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HEYEE

MRTX1133 & —FhlE2Lqf . RAAFE R RS KRAS G12D #ii7#]. MRTX1133 Dl fE)r
SHEATFR T N4, FHEh = NIRIEE LS & AR R AP A BAEA, X5 KRAS GI12D /) KD 4 0.2
pM. MRTX1133 [flil: SOS1 Ak fIk% 1L S #e /s KRAS G12D/GTP/RAF1 & &R R, Ml

Description HRAL K KRAS LSS 57 3o MRTX1133 &8 EH0H] KRAS G12D FRASKMIGAN, (HA 0]
KRAS HF/E7U4H . MRTX1133 fE4MISEG0 o A 9B /RUETE, E5H KRAS G12D A
R JA R3S IR T AL
1C50 & Target1] | o8 G120
0.2 pM (Kd)
Cell Line  Type Value Description
Antiproliferative activity against human A549 cells harboring
A549 ICso > 5000 nM KRAS G12D mutant assessed as inhibition of cell growth
incubated for 5 days by crystal violet staining analysis
Antiproliferative activity against human AGS cells harboring
AGS ICso 1.4 nM KRAS G12D mutant assessed as inhibition of cell growth
incubated for 5 days by crystal violet staining analysis
Cytotoxicity against human AGS cells harboring KRAS G12D
AGS ICso 6 nM mutant assessed as reduction in cell viability measured after 3
Cellular Effect days by 2D cell viability assay
Antiproliferative activity against human ASPCI1 cells
ASPCI1 1Cso 7.9 nM harboring KRAS G12D mutant assessed as inhibition of cell
growth incubated for 5 days by crystal violet staining analysis
Cytotoxicity against human MKN-1 cells harboring wild type
MKN-1 ICso > 3000 nM KRAS assessed as reduction in cell viability measured after 3
days by 2D viability assay
Antiproliferative activity against human NCI-H1299 cells
NCI-H12
ICso > 5000 nM harboring KRAS wild type assessed as inhibition of cell
» growth incubated for 5 days by crystal violet staining analysis
MRTX1133 #ifil AGS 4if &) ERK #i&R{L, 1C50 JEFE N 1-10nM (AsPC-1. Panc 04.03.
. Panc 02.03. SW1990. GP2D. Suit2, A427. SNU1033 Fil HPAC 4iifif)) . f£ 2D ¥F/3l5E 1, MRTX1133
n Vitro X AGS 4iiffl (KRAS GI2D) ) IC50 4 6 nM, 4 MKN1 FHLH 500 £ 0L E k%, MKN1
FE— TR KRAS A KAHERAN AR, BOAEER KRAS 29 1#4[1].
MRTX1133 7E KRAS G12D R 5 ARSI/ IR AL o 3R B A 241
Animal Model: 6-8-weekold, female, athymic nude-Foxn1™ mice (Panc 04.03 model)[1]
Dosage: 3, 10, or 30 mg/kg
In Vivo Administration: Intraperitoneal; twice a day for 28 days
Result: Resulted in a dose-dependent antitumor activity with 94% growth

inhibition observed at 3 mg/kg BID (IP) and tumor regressions of -62%

and -73% observed at 10 and 30 mg/kg BID (IP), respectively
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Solvent&Solubility DMSO HIVAEEE : 50 mg/mL (83.25 mM; #85 BIVA; IR DMSO 7™ W fva g A W5,

114 F T4 ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.6649 mL 8.3246 mL 16.6492 mL
Stock Solutions 5mM 0.3330 mL 1.6649 mL 3.3298 mL
10 mM 0.1665 mL 0.8325 mL 1.6649 mL

SRR = S TE AN [ A 77 R KV AR REE PR I I VA IS B 48 — BRI, WA,
S VR R A 7 i 2R

ik & T A7 75 SRR . -80°C, 6 months; -20°C, 1 month. -80°C f477RT, 1 7E 6 ANH P, -20°C
fETERE, EAE AN H R

YL

ARG A SIS AN 45 2507 20 SR BRAE N AR T R

AR VAR TT S S6 %88 In Vitro 77 sURCHIVEE (065 490, FEARVCH I BIE 7

—— ARSI S R TS, VBT A A VT DA A A2 2, S8 M IRAE s AR SRBR I AR, 2
WSR2 R

DA VAU S R 1 T 4 LU 8 A 7RI 7 S TC ) 28 P PR s S FE TSR A v e BT L T
TG, W7 LOE I FAE /s 7 i) 7 B

FE

BT IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: 3.5 mg/mL (5.83 mM); Eiuik; B

W77 ZAT3AG 3.5 mg/mL HY3S SRR, B T A T O R A

PL 1 mL TAEBCAE], B 100 pL 35.0 mg/mL 7 DMSO fifi & nE] 900 uL 20% [ SBE-B-CD
A EAOKIER T, BEHA.

2 g SBE-B-CD (B T3Mt B-AMIK) MIAREAT 10mL MAEMEKE, SEAeBMEBBEY.

HHE —

KA INEAER:  10% DMSO —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (4.16 mM); ¥&i& &

W7 RT3 >2.5 mg/mL GFIEERED KB

PL1mL TAEBCAE], B 100 pL 25.0 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥151; Fi ERE RSN 50 uL Tween-80, JREII5]; SRIG ARSI 450 L AFHK EEE 1
mL.

A EKIIEH: ¥ 0.9 g &AEN, BT ddH.0 FERZE 100 mL, T LTSRS % B 10 A4 B4R K
WL

VLR R DT S, W BRI H) TAEM . @I, AR RMRA .  DUFEAET SR E 2t
SRS ME IR AR AR L I RSB B . AT, AT BLE@ Ay
i i 7 A

FE

KA IR 50% PEG300 —  50% Saline

Solubility: 10 mg/mL (16.65 mM); M, #8745 B

HHE —

W IR INEERYA . 10% SBE-B-CD/50 mM Citrate pH 5.0

Solubility: 10 mg/mL (16.65 mM); # % ¥ K; Need ultrasonic and warming and adjust pH to 5 with HCI

and heat to 60°C.



http://www.shyuanye.com

RIRET AR TR AT

Shanghai yuanye Bio-Technology Co., Ltd
HLE: 021-61312973 & E: 021-55068248
P4ik:  www.shyuanye.com

M34H: shyysw@sina.com

iR 0T

BEER [1]. Wang X, et al. Identification of MRTX 1133, a Noncovalent, Potent, and Selective KRAS G12D Inhibitor
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(=4 N
SEEENE A MR ) 3R
VAR = T AE AN [R50 R A A A B A B B IE VA TR TC R A 28V — BLTRO RSOV, 1 A0 B ORAT, Bk S S ST VR RIS iy 7 i ok
e
i # OR A7 J7 sCAYIRR . -80° C, 6 months; -20° C, 1 month, -80° Cf#fFI, ¥#57E 6 NHWAEM, -20° C fEfFRS, W1
LA H A
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BFAAAR
WE
1 mM 1.6649 mL 8.3246 mL 16.6492 mL 41.6230 mL
5 mM 0.3330 mL 1.6649 mL 3.3298 mL 8.3246 mL
10 mM 0.1665 mL 0.8325 mL 1.6649 mL 4.1623 mL
15 mM 0.1110 mL 0.5550 mL 1.1099 mL 2.7749 mL
20 mM 0.0832 mL 0.4162 mL 0.8325 mL 2.0811 mL
DMSO 25 mM 0.0666 mL 0.3330 mL 0.6660 mL 1.6649 mL
30 mM 0.0555 mL 0.2775 mL 0.5550 mL 1.3874 mL
40 mM 0.0416 mL 0.2081 mL 0.4162 mL 1.0406 mL
50 mM 0.0333 mL 0.1665 mL 0.3330 mL 0.8325 mL
60 mM 0.0277 mL 0.1387 mL 0.2775 mL 0.6937 mL
80 mM 0.0208 mL 0.1041 mL 0.2081 mL 0.5203 mL
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