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— MR SR E I & AN F

BRARGUE
[0001] A B0 K 504 1] 5 0 sk, S BLAR 0 K — b g 40 m iE 5 S el 45 05
PN ER
BEREA
(00021 JUEAYE D )32 A5 FH PR 0 IR 245 » o 25 T J e, I HL A Sk S8 P8 e B 568 g B

A MRS T R0 AETAH ) 75 B A R 30 1, 48— e RE R L PR 1) 1 LA I R B 182 T ok
N BRI 1A R o MBI ) Wi PR 753 B 2 KR 7, IR SEAT AN 2D 25 W mT $35 UL ) 75 )
A FH o BT F) 248 B 75 28 AT A BB AN AL, A B A REEAT (1 Ame s 16, BL/INBR 9%
R LU BN AR A 2R RL AT BB s CRT) et AR 7, AIE SIENGURA L A 3% 03 240 L A5
IR TRAL S B » B e AR 45307 558 240 Mt 5 B A% 33 FH o IR0 AR 240 M F) B kAT 75
BEAT ) IZ TR IR TT o

[0003]  1978%F S [E FDASLHE b iy A MEA = I PR b FH iR 7 2 Mo iE i & 16407 259, 9
HN B AR 1 S0 LB S5 SR AT W 27 28 AR i e IUBA A AR T 22 PR e 3
PEAREERF A S SO AR I PR 1R N2 FH 52 BIAR KPR PR 4 60 478 BAT ™ S ) 53 A P it 245 42« 1R
WERIE FE 0T B A e S e A ) v R MU B ) B B AR SR B R 245 7 28 SR B B, AT PR IR AT 24
Yot EIAE 3 i B e B0k o K BT BE R PR D REVE S ] SN BIEARE S h 2 — Rl
RIIE FE SR

RPAR
00041 AW I 192 — ¢ THRAE T — Aol i 2.
[0005]  AREAN 75— HBET RS LR UL SR Z4MAHEY .
[0006] AR W 37— H (AR T34t 7 Ak 4708 50 k) Be & W0 0 il 45 07325
[0007] AR WHIEFRAL T E SR e ) B & P ) 45 0 25 W01 i
[0008]  SMyfift e b id o) B, A IR AL T I R R T %
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[0016]

(00171 BT (K BC &40 il 46 05 1%, LA HE TR D ¥R .

[0018]  SMUHUARE I B 5 AR 1Y) DEMZMJC%%&F_\? .

[0019] S BiR3R Mt — M &4, AR ZOR1-3E — Frid (i T s Bc &9
ANZ4 57 1 RS2 0 W70 3 AR B R 71 o
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(00211 Jiri i dn =X T Frzm B B 640 Y Ml 46 v 7 Jif e e i 24 D 1K) 3 5 38 e el e
RE A B e B SR 225 i e < I g T8 S B DR BT e < e S TS L LR IR ES R
NS N R N RN Y= NS SN IS SN =S AN T N R N LS N1 RN T
Tt J PR AR | R JER TR ISR T TR S U A R i

[0022]  fjE it , Ffr it Jif 88 BT e D9 45 e o

[0023] A WIHAR M 1 ¥Ry IR BOEAE (1 77 (BAS K WKL & W s AL AR S f 1R L
AR S AL 25 T RS2 1) i I R R 24 P T A IR T I R RO 25 0 IR L B
MRAEIR YT 75 22, [ 35 LT 167 A BRI B DR R B &, B S AR R i AR 5
LALLM o Kol TR [ 7/ B NI

[0024] A B Rt iR T B T i AR IR IR IR T /5 B R B i T VR T A BRI
TRC &, Herb Frid i i B e« B SRR S 45 e i« FFE e i e 3 8 < s« S A
T LR AR ES R R R AR IS IDE e DN B L 1B R B L IHERE R R RO
68 W I T2 M PO YRR e L B JER e IR T TR U R IR i o 0k M
NG ¥ o

[0025] B Rt iR r B Ui WARIR IR IR T /5 B R B i T VR T A BRI
&2, 5HERT AR & .

[0026] 2449 b nl 15252 1) B 77 380U BORRE 7RI — A dia (10 52 08 AR 1% Uk 5 32 (1, W A%
ARV EGT 30, JC AR FL B o BC R 259 b T2 B IR A U B B R A
ST RAFIIIVE 22 DR 3R o 3% S R 45 350 B 40 1 003 1k Rl R SR B A 1 5 5 il L S )
Tt (R 32 2B T 3R AR s ATE A1 R T 8738 o 254 AT 3532 IR 38U AR 7K A A /K PRV
B 5 LS 2 b ] AR [ 25700 R o I SR SR AR VE 22 AR 2 0 AN N ), B 1 3 PR )
A IR AN 7t 22 AR A S RO WS AR RR RS SR AR AR E T, XA
I AN 53T BN

[0027] 7Y BN THRC & 0] LUVR THRE IR AR AT & 07 200 T, B 062 5 & — iR 7 Bl f%
2N B o SR PRI 23 H 0 1 BRI T Ik BB VE RIDIEAR 1 R Gt ia T, (HIE B
A6 A A 2 RE A o B G Y R T A S A A T S ORI AR BB A S T A YA
e 7 13 JR i AT BV B R s 7 a2 it s B A 25 niE et B R
R T LA B 0 P A R A (A JE B /K BRAR K TR BB 0D 5 28 S ) i
TEWRONIE 55 5 Jm 3 fn DA LR B T 2K s 0 B W b DA AR SR X5 BOIR o4 P T
AR 2459 b T 12 52 WA 750 w7 ) 751 RS TC 3 o T A S BB TR SiE 22 B ) 2 2
it BT R A5 o 7 RIVRE TRCERHE 22 B8 TR T DA & K 2 WD 2 S WD ERAS , 8 B 70 SE S RIS
e, 48 B & QB M AR EZIE R

[0028] [ Hi it (= ) PR AL 5 W B A = W, FL P S AT i R A fn i i 2T E 3K AR N
T 71 PRV TR G TR Y A DA P58 8 5 751 ) R R 21 4 2 MBI B R R L R R
FRIEC R 7 s 37 RIVRE A e 750 m] 25 A A0t £ 4 2K VR ER 5 5L e B IR R e AN/ LA
AN/ B E R TR B 70 B2 BT AR 0] R 750 AT 3 70 L BAT AR 2 R R 2 AR
At R E S T R/ ORI it 3R AT I A A 3, G A s 4 B T R AR o s
2R3 v A A R A AR O B R R I LR S BB AT/ BRI 2 o AR X S fC Ty
AT LA 40 T RO TY AN 2T 4 % (AVICEL®)8l R 208 B (PEG) « 4 3T K EEB 25 F ik

Eql
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TEFIAnFR B4 4 3= (HPC) JR A R 4F 4 5 (HPMC)  #& FF R 41 4 2 (SCMC) AN/ B 5 K g
BT LR Y IGANTREZ®) 5 Al il i 71 40 58 TR 1R 4L 58 4 (fnCARBOPOL934®) -t
AL ) Bt 7 Aok & 70 A e 1A Bh Tl & Al H

[0029] W5 B3y B N Jith T (1) s (9 PEZH A W) B FE VA T, BT I T & B R R e L B iE A
577 JE5 751) 2 v MR AT e AR/ 8 A A e PR ST 3 ) R/ Bl e T 1 B B R A A
A A EE AR

[0030]  fig 5 4t 245 1) 7 451 14 40 ) B 6 v S VA TR B B VR, FL v B B W& & I AR B 1
1 18 AT B2 MR B R W H EE I 1, 3- T S K S ARGV TR S5 S A, B
B 1 43 HEGE VR A B B S R B B Y S, AR R AR TR

[0031]  E s 25 07 BIPE2H & P B s A 7n) , L mT 2 i & i 3 SR R 770, el wT g |
ERH MEESR R £ 0d RIS AR IR B N 9l A (RIS AN/ B0E N B N BT
[0032]  YRITA BRI A K B G W] AU 8 RN LR E , HERTIR LB 5
FhIPE 21 0. 0528 1000mg kg ; 1-1000mg/kg ; 1-50mg/kg ; 5-250mg/kg ; 250—-1000mg/
kg, MR T e AR B A AL G &, Ho T DU — 3R & sl DL St 40 7 & R = 7
UnRE R T E A4 o BT DL BR AR ) A2, X6 T 45 1) 52 AR PR AR R 771 7K 1 AR 245 7510401 25 T 5 738 g B
TZ MR, ORI RGPS ik A S AR AR e P AR A BE Pl AR i
TR | — PR A BROIR OO0« 52 AR ) VLR B Tt 7 A ORI [ | R I 28 24 W2 & FRE IR 2 T 1)
PEERR T o TR T ARG S2 AR B 45 B4 , de AL a2 R AL FhOe an N SR AN K & shAan i L 5
JIFEA .

St 1

[0033] " [ ok S e 491 5o A A BH AR 30k — 25 10 B o N 12 B A PR 2 5 A R B S it 4] B ok 7 v
AN A B T30 BH AR R B T AN 22 X6 4 i B 1 PR 1, 6 4 O B B A SRR 2 71 6E A kB 1) 4% 7
V5 ) T A U3 8 J T A R B B SR AR YO L o A TSR S B L S 45 HR R B A B A TR R AT
BRI EAldrichas Al .

[0034] il £ St 1 -

[0035]  USARAT T, 76 [ N 25 25 in N 100mmo 1 I % , 2002 F+ 1 7K DMF , 50mmo 1 ) 2.k TR
il , P35 I N B2 AE60~T0°C 22 (7] , TLOHR I 5 B 28 I B 485 R o ok 25 IO 5% R IRIDME, 7K
I E, AR BV V= 10 0 LI VR A E 245 8, 9 2R S BRI iR L& (iR
51%) o

[0036] /Plt\ =

HaN
¥ oa

[0037] m/z:399.00;

[0038]  JLE4MH: CsHi3C12N202Pt5C:15.05% ,H:3.29% ,C1:17.76% ,N:7.02% ,0:
8.02% ,Pt:48.86% .

[0039]  'H NMR (300MHz,DMSO, ppm) :6:4.46 (s, 1H,CH) ;1.5 (s,6H,NHs) ;1.02 (s, 3H,CHs) ;
0.99(s,3H,CHs) .



CN 109369727 A W OB P 6/8 Tl

(00401 il &SI it 5112 -
(00411 DLSALLT- St 1] 1 F1%) B 2 25 BRI 2% APF » SR MRUAF 5 0 AL I (R I - — 5 (&4 %) —
I, HlE N IR A, ER65%

[0042] /Fit\ =

[0043]  m/7:424.02;

[0044]  SLE4M M : C7H15C12N202Pt3C:19.75% ,H:3.57% ,C1:16.69% ,N:6.59% ,0:
7.54% ,Pt:45.88% .,

[0045]  'H NMR (300MHz,DMSO, ppm) : 5:4.46 (s, 1H,CH) ;2.91 (s,4H,CH2) ;1.5 (s,4H,NHs) ;
1.02 (s,3H,CHs) ;0.99 (s, 3H,CHs) .

[0046] ] £ S it 573 «

[0047] (1) WA N, 6 [ M A 24 NN 50mmo 1 f) 1, 2-3F & i, 60m1 ) Z. % , 2% 15
HIK2PtCLazK IR (20mmo1 fIK2PtCla, 30m1 25 BS§-7K) , 75~80°C N HE i &, /K ¥ , 158, 15
a9,

[0048]  (2) WAARI T, fE RN 25 2 b in AN 100mmo 1 22 B8 (1) P4, 2002 F} J& 7K DMF
50mmo 1 ) 2. 5k TR B , A543 S R ¥R BE AE 70~ 80 °C 22 [A] , TLC PR B S B 28 i W 445 7R o Bk 25 e A
ZH DM, K e, L€ , [ 44 FVok: V= 10 TR A 1877 B 45 & L 15 219k 35 G [E K 10 R id
&M W Z£60%) .

[0049] /Fit\ .

[0050] m/Z:479 . 06;

[0051]  JGZE 0 #1:C11H21C1aN202Pt;C:27.57% ,H:4.41% ,C1:14.79% ,N:5.84% ,0:
6.68% ,Pt:40.71 %

[0052]  'H NMR (300MHz,DMSO,ppm) :6:4.46 (s,1H,CH) ;2.52 (s,2H,CH) ;:1.49~1.74 (m,
4H,CHs) 51.5(s,4H,NH2) ;1.11~1.21 (m,4H,CHz) ;1.02 (s, 3H,CHs) ;0.99 (s, 3H,CHs) .

[0053]  ffl] & St 14 -

[0054]  DAZRALL TSt f51) 3 0] s A5 SR AN %A, 44 1, 2- 3 O iR B A FH B B B %, i 4
TR E) L E66% .
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00
[0055] /T\ =

[0056] m/z:562.13;

[0057]  JGE 3 #1:Ci7H33C12N202Pt;C:36.24% ,H:5.90% ,C1:12.58% ,N:4.97% ,0:
5.68%,Pt:34.62%

[0058]  'H NMR (300MHz,DMSO,ppm) :6:4.46 (s, 1H,CH) ;2.57 (m,2H,CH) ;:1.49~1.74 (m,
8H,CH2) ;1.5 (s,4H,NHz) ;1.44~1.46 (m,4H,CHz) ;1.11~1.21 (m,8H,CH2) ;1.02 (s, 3H,CHs) ;
0.99(s,3H,CHs) .

[0059] il & St 5715 -

[0060] DA ZRALL TSt 451 3 0] s 82 A5 B AN S A2, 44 1, 23 O — Jie B 48 D A B (R TR EE IE i) 48
NREY, WET0% .

X

l Cl

N
/\/0___

[0061] /

X

[0062] m/z:520.01;

[0063]  JLE M HT:Ci5H15C12N202Pt;C:34.57% ,H:2.89% ,C1:13.60% ,N:5.36% ,0:
6.14% ,Pt:37.43%.

[0064]  'H NMR (300MHz,DMSO, ppm) :8:8.78 (d,2H,CH) ;8.59 (d,2H,CH) ;7.57 (d,2H,CH) ;
7.09(d,2H,CH) ;4.46 (s, 1H,CH) ;1.02 (s,3H,CHs) ;0.99 (s, 3H,CHs) .

[0065] A= 43 A S it A1) -

[0066]  FF 45 -

[0067]  ife @ FEEL A AP/NER , T AR 2R R s i b it o /NER BRI 7R TR BB Rl E N
RS A ME S B, RO L ERRL, B B B AIOK, FIRAREF18-20°C, H ARG 2454
PLO. 9% SALSN KIS B A , 32 ) B Lhmg / kg R 3% UL T I B MR VRS 45 24, 25 25 5 R
90 . 1mL/10g, #% MR 40 R F 2524 :50.100.150.200.300mg/kg - 25 24 i 55 R M EL 10 S S )
ALK IR BEERR IS B G 0 LA SOR H AR T o0 A, LS 10K, #4B1 i ssik it B LD50,
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R AL 2505 NSRS AR R SERT SAE AN , T, B8, BRI =4 A3

[0068]

[0069]
[0070]
[0071]

#p # 2%, #b #

Ty | FHhH | KKY | RKEH | Kk s e
1 2 3 4 5

LD50(mg/Kg) | 201.31 | 232.54 | 247.81 | 237.61 | 180.01 18 141

W ERATLUE I, AR TR & ) B A BRI
FUTHC & P ke 4 A A T A
O BRI AHAR , Y AL S T 5 5P T 96 SLIE 7R AR, B 4L 100uL . 15 77245 , DA

AR A Y A IR R i - 250 VE FHT2h 5, 2 B3, BFL I 100uL MTT (1mg/mL) , 4k
ZER: 9740, 35 BIE BEALIIAL00UL DMSO, %37 VR 57, FIBEAR A AES T OnmAd il & WOt AR - 1
SR A A S MBI (%) = G REZH IR BB -5 25 RO FEAR) / Ol BREH ROk
-2 E AR IEEAE) X 100% o K FICso vt S (FF B 25 R} K25 SRk Hm i ik i
(ICs0) o 2R H ) B AL A umo1 /L

[0072]

FELDE T 2R 48 T 0 A o R o A N P SR 85 SR R TR

[0073]

£HkH 1 LH) 2 ®HH3 kHkp| 4 R#®&H 5
B8 e,
AR & mie
112.03£2.12 | 109.31+1.32 | 121.38+1.78 | 171.58+1.75 | 183.82+1.34
BGC
AT MR
121.09+1.31 | 148.27+2.01 | 158.37+1.14 | 139.97+1.74 | 177.01£1.12
i HeLa
A5 B 58 fm 0,
60.74+1.77 63.25+2.68 59.71+2.98 50.05+3.07 | 163.26+3.11
HCT116

12
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