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Description

PK11007 & BA HUE s rE R AR B b R Ab 771 . PK11007 38 5 AN 26 11 2% 72 11 2 e 2 BR 1 ik %
ke aE ps3, MAEIE DNA 454 iE M. PK11007 8B IiEHEA (ROS) K% 5548
K pS3 JEANARIET .

In Vitro

PK11007 (0-120 1 M; 24 /NEFs PUFRE p53 HPAE RN R AIDUAD pS3 AR R) AbEE 33 578
% p53 i &2 MKNI1 (V143A). HUH-7 (Y220C). N ugC- 3 (Y220C) Fl SW480 (R273H/P309S), ik
FEYEHN 15 & 30 v M. PKI11007 25 S A R LB 4o st o],

PK11007 (0-60 uM; 3 /N 6 /NEF; NugC-4. NugC-3. MKN1, HUH-6. 1 HUH-7 #5410
i) AEFEFE N ugC-3 (p53-Y220C). HUH-7 (p53-Y220C) F1 MKNI1 (p53-V143A) 40, TSN
WA ME BIATE M ps3 KA. PK11007 &3 NT HUH-6 F1 N gC-4 AU ps3 &M,
MDM2. PUMA #1 p21 & F/KF[1]s

PK11007 (1520 uM; 4.5 /NEEL 6 /NF; MKN1. HUH-7. N ugC-3. HUH-6 40jfiil) AbFENE 0
T 6 /NBIACERE =R pS3 U R R pS3 LIRSk . fEALEE N ugC-3. MKN F1 HUH-7
YLLK 5 % ) NOXA J&, PUMA Al p21 mRNA /KF T 2 f%5. MKNI1 F1 N gC-3 4l
i MDM2 KU1

PK11007 3% 77 FAR E A B H ARG R 1458 . O 7K PK11007 /2 5WHn ROS /KF, K Nu
gC-3. NugC-4, HUH-6. HUH-7 Il MKNI 4iffg5 PK11007 $$H 2 /M. 2 /NG, B4R
i ROS JKT¥TH o KT, 7ESEARIY pS3 4Hl MKNI1. HUH-7 #l NugC-3 1, ROS HIIfE 60
uMPK11007 BT NugC-4 il HUH-6 ZHfE, RN pS3 4R PK11007 HUSM: 1
FHM ROS S5 . MKN1 43R PK11007 S ROS 7K1 & /b I LA 41 i 2 v 4 13
[1]-

PK11007 #HIAHMBETE, 5 AR TR 2 S AL T M AL R T X 2648 55 PK11007 T
WOERAL R ps3 [IRE 1 —E[2].

Cell Viability Assay[1]

Cell Line: p53 wild-type cell lines (WI-38, HUH-6, NUGC-4, SJSA-1) and p53
mutant cell lines (HUH-7, NUGC-3, SW480, MKN1)

Concentration: 0 uM, 20 uM, 40 pM, 60 pM, 80 uM, 100 uM and 120 uM

Incubation Time: 24 hours

Result: There was a large viability reduction in mutant p53 cell lines MKN1
(V143A), HUH-7 (Y220C), NUGC-3 (Y220C), and SW480
(R273H/P309S) and in p53 WT cell line STSA-1 at concentrations
ranging from 15 to 30 uM. The p53 WT cancer cell lines HUH-6,
NUGC-4 and WI-38 were less sensitive with reduced cell viability only
at high concentrations of compound (60 and 120 pM).

Western Blot Analysis[1]

Cell Line: NUGC-4, NUGC-3, MKN1, HUH-6, and HUH-7 cancer cells

Concentration: 0 uM, 15 uM, 30 pM, 60 pM

Incubation Time: 3 hours or 6 hours



http://www.shyuanye.com

R R A IR AT
Shanghai yuanye Bio-Technology Co., Ltd

=1 HLTE: 021-61312973  f%H: 021-55068248
l ? M4k: www.shyuanye.com
(A1} HR#: shyysw@sina.com
Result: Up-regulated protein levels of the p53 target genes p21, MDM2, and

PUMA in a mostly concentration-dependent manner in NUGC-3
(p53-Y220C), HUH-7 (p53-Y220C) and MKN1 (p53-V143A) cells.
Also increased p53 activity in HUH-6 and NUGC-4 cells, as indicated

by the increase of MDM2, PUMA, and p21 protein levels.

Solvent&Solubility

RT-PCR[1]

Cell Line: MKN1, HUH-7, NUGC-3, HUH-6 cells

Concentration: 15 uM, 20 uM

Incubation Time: 4.5 hours or 6 hours

Result: Increased transcription of p53 target genes in three mutant p53 cell lines
after 6-h treatment. PUMA and p21 mRNA levels were up-regulated by
a factor of 2 upon treatment of NUGC-3, MKN, and HUH-7 cells, as
well as NOXA for the latter two. MDM2 levels were halved in MKN1
and NUGC-3 cells.

1 B S5

DMSO HFEFESE : 250 mg/mL (584.30 mM; #8 A BYIE; IR DMSO X 7 i I W fift B A 2 35 52
e, AR E ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.3372 mL 11.6861 mL 23.3721 mL
Stock Solutions 5 mM 0.4674 mL 2.3372 mL 4.6744 mL
10 mM 0.2337 mL 1.1686 mL 2.3372 mL

AR i E AN TR R o BV R B PR S & A L R AV — ELBC AT, 15 e R AT
SRR R 7 R R

it I A7 77 AR -80°C, 2 years; -20°C, 1 year. -80°C ff7r I, (e 2 FMME,  -20°C
1P, AETE 1 AEREH .

B :

TEIRIRE R SCIRBIMIRG 2577 50 I PRE AR T % .

VUR VAR 7 8015 56458 In Vitro J7 AUBCHITE T B W0, AR UGAS I B 7710

FEPE, VBT R AT DRGSR AT 260, &R KA SEIR R TR, 2

WESLHIES, 2R,

[ S R T AN (=P S = RE Y i VN T 2 78T G R & AN s O P C Gl DU s el B/ TR/ e
LG, AT LOE N AR/ B8 7 1 7 B

E S

RPN AT 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (4.86 mM); ¥#i% 5

BT R3S > 2.08 mg/mL CHERIERAD IR HIE

U 1mL TARRCAH], B 100 pL 20.8 mg/mL 7T DMSO & W% 400 uL PEG300 ', R4
Y51, i ER RS IIN 50 uL Tween-80, JRA K51 RIGHEAkEINAN 450 L EFEEIK EHE 1
mL.

AEFEEKIECH]: ¥ 0.9 g ALY, T ddH.0 JFERZE 100 mL, A A/SHVESIE U 028 B E K
a3

L -
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EIRF I INEFER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.08 mg/mL (4.86 mM); V&1 A

SET7 %A 3RS > 2.08 mg/mL CHIRIEESRAD MRE WL BET7 22 Se08 FWIZE AN T UL B M 3h W seie iy
AL

P ImL TAEM 9B, EX 100 pL 20.8 mg/mL [ % DMSO fig&WnE] 900 uL FoKMH, RAY

2o

BE R

p53-compromised cells. Proc Natl Acad Sci U S A. 2016 Sep 6;113(36):E5271-80.

Preclinical investigation with the anti-p53 drug, PK11007. Cancer Lett. 2018 Feb 1;414:99-106.
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SN F IR -
AL B U 0 AR P P B OV AR f s — LRI, WA IRAF, 0 R SR IR 5

R

B RAF )T AR : -80° C, 2 years; -20° C, 1 year. -80° C fiffERt, 57E 2 SN,

20° CfEfEIT, AL 1 4R

P .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.3372 mL 11.6861 mL 23.3721 mL 58.4303 mL
5 mM 0.4674 mL 2.3372 mL 4.6744 mL 11.6861 mL
10 mM 0.2337 mL 1.1686 mL 2.3372 mL 5.8430 mL
15 mM 0.1558 mL 0.7791 mL 1.5581 mL 3.8954 mL
20 mM 0.1169 mL 0.5843 mL 1.1686 mL 2.9215 mL
25 mM 0.0935 mL 0.4674 mL 0.9349 mL 2.3372 mL

DMSO

30 mM 0.0779 mL 0.3895 mL 0.7791 mL 1.9477 mL
40 mM 0.0584 mL 0.2922 mL 0.5843 mL 1.4608 mL
50 mM 0.0467 mL 0.2337 mL 0.4674 mL 1.1686 mL
60 mM 0.0390 mL 0.1948 mL 0.3895 mL 0.9738 mL
80 mM 0.0292 mL 0.1461 mL 0.2922 mL 0.7304 mL
100 mM 0.0234 mL 0.1169 mL 0.2337 mL 0.5843 mL
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