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Description

CID5721353 Jf&—F BCL6 %15, 1C50 & 212 uM, Ki N 147 uM.

IC50 & Target

IC50: 212 1M (BCL6)[1]

Ki: 147 1 M(BCL6)[1]

In Vitro

BCL6 is a member of the BTB/POZ family of transcription factors. CID5721353 (Compound 79-6)
specifically inhibits BCL6 repressor activity. CID5721353 disrupts BCL6 transcriptional complexes and
reactivates BCL6 target genes. CID5721353 can specifically kill primary human DLBCL cells. Fifteen of 19
BCL6-positive cases (79%) display greater than 25% loss of viability in response to CID5721353 at 125 or

250 wMI1].

In Vivo

In order to test whether CID5721353 (Compound 79-6) can perform as an anti-lymphoma therapeutic
agent in vivo, whether it can penetrate tumors after parenteral administration through a distal site is
determined. For this purpose 1070CI-Ly7 cells are injected into the right flank of 10 SCID mice and allowed
to form tumors. Once tumors reach ~1.5 grams, animals are injected IP with a single dose of 50 mg/kg of
CID5721353 in 10% DMSO or vehicle (10% DMSO) and sacrificed at 0.5, 1, 1.5, 3, 6, 12 and 24 hours after
CID5721353 administration. Blood and tumors are harvested. Quantitative HPLC/MS analysis of the serum
shows that CID5721353 levels peak (to 55 u g/mL, which is equivalent to a 122 1 M concentration) one
hour after the IP injection. CID5721353 also reaches its highest peak (24.5 ng/mg) at the 1-hour time point in

the tumors, and after a sharp decline in levels, decreases gradually over 24 hours[1].

Solvent&Solubility
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Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.1868 mL 10.9342 mL 21.8684 mL
Stock Solutions 5mM 0.4374 mL 2.1868 mL 4.3737 mL
10 mM 0.2187 mL 1.0934 mL 2.1868 mL
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Solubility: > 2.5 mg/mL (5.47 mM); ¥ & &K

SR BRI > 2.5 mg/mL GERIERED HIEHER.

-20°C fi%

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline
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P ImL DAy, EL 100 pL 25.0 mg/mL AJ¥%E DMSO fi&ima 400 pL PEG300 i, BA
Y515 B R A RN 50 pL Tween-80, JBAYIE): SAE ML 450 uL AFIERK EAHE 1

Solubility: > 2.5 mg/mL (5.47 mM); ¥ &K

SR BRI > 2.5 mg/mL GERIERED HIEHER.
PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7EH DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
B EAOKEIR T, IREBIN .
2 g SBE-B-CD (fiff T H:Mk B-¥AWIKG) MR ERT 10 mL MAERHKT, 5SEEMERTEY.

mL,
AEFEEKITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B A K
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IR IR R: 10% DMSO  —  90% (20% SBE-B-CD in Saline)

EZ 3N [1]. Cerchietti LC, et al. A small-molecule inhibitor of BCL6 kills DLBCL cells in vitro and in vivo. Cancer
Cell. 2010 Apr 13;17(4):400-11.
(=4 N
SEEENE A MR 3R

RIS 7 i FE AN [R5 P B 9 A LI PR A G A RIS A 26 0 — ELIC IR, 30 e ORAT T8 o IR SRR RIS PR 7 i SR 2

% AT 7 RAARR . -80° C, 2 years; -20° C, 1 year. -80° C f#fEHF, 54 2 4ENMH],

20° C A2, EAE 1 FE PN

e
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.1868 mL 10.9342 mL 21.8684 mL 54.6711 mL
5 mM 0.4374 mL 2.1868 mL 4.3737 mL 10.9342 mL
10 mM 0.2187 mL 1.0934 mL 2.1868 mL 5.4671 mL
15 mM 0.1458 mL 0.7289 mL 1.4579 mL 3.6447 mL
20 mM 0.1093 mL 0.5467 mL 1.0934 mL 2.7336 mL
25 mM 0.0875 mL 0.4374 mL 0.8747 mL 2.1868 mL

DMSO

30 mM 0.0729 mL 0.3645 mL 0.7289 mL 1.8224 mL
40 mM 0.0547 mL 0.2734 mL 0.5467 mL 1.3668 mL
50 mM 0.0437 mL 0.2187 mL 0.4374 mL 1.0934 mL
60 mM 0.0364 mL 0.1822 mL 0.3645 mL 0.9112 mL
80 mM 0.0273 mL 0.1367 mL 0.2734 mL 0.6834 mL
100 mM 0.0219 mL 0.1093 mL 0.2187 mL 0.5467 mL
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