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LC-MB12 is a PROTAC targeting FGFR2 published in Journal of Medicinal Chemistry by Hangzhou Medical College in 2023. It contains BGJ398
(FGFR2 inhibitor), an essential rigid linker, and CRBN ligand. LC-MB12 is orally bioavailable and shows significant antitumor effects in FGFR2-de-

pendent gastric cancer in vivo.

®DC50 (FGFR2) =11.8nM

@IC50 (KATO II)=29.1 nM

@IC50 (Ba/F3 TEL-FGFR2) =10.3 nM
OF=13.0%

Reference: 10.1021/acs.jmedchem.3c00150

SGK3-PROTAC!1 is a von Hippel-Lindau ligand-based SKG3 PROTAC, published in ACS Chem Biol. by Prof. Alessio Ciulli of the University of
Dundee in 2019. SGK3-PROTAC1 (0.3 uM) induced 50% degradation of endogenous SGK3 within 2 h, with maximal 80% degradation observed
within 8 h, accompanied by a loss of phosphorylation of NDRG1, an SGK3 substrate.

Degradation of endogenous SGK3
@ SGK3-PROTAC1 (0.3 uM, 2h) :50%
@ SGK3-PROTAC1 (0.3 uM, 8h):80%
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Reference:10.1021/acschembio.9b00505

| Bwa-522 \\

BWA-522 is a PROTAC published in Journal of Medicinal Chemistry by Chong Qin of Ocean University of China in 2024, targeting the androgen
receptor N-terminal domain (AR-NTD). The report shown that the degradation of AR-FL and AR-V7 proteins by BWA-522 can suppress the

expression of AR downstream proteins and induce PC cell apoptosis.

@ AR-FL DC50=0.73 pM in VCAP cells
®AR-V7 DC50=0.67 uM in VCAP cells

0 O
NH
a0 o/\@ /O\‘ @ Oral bioavailability in mice=40.5%
OH N 0 @ Oral bioavailability in beagle dog =69.3%

BWA-522 @ Tumor growth inhlbition (60 mg/kg,PO) = 76%

Reference:10.1021/acs.jmedchem.3c00585
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| E3 Ligand Intermediates (CRBN Intermediate)
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| E3 Ligand Intermediates (VHL Intermediate)
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| E3 Ligands (CRBN)
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| E3 Ligand-linker conjugates (VHL-Linker)

BD01110483 NS BD01103258 </Nl BD01094231 ¢
= S
2010159-45-0 >/Kq 1797406-80-4 ° 1797406-81-5
99% 95% 99%
oMo OHN\/O oMN_o
/\/O\/\O/\ITH\)L'Q Na\/\O/\/O\/\O/WN\)L A/O\/\O/\/O\/\O/Y/ﬁ‘\Q
o B
™ e
BD02207505 BD01404995 (’SNI BD01457006 <’SNI
N/A L 2229976-21-8 2380273-45-8
“Nu S .
98% e T L 95% oMo 98% . oMo
° S,J HJ\Q\f@ HO\H/\/\/\WN\E)J\N S HO)K/WWN\;)LN ;
) o LI C RN (.
7~
BD01435400 N BD01377007 &N BD01417262 &
S
2172820-09-4 >/Kq 2140807-42-5 2172820-12-9 ’
98% . oMo 98% S 95% . oo
H : =
HO)K/\O/\/OWN\;AQ HO\[(\/O\/\O/\/OWN\;)J\N : HOJK/\O/\/O\/\O/\,O\/\WN/\'\)k
o _i o i
™ OH ™ OH
N
4 N
BD00817290 <s l BD00852956 & BD00815465 </S |
S =
2241641-57-4 2097973-72-1 N/ 2097971-11-2 Hl W
97% Loo™eo  07% W e 98% "o
HzN\/\O/\H/N\;)kN/\ HIN/\/OWO/}(N\:/KN/\ szwo/\/o\/\o/\n,N\)k
R ° T, ¢
*Research Use Only!

E3 Ligand-linker conjugates (CRBN-Linker)
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| Bifunctional Linkers (PEG linker)
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Bifunctional Linkers (PEG linker)
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