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Description

WSBI Degrader 1 is a poten and orally active WSB1 (WD repeat and SOCS box-containing 1) degrader.

WSBI1 Degrader 1 has anticancer metastatic effects[1].

In Vitro

WSB1 &7 1 (LAY 45 0.25-2500 nM; 2-24 /Bi; H1299-WSB1 i) A3 DA o) 4948 o A0 7]
EREETT AT WSBL BEE[1].
WSBI Degrader | ({b &4 4) 7£ KHOS 1 H460 4Hf &+ R I A MIPLEHE IR, 1C50 {57014
39.1 uM Rl 24.47 uM[ 1],
WSBI Degrader 1 ({b&4) 4) L& MK KHOS 7L ERMBUA KM Fmaninif. WSB1 Fefg
71 (5 uM) AFEEF R E AT KHOS 4 RhoGDI2 & FI/KF(1].
H1299-WSB1 41 il (9 15 11 &1 & # & 2% 401 1) WSB1 Degrader 1. WSB1 Degrader 1 f& FH W7 B 4 74
A2780 (A2780-WT) ARG M@ &R/, (HAREHNET A2780-WSB1/KO 4Hffi[1].

Western Blot Analysis[1]

Cell Line: H1299-WSBI cells

Concentration: 0.25 nM, 2.5 nM, 25 nM, 250 nM, 2500 nM

Incubation Time: 2 hours, 4 hours, 6 hours, 8 hours, 12 hours, 24 hours

Result: Induced WSB1 degradation in time-dependent and dose-dependent

manners.

In Vivo

WSBI Degrader 1 ((L-&4 4; 100 mg/kg; FIRAER: 3EL: 28 R) AbIE AT R0 il s 40 e (K i 4 #4511
ERRA, £3d 100 mgkg H ARG ZiEL 160mg/kg E 5452 WSBI1 Degrader | (L&) 4), WFHA LT
KWL B PEEB AL (Tmax), (HET R4 25 RR B PGEERR (T1/2) 0bsh, WSBIL BEREA 1 £ 0R
BRI 2 Cmax A1 AUCO-t f 55 7R W] 33652 R I v 2 22 1] -

Animal Model: Balb/c (nu/nu) mice bearing highly metastatic 4T1 breast cancer cells[1].
Dosage: 100 mg/kg/day
Administration: p-o.; daily; for 28 days

Result: Effectively inhibited the pulmonary metastasis of cancer cells.

Solvent& Solubility

41 B S
DMSO H VR @ 25 mg/mL (74.76 mM; B 75 BHIA; IR DMSO X7 i (1 V5 i S A . 3 5,
i 4 F # FF 4 ) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.9903 mL 14.9517 mL 29.9034 mL
Stock Solutions 5mM 0.5981 mL 2.9903 mL 5.9807 mL
10 mM 0.2990 mL 1.4952 mL 2.9903 mL
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RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (6.22 mM); &35

T RAI3AG = 2.08 mg/mL BRI ARFD [1EHRR.

PL ImL TAEM 9B, L 100 »L20.8 mg/mL ff#iE DMSO fis£&#ns 400 wLPEG300 #, &
G350 B LR RPIMA 50 uL Tween-80, JREGINE): AFHASIMA 450 v L A#EhK &

HE 1mL,
ALK 0.9 g FULEA, WRT ddH: O JFEAZE 100 mL, AT LAE B HEE W AR B A
IR o
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.9903 mL 14.9517 mL 29.9034 mL 74.7585 mL
5 mM 0.5981 mL 2.9903 mL 5.9807 mL 14.9517 mL
10 mM 0.2990 mL 1.4952 mL 2.9903 mL 7.4759 mL
15 mM 0.1994 mL 0.9968 mL 1.9936 mL 4.9839 mL
20 mM 0.1495 mL 0.7476 mL 1.4952 mL 3.7379 mL
DMSO
25 mM 0.1196 mL 0.5981 mL 1.1961 mL 2.9903 mL
30 mM 0.0997 mL 0.4984 mL 0.9968 mL 2.4920 mL
40 mM 0.0748 mL 0.3738 mL 0.7476 mL 1.8690 mL
50 mM 0.0598 mL 0.2990 mL 0.5981 mL 1.4952 mL
60 mM 0.0498 mL 0.2492 mL 0.4984 mL 1.2460 mL
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