.58 (dd, J =
8.5.4.7 Hz, 3H), 7.34 (dd, J = 8.8, 1.7 Hz, 1H), 4.53 (d, J = 7.5 Hz,
2H). 4.10 (s, 3H), 3.47 — 3.37 (m, 2H), 3.28 — 3.10 (m. 2H), 2.62 —

2.38 (m, 1H), 2.17 - 1.68 (m, 5H), 1.62 — 1.37 (m, 1H).

23

497.2387

'HNMR (400 MHz, | FIBE -d4) 6 9.40 (s, 1H), 8.84 (s. 1H), 7.80
(dd. J = 8.1, 6.7 Hz, 1H), 7.50 (dd, J = 10.1, 1.5 Hz, 1H), 7.35 (dd. J
=8.1, 1.5 Hz, 1H), 6.79 (dq, J = 4.0, 2.2 Hz, 2H), 6.70 (d, /= 9.0
Hz, 1H), 4.49 (d, J=7.5 Hz, 2H), 4.30 — 4.19 (m, 2H), 3.40-3.30 (s,
3H). 3.26 — 3.10 (m, 2H), 2.95 (s. 3H). 2.50-2.40 (m, 1H), 2.12 -
1.66 (m, 6H), 1.58 — 1.42 (m, 1H).

24

479.2481

'HNMR (400 MHz,  mEpg -d4) §9.47 (s, 1H), 8.90 (s. 1H), 7.88
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—-7.75 (m, 2H), 7.67 — 7.54 (m, 2H). 6.84 — 6.75 (m, 2H). 6.69 (d. J
=8.4 Hz, 1H), 4.51 (d. ] =7.5 Hz. 2H). 4.33 — 4.16 (m. 2H), 3.42
(ddd, J = 13.9, 6.4, 2.6 Hz, 1H), 3.39 — 3.35 (m, 2H), 3.29-3.10
(m, 2H), 2.95 (s, 3H). 2.46 (ddd, J = 10.6, 7.0, 3.6 Hz, 1H), 2.14 -
1.68 (m. 6H). 1.59 — 1.44 (m. 1H).

25

483.2230

'HNMR (400 MHz. EEE -ds) 6 9.49 (s. 1H). 8.91 (s. 1H). 7.80
(dd, J=8.0, 6.7 Hz, 1H). 7.51 (dd. J = 10.0, 1.5 Hz, 1H), 7.36 (dd, J
=8.0. 1.5 Hz, 1H), 6.89 - 6.78 (m, 2H), 6.72 (d. J = 8.3 Hz, 1H),
4.55(d, J=7.4 Hz, 2H), 4.32 — 4.18 (m, 2H), 3.55 — 3.43 (m, 2H),
3.41 - 3.35 (m, 2H), 3.02 (dd. J = 12.9, 3.0 Hz, 2H). 2.96 (s. 3H).
243 (ddt, J=11.6,7.6, 3.8 Hz. 1H). 1.92 (d. J = 13.8 Hz, 2H). 1.72
—1.55 (m, 2H).

26

465.2325

'HNMR (400 MHz, | HF® -d1) 6 9.50 (s, 1H), 8.92 (s, 1H), 7.88
—~7.74 (m, 2H), 7.69 — 7.55 (m, 2H), 6.85 - 6.74 (m, 2H), 6.69 (d, J
=8.4 Hz, 1H), 4.55 (d. J=7.3 Hz, 2H). 4.33 - 4.17 (m, 2H), 3.55 -
3.42 (m, 2H). 3.41 - 3.34 (m, 2H), 3.02 (dd, J = 13.0, 3.0 Hz, 2H),
2.95 (s, 3H), 2.44 (ddq, J=11.6, 7.6, 3.9 Hz, 1H), 1.98 - 1.86 (m,
2H). 1.64 (qd, J = 13.2, 4.1 Hz, 2H).

27

452.1921

'HNMR (400 MHz, | @ -d4)59.29 (s, 1H), 8.64 (s, 1H), 8.17
(d, ] =2.0 Hz, 1H), 8.06 (d, ] =2.1 Hz, 1H), 7.69 (dd, J = 8.0, 6.8
Hz, 1H), 7.53 — 7.38 (m, 2H), 7.26 (dd, J = 8.0, 1.5 Hz, 1H), 6.53
(d, ] =3.5Hz 1H), 4.67 (1, ] =6.7 Hz. 2H). 3.89 (s, 3H). 3.66 -
3.41 (m, 3H). 3.23 - 3.06 (m, 2H), 2.32 - 2.13 (m, 1H). 1.98 — 1.88
(m, 1H).

28

456.1758

'HNMR (400 MHz, | HRE -d4) 5 9.44 (s, 1H), 8.84 (s, 1H), 7.78
(dd, /= 8.0, 6.7 Hz, 1H). 7.49 (dd, J = 10.0, 1.5 Hz, 1H), 7.33 (dd, J
=8.0, 1.5 Hz, 1H), 6.95 (d, /= 2.1 Hz, 1H), 6.89 (d, J = 8.4 Hz,
1H), 6.82 (dd. /= 8.4, 2.1 Hz, 1H), 4.77 - 4.59 (m, 2H), 4.29 (1d. J
=5.4, 3.8 Hz, 4H), 3.61 - 3.43 (m, 2H). 3.39 - 3.30 (m, 1H), 3.16
(dq.J=15.4,8.1 Hz, 2H). 2.23 (dq. /= 12.4, 6.9 Hz, 1H), 2.00 -
1.85 (m, 1H).

29

469.2074

'HNMR (400 MHz, | HIBE -d4) 6 9.49 (s, 1H), 8.90 (s, 1H), 7.80
(dd, J=8.1, 6.7 Hz, 1H). 7.51 (dd, /= 10.1, 1.5 Hz, 1H), 7.37 (dd, J
=8.0, 1.5 Hz, 1H), 6.76 (d, J = 8.1 Hz, 1H), 6.71 — 6.61 (m, 2H),
4.79 - 4.63 (m, 2H), 4.35 - 4.28 (m, 2H), 3.58-3.50 (m, 2H), 3.41 -
3.34 (m, 1H), 3.32 - 3.25 (m, 2H), 3.21 (d, J = 8.4 Hz, 2H), 2.75 (s,
3H),2.24 (i, J = 12.5, 5.8 Hz, 1H), 1.94 (dq, J = 13.1, 8.4 Hz, 1H).

30

434.2015

'HNMR (400 MHz.| H®E -d4) §9.65 (s. 1H). 9.02 (s. 1H). 8.11
(d. J=0.9 Hz, 1H), 7.97 (dd. J = 1.6, 0.8 Hz, 1H). 7.77 — 7.69 (m,
2H). 7.65 — 7.55 (m, 3H). 7.35 (dd. J = 8.8, 1.7 Hz. 1H). 4.84 — 4.68
(m, 2H), 4.11 (s, 3H), 3.57 (1, ] = 8.8, 4.6 Hz, 2H), 3.43 — 3.33 (m,
1H), 3.21 — 3.15 (m, 2H), 2.27 (dq. J = 12.4, 6.7 Hz, 1H), 2.04 —
1.90 (m. 1H).

31

448.2171

"HNMR (400 MHz,| B@ -d4)59.63 (q.J = 1.7 Hz 1H). 9.00
(d.J =2.3 Hz. 1H). 8.10 (d. J = 0.9 Hz, 1H), 7.96 (s. 1H), 7.77 -
7.68 (m, 2H), 7.68 — 7.50 (m, 3H), 7.35 (dd, J = 8.8, 1.7 Hz, 1H),
4.76 (d. J = 7.1 Hz, 2H), 4.10 (s. 3H). 3.96 — 3.66 (m. 2H). 3.37 -
3.34 (m. 2H), 3.17-3.20 (m, 1H), 3.01 (s. 3H). 2.38-2.30 (m. 1H),
2.07 -1.96 (m. 1H).

32

451.2168

'HNMR (400 MHz,  EIBE  -d4) 6 9.54 (s, 1H), 8.97 (s, 1H), 7.83
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—7.76 (m, 2H), 7.65 — 7.57 (m, 2H), 6.84 — 6.74 (m. 2H), 6.69 (d. J
=8.5 Hz, 1H), 4.79 — 4.64 (m, 2H), 4.28 —4.21 (m, 2H), 3.55 (dq. J
=12.0. 4.8 Hz, 2H), 3.42 - 3.30 (m. 3H). 3.26 - 3.11 (m. 2H), 2.95
(s, 3H),2.25 (dtd, ] = 11.9, 7.3, 4.6 Hz, 1H), 1.94 (dq, J = 13.0, 8.4
Hz. 1H).

'HNMR (400 MHz, | EpE -d4) 6 9.48 (d. ] =6.2 Hz, 1H). 8.93
(d,J = 4.8 Hz, 1H), 7.87 — 7.73 (m, 2H), 7.66 — 7.54 (m, 2H). 6.83 —
33 465.2325 | 6.75 (m. 2H). 6.69 (d. J = 8.2 Hz, 1H), 4.71 (brs, 2H). 4.33 - 4.19
(m, 2H), 3.84-3.77 (m. 2H). 3.36-3.30 (m. 3H), 3.25-3.10 (m, 2H),
3.00 (s. 3H). 2.95 (s. 3H). 2.39-2.25 (m. 1H). 2.21 — 1.89 (m. 1H).

[0282]

[0283]  Sjitifl3

[0284]  LSD1iE&

[0285] FE KMHTFEE (E.coli) MM RIAPM ANELLSDIEHIBWHActive Motif
(Carlsbad,CA) . EMIZEbric ZH 5 FIH3KAMe Bk (LA Lys4 B H AL (R 31 -21) IR B
Anaspec (Fremont,CA) .ffi 3 HPerkin Elmer Life Sciences (Waltham,MA) fJAlphal.ISA
F5 AT Bl 1 P o B AR I A 22 (50mM Tris,pH 9.0,50mM NaCl150.01% Tween20F LmM
DTT, 7E3 % 77 BP Z1 M) W 2. suLAb & A 5uL. LSDLEMUIN B /MAFA 384 FLAM &
T ER A IR A VIR T EIRAE AR TR E 1578 8 A2 . SuL7E I @ il
R AR ) 2% - H3KAMe IR TR 0 W R 5| i FF R Jse B2 . LSD L AR 4 2% - H3K4Me ik JES 2 FIDMS O 1)
SRR 43 ) 9 AnM . 80nMAT1 %6 o 8 Js 87 T 2 R AR S AN PR B8 T 75 215 h b 476043 8, 28 J5 1 5
L3 3 1036 77 ARG I 22 e 9 v () - H3K4A 1 phaL ISASZAR BRI I MR S, SR JE i 5 60
30 R LOuLAE A I 22 vl b I BE B2 DL A ) 2= AR 1C A L phaL ISAAZR IS I 2R B4 5 24
JE % B 3070 Bl o e 2 S AR AAR BR (R BE 3 10ng/mL . fER HBMG Labtech (Ortenberg,
Germany) f{JBMG CLARIOStar 2 # 20 b 28 b %o AR 38, 2 ip ok K 680nm, & 5 i KRy
615nm. i@ HPrism 7(La Jolla,CA) « FHARZRYE A1 V=0Ks 5 i B 5 il 509 P o0 R L&
ST 7 8L th 2 (R] A2 REA) L 43 BIHIHI I 1C, 18 -

[0286]  FERAHIRAL T ARAFFARER ML) FILSD LM v

[0287] %4
] LSD1 1C50
[0288] %5 (nM)
1 40.1
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2 237
3 219.8
4 371.8
3 928.2
6 66.26
7 68.03
8 16.22
s >1000
10 53.07
11 116.5
12 97.64
13 114.6
14 15.7

15 27.75
16 27.96
17 12.08

[0289]

18 12.02
19 11.77
20 13.73
21 17.27
22 16.24
23 12.96
24 10.99
25 8.01

26 14.70
27 53.34
28 9.57

29 47.03
30 39.76
31 87.25
32 5.67

33 29.46

[0290) i FHLLE B4 F A A T ARSI LA R0, TR, 2 s R R T
DR, 15 AR B A SCHR B 7 1 2 DR £ ST R 97 SR A B P 0
AT B S 025 09 B 4 4% AU 2 P 4 St
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(02911 AL S A A AL R BRI AR B0 5| B AR 5 I A AR L
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