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Saruparib (AZD5305) J&—FFUIRE ), BAEEMERIZ I ADP WNE SR G B0 7 A4 42750,

Description %} PARP1 Hl PARP2 ] IC50 {f437% 3 nM F1 1400 nM. Saruparib HA PrlgsiatE, FE4m
DNA BSR4 4
PARPI PARP2
IC50 & Target[1]
3 nM (ICs0) 1400 nM (ICs0)
Cell Line Type  Value Description
Antiproliferative activity against human DLD-1 deficient in
DLD-1 1Cso 0.002 pyM
BRCA-2 cells measured after 7 days
Cellular Effect Antiproliferative activity against human DLD-1 cells harbouring
DLD-1 1Cso 0.915 nM
BRCA-2 mutant assessed as inhibition of cell growth
Antiproliferative activity against human DLD-1 cells harbouring
DLD-1 1Cso 12.06 yM
wild type BRCA assessed as inhibition of cell growth
Saruparib (AZD5305) (0.1 nM-100 1 M) J#id VLT PARPL BvE M MH] AS49 WT 4HfE
If] PARylation, IC50 {57y 2.3 nM[1].
AZD5305 (0.1 nM-100 uM) J& PARP1 A RSN AR, LAASRLBO AR 7 BE ) SOt
In Vitro
i PARPI[1].
AZD5305 (0.1 nM-100 1 M; 48 h; DLD1 WT and DLD1 BRCA2-/-) %15%f HRR [ i) 40 o 2 A7
UGN TE, 755 DNA 05 AR S A2 A I RH A 1]
Saruparib (AZD5305) (0.01-0.3 mg/kg; p.o.; &K, F4k 35 K; MiPE Han Wistar KR) 74N
BRCAm A FSAEYIAN PDX AL v B R B HUIR g P (1]
Animal Model: Female Han Wistar rats with BRCAm xenograft and PDX models (12-13
In Vivo weeks of age)[1]
Dosage: 0.01, 0.03, 0.1, and 0.3 mg/kg
Administration: Oral administration; daily, for 35 days
Result: Had antitumor efficacy in a dose-dependent manner.
1 B S
Solvent&Solubility DMSO VAR < 25 mg/mL (61.50 mM; HAEBIE (<60°C); WIRMH DMSO X /=i (1A ik B A

HRW, W EAHITE R DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.4601 mL 12.3007 mL 24.6015 mL
Stock Solutions 5mM 0.4920 mL 2.4601 mL 4.9203 mL
10 mM 0.2460 mL 1.2301 mL 2.4601 mL

FTEARE 7 S TE AN TENA R o AV R BES PR A& VA T 8 5 90 — BLECRUA I, 19 0 26 ORAE,
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il %R A7 J7 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 A H A, -20°C
fibfEit, AE 1A A PEA .
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VU7 SR Se % R In Vitro 75 SUBLHITEE R0 BRI I Bh 7 77«

—— PRIESEIR S IR T EENE, P RO R T DRI R A7 25 1R, SR AT AR SRIR A AR, 2
BUEBLHIAC, M RAH;

[ S R T AN (N S = RE A i ¥ N T 2 73T G R N AN A O P C G DU s el B/ TR/ i
LG, AT LOE AR/ B8 7 1 7 BNV

E S

R FAINEEAAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 1 mg/mL (2.46 mM); V&% ¥ i

W RAHRAF > 1 mg/mL (KRR ISR

U 1mL TARRCAH], B 100 uL 10.0 mg/mL I7TE DMSO & W% 400 uL PEG300 ', iR&
Y51, i ER RSN 50 uL Tween-80, JRA KI5 RGHEA NN 450 uL EFEEIK EHE 1

mL.

AR E KR B 0.9 g SALEN, AT ddH.0 HERZE 100 mL, B LISV % I 09 A B K
HaSTI

R

IR IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 1 mg/mL (2.46 mM); 357

PL I mL TAEBCAE], HC 100 uL 10.0 mg/mL [{7EH DMSO fig & InE] 900 uL 20% [ SBE-B-CD
AEFEAOKIEIR T, IREBIN .

2 g SBE-B-CD (J J J:Mik B-FAMIKS) MiAKwA T 10mL M /EBEKd, EABRMEREEN.

FR =

EIRF AR 10%DMSO  —  90% Corn Oil

Solubility: > 1 mg/mL (2.46 mM); &l

SEHT AR > 1 mg/mL CHIRIEERAD IRV, SbJ7 23 A I7E 4 A UL LI s s mots
.

P ImL TAEM B, EX 100 pL 10.0 mg/mL f{J# 7% DMSO fig & nE] 900 uL oK, RAY
5.
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TEEEAE BRI R -
T AR P S R Y ) (R VA P SR A S (VB RSB R4 T — ELICRRTEWR, V5 20 B ORAE 388 G S VR A PR 7 R
ik & T A7 75 SRR : -80° C, 6 months; -20° C, 1 month. -80° C f#f7HF, 7E 6 N WM, 20° C 2R, H1E
1A H AR

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

DMSO 1 mM 2.4601 mL 12.3007 mL 24.6015 mL 61.5036 mL
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5SmM 0.4920 mL 2.4601 mL 4.9203 mL 12.3007 mL
10 mM 0.2460 mL 1.2301 mL 2.4601 mL 6.1504 mL
15 mM 0.1640 mL 0.8200 mL 1.6401 mL 4.1002 mL
20 mM 0.1230 mL 0.6150 mL 1.2301 mL 3.0752 mL
25 mM 0.0984 mL 0.4920 mL 0.9841 mL 2.4601 mL
30 mM 0.0820 mL 0.4100 mL 0.8200 mL 2.0501 mL
40 mM 0.0615 mL 0.3075 mL 0.6150 mL 1.5376 mL
50 mM 0.0492 mL 0.2460 mL 0.4920 mL 1.2301 mL
60 mM 0.0410 mL 0.2050 mL 0.4100 mL 1.0251 mL
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