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1. 10— FIE=Z B 20 SLATAEY, fT DS EF -

HO N 0
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R1

Hor R, R HOR e 5 58 A B REE IR S e

HA R, A H, IS 45

2. FRABBCRE SR | ki 10- FREE ML 10 MATAEY, HRHEE T A R 4 H, R,
M H, B, 22k

3. WRAEBCRIZEESK 1 Prik i) 10— FREEERE 10 S AT, JORFEAE T < PTik R, A AL,
R, 4 H, FE, 25,

4. MRABRBCRIZE R 1 ik i) 10- FREZEWE 10 MATAEY), HEFELE T ik R, 4 2- F
B -NE, RO H, I, 25

5. MRABBCHIELK 1 Prik i) 10— FRIEE WK 10 M ATAEY), HAFEAE T ik R, 4 1- F
B - NE, RO H, I, 25

6. MABRBORIEK 1 ikt 10- IR 10 MATAEY), HFFEAE T ik R, 4 2- 5
5. Ry N H, 3L, 23

7. ARPEARNE R 1 T 10— FRIE S0 10 ALRT AR, RHEAE T Tk R, b 2
FEE, R, b H, FIEE, 25,

8. MRIEALHNE K | rik iy 10~ FZRIEZ MG 10 AL AT, HAEFEET Frid R, HFEEF
5. R N H, L, 23

9. MARBCRIE R 1 Frik ity 10- IS 10 MATAEY), HRHEET Jrd R, N 1- 52
& -2- 4, R, W H, B, 3

10. ARAEBCRHIESR 1 FridK 10~ FIE= WL 10 ST, HAFEAE T FTiA R, AR T
L, R, N H, B, 43,

L1, ARIEBOREESK L iR (1) 10— FREE S 10 o AT AL Jilies , = 3, BN S8598 , JWes »
B, B, R, R, A, 2k M B, R, B, FUIYE, R DL RO R
994 » PRI P IR P o
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—FhETENAY 10~ R EEREE 20 (AT EM I & A EREER
PR PRI H

AR G
[0001] AR J& T 94k G Wil % TR Uk, JUHG= — Fop il 10— L =M 20 F2AT2E
Wyl 2 T35 S A BT 25 P (R R

B=EA

[oo02] & {5 PAH LG T, 2 FAREFELAT 500 J7 AR MR R LTS, 08
[ BEEE ST 130 J3 BITRRE o AL C A ™ B e AR A @ B ELAELIVA IR L —
W (CPT) 2 —FoRIE T DU 2590, b B P R o AR R b S s 21
S LR R B, AR R R AT D PR R o U, DO VAR S e B R S
HAT RF AT 8CR

[0003] BB HEATAE Y R R AR S S A 1 IR FUpT AR AL A i A e
Fh S HBE 1-DNA [ 59, 5200 DNA ISR SCHL o YRR3R AR WA H 90 40 5+
B T-DNA 5 &5 57 s, A E K] CPT-DNA-Topol = CR G4, 1 DNA Widd . 7E4H
U3 S U1, DNA S SOE 21 =50 =BG i B B, JMH] T DNA [ 5 1l Be 28 24t
£ s PRI T

[0004]  Firhdifie 2y 10- Bk S M a /e [ ol dtbE bive (E2IRARH 2y 10- Bk s i
il fe RZAZ R IR FAR T4, B PEBOR, DU IS PR B, R e Il PRI H] A 32 2 1 BR . 0t
DU LY 10— BRI E BT G5 SR 5T, 10— 2D 0T R 7 CE AL R IR AL fs RAT &
TR o AR R T R BRARET AR JE R R, T3 (N A SCORFFD U 2
10— FRHE BRI (1) A G5 4, DR AN BN FC B EA, 3OO FLKV I, AR LE Th REFE EAT—
E LA GRS . JEFEAG S G A O3, AR AR B AT T, REREICEHA 254, JFARPE AL A
ARATHE 2K pH 35 5 AR I ZE 57, AT BRR 25 YR 22 57, B B R ik H K -G8 25010
B ia AL AR, R AR LR S D5 2 W AR MR s A T 25 5 A4 s AT LA
H 5 EAH R B AE AL AL R AR o 2T R BA T BT iy S R 2, 14 T

N

XRAE

[0005]  AZ I H HILE Tt 10- BB Wt 20 A2 AT A4 S JLril 26 5 B T, Ak
AT BR AT 5 S G IR B R e e SR 5y s AR AR

[0006] A H R LU BOARTT S IR -

[0007] 10— FeAEE e 20 AATZEY, JURFIEAE T AT a5 IE 0 T

[0008]
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[0028]
[0029]
[0030]
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[0032]
[0033]
[0034]
[0035]
[0036]
[0037]
[0038]
[0039]
[0040]

HO 0

Hor R, A HOR e 5 58 A B RBE IR e i

Horp R, A H, FAEEER 23,

AR R AL A ) L HE

C10-[20- (HZE® ) 2058 PRI 1- = W
c10-[20- ( HZ R FES ) 2R T mREE 1- =M
C10-[20-(HRER L85 ) &I FIRER 1- =6
C10-[20- (R ) 25 FIREE 1 - = W
C10-[20- (NEFE TS ) 2R FIREE 1- =M

L 10-[20- (NRR LB ) &I FIRES 1- =6
C10-[20- (R ) 2 FIREE 1- =W
c10-[20- (R S ) 2R FIREE 1- =M
c10-[20- (SRR IR OBE ) ZIEFIRES 1- =0
C10-[20- (2R ) AR PR 1 S
c10-[20- (w2 R G ) 2R 1- S0
c10-[20- ( R BB OBE ) ZIE TR 1- =R
10-[20- (4R ) 2 FIREE 1- S

. 10-[20- (42 TS ) 208 FRREE 1- =M
C10-[20- (SRR 4B ) R F IR 1- S
10-[20- ( A2 R ) 2 5E PIRES - = o

. 10-[20- ( R 2R S ) 208 F IR 1- =M
C10-[20- ( FRREER 405 ) &I F IR 1- =0
C10-[20- (22 ) 2 FIREG 1- S
c10-[20- (22 TS ) 2L FmREE 1- =M
C10-[20- (2R IR LB ) FIEFIRES 1- S5
C10-[20- (R ) 2 FIREE - S
 10-[20- (R R S ) 2R PR 1- S

L 10-[20- ( HREIR LBE ) FIHEFIRES 1- =6
C10-[20- (g ) & FIREE 1- S
C10-[20- (PR S ) 28 F RN 1- S0
27.10-[20- (WA IR LBE ) ZIEF RS 1- =0
R PR

A RS 2R

© 0 3 & O = W N =

Do DN DN DN DO DO Do = = e e e e e e
S O W N = O O 00 0w NN = O
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[0041]
HO 0. 0 0 5O 0 N o
T OO0 Y
P . Q P 0 N/ I
N NT N/ \_/
/
o} o]
OH 0 OH 0 °>\
0
o
>‘/OYO N " o) HO XN Y o) Q
0 P P NO:
N — N ’
0 0
o%o Q ©
N W™
R R
1 O‘Rz 1 O*Rz

[0042]  UiBH 1

[0043] 10— BUT IR — H W0

[0044] ¥4 10- FRIEE WA (1g, 2. T4mmol) HO A E] 100mL [FJEFEHE , 48 J5 i1 DMF (28mL)
WEAR, £ 78 70 WA TG PR NN B BR — U T e (1. 2g,5. 5mmol) , $i#E 5 73 8 J&, m AL i
(10mL) , Z& FIR T, BT RGNV 24 /Mo NS IS, e SOV IBRAFIN 250mL 73
S, BN 90mL S TSR, ARG BHR N 150mL /KA HL, 260 3 9% ;F I 1mol /L i3k
% 36mL 7K 114mL AHL, FIFEREL =K ;8o F 150mL A& Eh /K 2B —i . A HUAH 6K
NaSO, T4, R FEEEF), a5 - FliE= 120 © 1,200-300 HAEEAE4it. B4LEW)
10— BUT 5L - S 1. 28, 772 95% .

[0045] 'H NMR(d,-DMSO 400MHz) : & /ppm 0.875-0. 911 (m, 3H), 1. 545 (s, 9H) , 5. 295 (s,
2H) ,5. 435 (s, 2H) , 6. 532 (s, 1H) , 7. 350 (s, LH), 7. 721-7. 751 (m, 1H) , 8. 099 (d, 1H) ,
8.208(d, 2H) , 8. 681 (s, 1H) «

[0046]  {jiBH 2

[0047] 10— BT SR —20- RSFERR R KNG — =,

[0048]  FREL 10— AU T 4 BkZE — SRR (1g,2. 16mmol) MIAZE] 100mL [ [ B+, 28 5
IIAN S e (40mL) H5AE, I 1. 3g XA ZE S R 215 (0. 8g, 4. 41mmo1) F1 DMAP (0. 53g,
4. 41mmo1) , 2 M. 6h 5K S NI ARI N 250mL 23 ¥R SF A, 0N 70mL 7K ZE B 3 , ¢ i A 70mL
PR Eh K — o A HIAH A /K NaSO, T4 AR5 T8 i iy 74 FH e 25 430 1,
NIG S RERSHERE , TR E T alifk, 13 10— BUT IRE 20— AHSE R R NE Mo 1. 2g, 7
% 90% ,

[0049]  'H NMR(d,~DMSO 400MHz) : & /ppm 0. 96 (t,3H), 1. 54 (s, 9H) , 2. 253-2. 510 (m, 2H) ,
5. 284 (s,2H),5.567(d,2H) ,7. 281 (s, 1H), 7. 528 (d, 2H) , 7. 727-7. 755 (m, 1H) , 8. 013 (s,
1H),8. 211 (d, 1H),8. 281 (d, 2H) , 8. 681 (s, 1H) ,

[0050] i HH 3

[0051] 10— BT 5L —20— H 2R B2 58 T ER R — =M

[0052]  HHP [A) A& 10— 450 T 480 B3 2 —20— A 25 filk R % i — 5 A4 Bk 1g (1. Og, 1. 59mmo1) 1
% T DMF (20mL) H',0°C & i A Bk IR # (0. 5g, 3. 78mmol) , H 2 iR F Mg £k /R #: (0. 51g,
3.78mmol) , 0°C M. 5 /NI, O Bh Ji TLC A I JEUBHIE 2%, I\ 50mL 7K, 28 J5 — S R ki 6
B (50mL X 3) , 5 HH AU, Jo Ak B8 T8, ol g 259 0), /P ke - =120 © 1,

5
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200-300 HEERAELEAL . 13 10— BT ek 20— H2 iR 1 e 2 2k IR s — =M 0. 8g, 1™
£ 90% .

[0053]  {iiHH 4

[0054]  10-[20-( H2d R NE ) 25 T IREE 1- =R

[0055]  HUHP[R)fA 10— AU T 4Bt —20— H 2R F e 2a 5% P R IR — =k (1. 0g, 173mmol) 1
HF DM (20mL) H,0°C RN =% LR ImL, W 6h 55 905, Jabk He i 2395551, 79 10-[20- CH
AT ) BEFREE 1- =M% 0. Tg, /"% 80% o

[0056] 'H NMR(d,—DMSO 400MHz) : & /ppm 0. 876-0. 924 (m, 3H) , 2. 050—2. 136 (m, 2H) ,
3.539(s,3H),3.732(d, 2H) , 5. 229 (s, 2H) , 5. 424 (s, 2H) , 6. 980 (s, 1H) , 7. 280 (d, 1H) ,
7.402-7. 431 (m, 1H) , 8. 042 (d, 1H) , 8. 224-8. 255 (m, 1H) , 8. 447 (s, 1H) , 10. 340 (s, 1H)
[00571 #iHH 5

[0058] 10— FRBE =M 20 7T AEMAT K562, TH-29. HepG2 1L Pl 1) 5L 56

[0059] 4 ffd K562, HT-29. HepG2 MW & ¥ 41 i 78, B Ak A2 AT 25 BH (1) K562, TH-29.
HepG2 4l fa A T 96 FLARH, RFFL 5 X 10° M40 /100 1w L, 78 37°C, [EIN B A 5% [ CO, 4
PR EEFE 24 /hIE o 2500 T Z FEEEON CH T-0005E K562 2500 T 2hi m N EEt )
il 45 5 MANF 254 P LA 2 (259 FESE [ R 0-10 w M), B 0. 5w L & MR FERR T 1K 24
VI 96 LA AR 37°C N 4REEREF 48 /NI, SR 221G 7R (K562 4 B4 i, o 1 2%
BEFRW) » BALIIN 0. 5g/mL 10 FFIEAR M EE (MTT) , 7E 490 YK R I5E 96 FLAR B —FLIK
A RE OD A (£E 570 B F e Ko62 G E T ) o fF— ki 3-4 AT AL, EE 34
Ko

[0060] 250t 4B ) AE KNI (% ) = CHRBON RE41~F 35 OD {1 - 25414 0D 1) /
X RSP OD A, SR S5 FRHE AN [F] 25400k B X 4 B iy AR K H il 3 (%) TR 29I 1C,, 1,
FH/NT 30 nmol

M (=135 BB
B 1 A EY 10— BUT E IR —20- iEFEIRIR 251 — S B AZ IR s i
Kl 2 &) 10-[20- ( HE BRI EE ) =3 FIRAS 1 - W IRIM AL IR &S BT I o



1/2

4

A B M

3

CN 103864811 A

00°1 24

Qo 49

24 0£°0 a1

0 ass

Wa NaM

ZHW 00000€%' 00% as
9£CS9 is
sxajewesed Pursseocag - zd
ZHW QTLP2ET°00F 1048
M £0000008°2T TN
o@sn CETET id
BT To08
|||||||| T3 TANRGHD ——=-—===
DIS $O000eUE" T 4
% 6°€6T an
008N (69 ad
S2en 008°09 Ha
6€°8TT 29

O3S L8E9V86TE 1
2B €8¥STI' 0 SAYAZI
2E §89°€228 uMs

k4 sa

91 SK

OSWQ ANINTOS
9£859 ak

oghz 20¥ITNE

~gg 0gg9¢d w § ABL0dd
300ds ROIISNI

676 _outy
21€02102 a3ed
Sy238WRIPg UOTITSINDOY - 2d
1 ONOOEd

1 ONaxXd
1~1-42-800»-dsk INEN

sI193swered BIRG IURLIN)

N
e

2v6°0
09670
8L6°0Q
076G T—

>
e

[ANISIR SIS
[SE SRS
[
w N oo

FLEE—

>

¥82° G —
655°G
GLS"S

\
/

ES RN ENENESE 0 O O 0 e
e R R DO NN oY
@ AN WL, O oo
N ouaNhow; OWOoO WK

K1



2/2

4

R $H [t

3

CN 103864811 A

wdd ¢

30°T 2d

0 a

ZH 0€°0 a1
0 ass

L MaM

ZWW FTODOET  00% 4s
9€559 18
szojeweaed builssavooag - zZd
M 00000005°2T ™1
»esn 08 F 1T 1d
BT TOCN

ZHW 0TLPZET 00F 1048
s======= T3 TINNVHO ========
T 00

935 0000000071 a
3 6°96C =07
»3sn 0G'9 aa
o8 007° 29 MO
8Z E6T 22

D98 GOPK680° T ov
2H 992221°0 SEYATI
2B 028°2108 HAS
2 sa

ST SN
OSKa INIATOS
9€559 ak
ogbz 908310

-4 098vYd um G aHEo¥d
30ods AOVILSNT
206 _duty
LT0T2T0C 3eq
sxo19wereg uoT3ITSTAbOY - 2d
T ONDO¥d

T ONdXd
T~-T~L07-800V-dSM TWIN

sisjouereg eIRQ IUSIAND

8 I8 COOORRPHENNPDRNNNWWWWWWWWW (S OV~~~ =] =) ~J 0 O =
zugamn PO WWOWOOHODO R U WWW G~ [ WNN B BB OONN NS .
O WPONJTOOIONRONWOUIDWOWOWWNW® XA PV POONWWIN WU w

O LB EPRPOODUINOM U B ©BIO» WO 0 OCUALPR R PO WS WG] 'S

) =3

K 2



