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FEELZFR: Gefitinib-based PROTAC 3
CAS &: 2230821-27-7

il YR

S88607

HEYEE

Gefitinib-based PROTAC 3, i#id linker ¥ EGFR 4547045 von Hippel-Lindau BCAA%E &, 1F

Description AT HCC827 (JhET 19 B2k) F1 H3255 (L858R %¥74%) 4, %S EGFR [&f#, DC50 730N
11.7nM Al 22.3 nM.
EGFR EGFR PROTAC
IC50 & Target[1] 11.7 nM (DCso, HCC827(exon 19 22.3 nM (DCso, H3255
del) cells) (L858R mutantion) cells)
Gefitinib-based PROTAC 3 (25 nM-10 1 M; 24 h) 4b¥E 3£k 1858R EGFR ) H3255 #ifiu, H
Gefitinib-based PROTAC 3 (100 nM-10 1 M; 24 h) AFERIEANE T 19 del EGFR ] HCC827 41,
XA E T 19 Bk EGFR DL EH L8SSR UGS MR AR A AW R (W R, IR E WT
EGFR[1].
Western Blot Analysis[1]
Cell Line: HCC827 cells expressing exon 19 del EGFR; H3255 cells expressing
In Vitro
L858R EGFR
Concentration: 100 nM, 250 nM, 1 pM, 2.5 uM, 10 uM for HCC827 cells; 25 nM, 100
nM, 1 uM, 2.5 uM, 10 uM for H3255 cells
Incubation Time: 24 hours
Result: Degradation of both exon-19 deletion EGFR as well as the mutant
isoform containing the L858R activating point mutation.
A ST
Solvent&Solubility DMSO MR > 60 mg/mL (64.20 mM; WRIRH) DMSO X 7= 5l VA MR AT S5 5000, 18 DB

FFEH¥ DMSO)

* ">" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.0701 mL 5.3504 mL 10.7008 mL
Stock Solutions 5mM 0.2140 mL 1.0701 mL 2.1402 mL
10 mM 0.1070 mL 0.5350 mL 1.0701 mL

STEARAE = S LE AN TENA R o AV A BEE PR A& VA T 5 90 — BLECRUA I, 18 9 26 ORAE,
ST R R I T 7 R

it AR A7 7 ANWIBR . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture and
light). -80°C fff7I, 57E 6 MWL, -20°C A, #57E 1 ANH WA .
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IR IR R: 10% DMSO  —  90% (20% SBE- B -CD in Saline)

Solubility: 2.5 mg/mL (2.68 mM); B, 75 Bhi

5 ARG 2.5 mg/mL (¥¥ 508, et v T 0 RR A s A

L 1mL TAEWCHE], B 100 1L 25.0 mg/mL HJ¥EE DMSO f###8n% 900 wL20% [ SBE-B
-CD AEEHAKEW T, BEHA.

2 g SBE-B-CD (fif T JEfk B -FRMIKE) MREAT 10mL WABEKE, EEBEMEBFEY.
I -

R FAINEEAIAT): 10% DMSO  —  90% Corn Oil

Solubility: = 2.5 mg/mL (2.68 mM); &% ¥

S5 ARG = 2.5 mg/mL CHERIBERFD HIEEER, )7 2928 AMIE A A bl s sk
AL

A ImL TAEROAHI, B 100 »L25.0 mg/mL [¥%5% DMSO &N 900 vL Kb, W&
B5.

HE =

R F RN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 0.83 mg/mL (0.89 mM); ¥ iE VA

P RAIHRE = 0.83 mg/mL A RED HBTHEW

L 1mL TAEWCHE], B 100 wL 8.3 mg/mL MY DMSO ff#m®] 400 uL PEG300 1, iR
G5 B ER RPN 50 1w L Tween-80, JREIA: SFHALIMA 450 wL AFEK &

A% 1mL.
AR KA E: ¥ 0.9 g SALAN, WRT ddH: O FFEARZE 100 mL, AT UGS I 1R B 2L
TR -

EZ 3N [1]. Burslem GM, et al. The Advantages of Targeted Protein Degradation Over Inhibition: An RTK Case

Study. Cell Chem Biol. 2018 Jan 18;25(1):67-77.¢3.
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TEAR A S AEAS [T 70 P IS MR R I P A TG MOV I A R — BRI, 0BG 0RA7, 8t [ SRR R AR 77 2R 20
%45 W A7 5 SAARR . -80° C, 6 months; -20° C, 1 month (sealed storage, away from moisture and light). -80° C fiff£itf, i
E6AHNMEM, 200 CETEN, THE LA/,

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.0701 mL 5.3504 mL 10.7008 mL 26.7520 mL
5 mM 0.2140 mL 1.0701 mL 2.1402 mL 5.3504 mL
10 mM 0.1070 mL 0.5350 mL 1.0701 mL 2.6752 mL
DMSO 15 mM 0.0713 mL 0.3567 mL 0.7134 mL 1.7835 mL
20 mM 0.0535 mL 0.2675 mL 0.5350 mL 1.3376 mL
25 mM 0.0428 mL 0.2140 mL 0.4280 mL 1.0701 mL
30 mM 0.0357 mL 0.1783 mL 0.3567 mL 0.8917 mL
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40 mM

0.0268 mL 0.1338 mL 0.2675 mL

0.6688 mL

50 mM

0.0214 mL 0.1070 mL 0.2140 mL

0.5350 mL
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