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HEYEE

HPKI1-IN-7 /& —Fg 200 MG M HPK 1 (3 AR 40 M 05 1, MAP4K 1) #0]77)(1C50=2.6 nM),

Description AAMR R XM E . HPKI-IN-7 X IRAK4 (59 nM) f1 GLK (140 nM) HAG %M,
HPKI-IN-7 B350 PD1 X MC38 5] PRl R A6 5 7 H SR AT 20
HPK1 GLK/MAP4K3 IRAK4 Fms/CSFR FLT3
2.6 nM (ICso) 140 nM (ICs0) 59 nM (ICs0) 3.2 nM (ICs0) 25.4 nM (ICs0)
IC50 & Target
AMPKAL1 cKIT MST1 ICK MST2
44.3 nM (ICs0) 45.7 nM (ICs0) 55.1 nM (ICso) 65.1 nM (ICso) 78.5 nM (ICs0)
Cell Line  Type Value Description
Cellular Effect Cytotoxicity against Balb/c mouse derived anti-CD28-stimulated
T-cell IC50 >5000nM  PanT cells assessed as reduction in cell viability by Cell Titer Glo
assay
HPK1-IN-7 (100 mg/kg: FUR: &FHWR, 3528 K) 7655 B R E g s b BoR 8 %
BRIOHT PD1 J7 1]
HPKI-IN-7 (fb &4 24) (1 mgrkgs ##MKEST: AN BHFRUZ URIERRFIGEH (43 mL/minkg) H
NAERIRK (4.4Lkg). HIREZ) (20 mg/kg) J5, Cmax A 5.3 wM, AUC0-24h 4 19 uM - h.
R IR L 254X )3 A0 Tk S 1 DUIRAE R 200 100%[1]
In Vivo
Animal Model: Mice (MC38 syngeneic tumor model)[1]
Dosage: 100 mg/kg
Administration: Oral; twice daily for 28 days
Result: Enhanced the efficacy of anti-PD1 treatment, garnering a 100% cure rate
vs a 20% cure rate with anti-PD1 alone.
4R SK:
Solvent&Solubility DMSO H [V fRE 125 mg/mL (272.65 mM; 75 BhE; RIEH) DMSO Xf 7= &b I & R B 3E 5

R, 4 AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.1812 mL 10.9058 mL 21.8117 mL
Stock Solutions 5mM 0.4362 mL 2.1812mL 4.3623 mL
10 mM 0.2181 mL 1.0906 mL 2.1812 mL
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PG, AT USRI RAGR/ iR 5 () 7 2B

E S

R FAINEEAIAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (4.54 mM); &35

T RA3AG = 2.08 mg/mL BRI ARFD EHRR.

PL ImL TAEM 9], L 100 »L20.8 mg/mL ¥ iE DMSO fis£&#ns 400 wLPEG300 #, &
G5 B ERERPIA 50 uLTween-80, JBAHILI: MRIEHERLEIA 450 wl AEHIK &
AE 1mL.

AT K TR 0.9 ¢ B, AT ddH. O JEERZE 100 mL, A LSSV % W 04 3 4,

Ko
EZ 3N [1]. Degnan AP, et al. Discovery of Orally Active Isofuranones as Potent, Selective Inhibitors of
Hematopoetic Progenitor Kinase 1. ACS Med Chem Lett. 2021;12(3):443-450. Published 2021 Feb 19.
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BRI ARAE T AR : -80° C, 6 months; -20° C, 1 month. -80° C ffENf, #7E 6 MWL, -20° C fEfER;, 54

LA AR,
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.1812 mL 10.9058 mL 21.8117 mL 54.5292 mL
5 mM 0.4362 mL 2.1812 mL 4.3623 mL 10.9058 mL
10 mM 0.2181 mL 1.0906 mL 2.1812 mL 5.4529 mL
15 mM 0.1454 mL 0.7271 mL 1.4541 mL 3.6353 mL
20 mM 0.1091 mL 0.5453 mL 1.0906 mL 2.7265 mL
25 mM 0.0872 mL 0.4362 mL 0.8725 mL 2.1812 mL

DMSO

30 mM 0.0727 mL 0.3635 mL 0.7271 mL 1.8176 mL
40 mM 0.0545 mL 0.2726 mL 0.5453 mL 1.3632 mL
50 mM 0.0436 mL 0.2181 mL 0.4362 mL 1.0906 mL
60 mM 0.0364 mL 0.1818 mL 0.3635 mL 0.9088 mL
80 mM 0.0273 mL 0.1363 mL 0.2726 mL 0.6816 mL
100 mM 0.0218 mL 0.1091 mL 0.2181 mL 0.5453 mL
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