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YM155
RIS - MB4082
B2 : >98% , survivin &R
IS - SMG;25MG;100MG
R : solid
HAER
SF C20H19BrN403
NTE 443.29 O gy
CAS No. 781661-94-7 2 | {‘JV\EN]
EEEH -20°C , BBEpEEAT IR ) N"J\ =y
N DMSO : 55 mg/mL (124.07 mM) Eo O \
22?:(% Water : 89 mg/mL (200.77 mM) 0.
Ethanol : 6 mg/mL (13.53 mM)
TESEI | ARMEREEETUEN , MREEIRE , s mEAEMT.
Hithidel | ATENREMERE | SFLNRFEIRMEFERE.
&7 : YM-155 2 survivin $I3,

78 : Sepantronium bromide ; 1H-Naphth[2,3-d]imidazolium, 4,9-dihydro-1-(2-methoxyethyl)-

2-methyl-4,9-dioxo-3-(2- pyrazinylmethyl)-, bromide (1:1)

YIRS
NI 2 RECEHEEK
BN DMSO : 55 mg/mL (124.07 mM) ; Water : 89 mg/mL (200.77 mM) ; Ethanol :

6 mg/mL (13.53 mM)

BE o >98%
fEERM - -20°C , BEXITREATIE
EiEtE
YM155 (Sepantronium Bromide)2—FE%%AY survivin 0§25 , @305 Survivin 35
R | HEMMAE/ER , £ Hela-SURP-luc #1 CHO-SV40-luc 4R IC50 79 0.54 nM ; XF
SVAO B FEMEINEWERAREZ | BemERENE Survivin 5 XIAP ##E{EMA. Phase 2,
] Survivin (HeLa-SURP-luc, CHO-SV40-luc cells)
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0.54 nM

{EIMRT

YM155 30 uM BtXd SVA0 fERIRRBAK. £ p53 TRfERY PC-3 1 PPC-1 A2k HRPC 4
ek, @TIE survivin ERERIFRIER , YM155 BENH REME survivin fl93RIX. 18
& , YM155 100 nM B33F c-IAP2, XIAP, Bcl-2, Bcl-xL, Bad, a-actin, 5 B-tubulin B398
RIXANHILER. YM155 ERTAREMERESHE PC-3 f1 PPC-1, fARALRET |
FBEE caspase-3 &M EFF, YM155 BUMHIASREMIBER (-2 p53 &/ p53) B1F
PC-3, PPC-1, DU145, TSU-Prl1, 22Rv1, SK-MEL-5 } A375 , IC50 {5 2.3 & 11 nM,
55, YM155 1858 NSCLC ZRBEXT v-S38a08Uskit. YM155 7l v-59%cBXA |, 1E5aaT ke
##0 caspase-3 i&tE. YML55 HEIRIEEKETIESZ DNA BzAINUE.

{BHERFR

YM155 #% 3701 10 mg/kg B FIESTRISIBRESIERE , S5RET YM155 5224 PC-3 RIBHE
K BRESSERE , MK TR, BYUHMNLHTER YMLSS (ERTHE
EUVIERRIAR. TIE , YML55 $% 5 mg/kg fERT PC-3 BTSRRI FHEIMHISsA

80% . YMI55 & y-SI£mE R EFT # HA60 5 Calub THISERIRR, , BRtiBims
.,

BigRdER - RERAH , TZNRTOFEYS | IEEERAAE |, FZEATAMK. YM-155
£ survivin 1FHIF, AR AT HERSUHARFASERE,

R E
S = g 1mg 5mg 10 mg
{u]
RE 2 §

1 mM 2.2559 mL 11.2793 mL 22.5586 mL
5 mM 0.4512 mL 2.2559 mL 45117 mL
10 mM 0.2256 mL 1.1279 mL 2.2559 mL
50 mM 0.0451 mL 0.2256 mL 0.4512 mL

SHTINRE (UHSF)

2 K

BEF- S EE R S5E0h:

{$5/ Pyrobest BRAESIS14 5 -GCGCGCTCGAGTCTAGACATGCGGATATATTC-3' #0
5 -GCGCGAA-GCTTTGGCGGTTAATGGCGCGC-3' , MAZEEHEAE DNA h9HE 2767
MEEXIFFIRIASE survivin EES51F. 7 pGL3-Basic BRI Xhol/HindII IBRGIA |
MtIES Xhol/HindIII BRA=4RY PCR FER. F=4ERIBRAIFR/S pSUR-luc, @13 DNA Y
EFTEIEEFFIIE DNA 75, @IS ERERCY , EFEEHERAY Hela-S3 40i8 ,
£ pSUR-luc B5iEH. {HFEHY pGL3 BRI SVA0 B FEsaF /%I, pSUR-luc fl
pSV2bsr @Y Lipofectamin2000 F3ERHE] Hela 424, AN 10 ug/mL RKIEEK |
RIBIE LA RESTERISEM | 7%1% Hela-SURP-luc 8—8F%, pGL3
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pSV2bsr FRAASERRE] CHO AR, SN 10 pg/mL KEE |, RIBENNTOEEERES
FERREY | fHik CHO-SV40-luc B—E¥%, M Hela-SURP-luc ] CHO-SV40-luc &5%&
TPYR BRI T, MREEIRET 5x 103 07 96 FUMR L , IO YM155 (8 F
DMSO /) , 24 /\ifElEs B RIEM. BIEFSH+E IC50 (&,

Cell lines: PC-3, PPC-1, DU145, TSU-Prl, 22Rv1, SK-MEL-5 , 1 A375 4Hf8
Concentrations: ~ 100 nM

Incubation Time: 48 /\id

HHMISCES Method:

PC-3, PPC-1, DU145, TSU-Pr1, 22Rv1, SK-MEL-5 , } A375 fBiEZ3&L 5 F) 40x 103 &
FEFTE 96 FLIR . YM155 JAf#7E DMSO & |, 3543400 E4MAE 48 /it @it
sulforhodamine B i#{%|UELRAEEL.

Animal Models: [ Ti¥57 PC-3 #S1EBAY 4R (BALB/c nu/nu)
shigscsg | Formulation: BTahiAR , BRERARGRE.

Dosages: 5 mg/kg

Administration: FZ 15 , SERELME 3 X, LR 3 .

CxxE]

oK ET ML ERE , ERTHIEES  BRAMINE , RERRARE , SNSSEEYE.

oHRD T I EHNEEIRMEIDER | BB NMREFTRAEERIMNENE | U EEIRNESEZTRARZA.
A SYIREEEER

1Fma%E | BUEIEYERIFAEECHTOE  BADERE. BRMHERFTESH D 81~
R ; NEERIHRERER  BETWIRSHIIZRAKRER  SRNMESMEZFE. WTHERE
KEAKRERN |, BEUERELT , B Parafilm HOE , FHZIRBEMEFRHER. WRMEREE
K, BE~mE8E  @NEERWE , DRnKRE.,

2 (EERHIE - ABOHFIRERTIVRERRE | BT RAUANERNS. NEHSEMEER 1B
EREEER  IREFRESIEE DMSO |, ERHIETAEIBETE T 80 BREERT , —RIULIRER
f£3-6 MRLALE. EERRT  BXMERHITHRE. BREERREFRM.

3 REFTIERNE | BIRIECAFTEERHERE  HRESANEERANAREET/FR. BTX
D UEYRASTEMERY |, ATLAERZKMEAHI (40 PBS ) #HREAT , AIRESATHIE , AlBIT B (FEIARERT
AR ARXISEIFAERE. WA DMSO {E/9iAR | 58tk DMSO REEHERIRE <0.3% LIBRMmgsS

1.

KREFS , FATEMET 0.22UM RERTIRSIURE | BZRBRI , PEAHESEXELN , Bl
TR EWEYE | EERAEERSEHIRLSE.

4 FANMEIEMA - BT REUSMEREEN , TR TEREHLE | TREFEIMA LA
HWREENER , WNIHE , CMC-NA |, HilE | BRFEESFERBXEVRAE. WEER DMSO | i5H
R DMSO RILEIRE < 5% AR BIEER. SHFIERITIHE , JUSE TR

AR EREAFIBIRER
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WIRp IFE(KG)  RRERA(M2)  [Km FRE
UpickEid 12 0.6 20

¢fa] 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

iz 0.4 0.05 3

KBS 0.15 0.025 6

R 0.08 0.02 5

/NS 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X 54 B B9 Km RKE/z040 A B9 Km RE

5 XFFmEI L ERIE

BEIFmE | ERERmAVERTTEN | FRIER TN NTRESMEN M , HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ REXTRECIIETRE  NNSE~ M
METEEGESTL  XIMREAEITHSET , FIEUNERREHT | £ milFEIER. TRk
7o, FJLAME 200 #AGRIERL , ERKEERIK , NERiRK.

RSN EERE—EiRE A NEEERNYETREESTE , 2B

e 5B R 6
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFEFRETH  NREWSLRmATEIFRE /) | BB RAEFT AR EEE
LHREEN—E | ATREMEREARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEES=S

(E P SN

°

X TFEEREGRRRIR T miREHTRE N INRE | TRV ERSENENERARzUEY TR
BRI EY  EEETSHRRKUKS |, EIEHER | XM-nEEREETIESRPRE.
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