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Cellular Effect

Cell Line

Type

Value

Description

A-375

ICso

4.68 M

Cytotoxicity against human A-375 cells assessed as
reduction in cell viability incubated for 72 hrs by MTS

assay

A549

1Cso

0.81 uM

Cytotoxicity against human A549 cells assessed as
reduction in cell viability incubated for 72 hrs by MTS

assay

HCT-116

1Cso

0.076 uM

Cytotoxicity against human HCT-116 cells assessed as
reduction in cell viability incubated for 72 hrs by MTS

assay

HeLa

1Cso

5.51 uM

Cytotoxicity against human HeLa cells assessed as
reduction in cell viability incubated for 72 hrs by MTS

assay

HepG2

ICso

1.3 uM

Cytotoxicity against human HepG2 cells after 48 hrs by

MTT assay

HepG2

1Cso

9.63 uM

Cytotoxicity against human HepG2 cells assessed as
reduction in cell viability incubated for 72 hrs by MTS

assay

IGROV-1

1Cso

12.6 nM

Antiproliferative activity against human IGROV1 cells
expressing human RFC, FRalpha and PCFT assessed as

reduction of viable cells after 96 hrs

IGROV-1

1Cso

20 nM

Antiproliferative activity against human IGROV1 cells
expressing human RFC, FRalpha and PCFT assessed as
reduction of viable cells after 96 hrs in the presence of

200 nM folic acid

1Cso

22 nM

Antiproliferative activity against human KB cells
expressing human RFC/FR-alpha/PCFT assessed as
reduction in cell viability measured after 96 hrs in

presence of folic acid by Cell-Titer Blue assay

KB

ICso

22 nM

Growth inhibition of human KB cells expressing human
RFC/FRalpha/PCFT after 96 hrs by CellTiter-blue assay

in presence of folic acid

KB

ICso

22 nM

Cytotoxicity against human KB cells assessed as cell
growth inhibition incubated up to 96 hrs in presence of

200 nM folic acid by Celltiter-blue cell viability assay

1Cso

22 nM

Antiproliferative activity against human KB cells

expressing human RFC, FRalpha and PCFT assessed as
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reduction of viable cells after 96 hrs in the presence of

200 nM folic acid

1Cso

5.9nM

Antiproliferative activity against human KB cells
expressing human RFC/FR-alpha/PCFT assessed as
reduction in cell viability measured after 96 hrs by

Cell-Titer Blue assay

1Cso

5.9nM

Growth inhibition of human KB cells expressing human

RFC/FRalpha/PCFT after 96 hrs by CellTiter-blue assay

ICso

5.9nM

Antiproliferative activity against human KB cells
expressing human RFC, FRalpha and PCFT assessed as

reduction of viable cells after 96 hrs

1Cso

5.9nM

Cytotoxicity against human KB cells assessed as cell
growth inhibition incubated up to 96 hrs by Celltiter-blue

cell viability assay

MCF-10A

1Cso

>20 uM

Cytotoxicity against human MCF-10A cells assessed as
reduction in cell viability incubated for 72 hrs by MTS

assay

MCF7

1Cso

10.9 uM

Cytotoxicity against human MCF7 cells assessed as
reduction in cell viability incubated for 72 hrs by MTS

assay

MCF7

ICso

12.6 uM

Cytotoxicity against human MCF7 cells after 48 hrs by

MTT assay

MDA-MB

-231

1Cso

>20 uM

Cytotoxicity against human MDA-MB-231 cells assessed
as reduction in cell viability incubated for 72 hrs by MTS

assay

MGC-803

1Cso

9.52 uM

Cytotoxicity against human MGC-803 cells assessed as
reduction in cell viability incubated for 72 hrs by MTS

assay

1Cso

> 1000 nM

Antiproliferative activity against chinese hamster R2

cells assessed as reduction of viable cells after 96 hrs

R2

ICso

> 1000 nM

Cytotoxicity against Chinese hamster R2 cells assessed
as cell growth inhibition incubated up to 96 hrs by

Celltiter-blue cell viability assay

R2

ICso

> 1000 nM

Cytotoxicity against Chinese hamster R2 cells expressing
empty vector assessed as cell growth inhibition incubated

up to 96 hrs by Celltiter-blue cell viability assay

R2

ICso

15 nM

Cytotoxicity in RFC-null Chinese hamster R2 cells
assessed as reduction in cell viability measured after 96

hrs by Cell-Titer Blue assay

R2

ICso

15 nM

Cytotoxicity in RFC-null Chinese hamster R2 cells
assessed as reduction in cell viability measured after 96

hrs by Cell-Titer Blue fluorescence analysis

R2

ICso

99.5 nM

Growth inhibition of Chinese hamster R2 cells
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expressing human PCFT4 after 96 hrs by CellTiter-blue

assay

Cytotoxicity against chinese hamster R2 cells expressing
R2 ICso 99.5 nM human PCFT4 after 96 hrs by CellTitre-Blue

fluorescence assay

Antiproliferative activity against chinese hamster R2
R2 ICso 99.5 nM cells expressing human PCFT assessed as reduction of

viable cells after 96 hrs

Cytotoxicity against human SGC7901 cells after 48 hrs

SGC-7901 | ICso 8.7 uM

by MTT assay

Cytotoxicity against human U20S cells assessed as
U208 1Cso >20 uM reduction in cell viability incubated for 72 hrs by MTS

assay

In Vitro

Raltitrexed JEI# 40 IR AL GO/GL JIkalhl HepG2 4%, iy 20 Ja 3 1) BHL e & Jd i
TR EAEE A Al CDK2 KA SHI[1].

Raltitrexed (0.1 0.5 2.5 pg/mL) A7) 5 Fl B (] 4 ffi £ 7 PR AR SGC7901 41 Jifd 1) A7 7% % .
Raltitrexed (0.5 pg/mL) #£ SGC7901 ZHfu R I MBWTATILAS, WIEZRWNA . R Qe it
HIE T/ A Raltitrexed H440HLE HFRATAE GO/G1 1, BEAR LA 1A FLAT - Raltitrexed 45390 ROS
AKF, TBILHIEERRA S S caspase-3 KBIELNIIET:, JFIN TS M mRNA FiEAKF3].

Raltitrexed (1.5 nM) TJ /> GMO00637 4Hff¥icee, HdFihvh S ¥4, (A0 DSB 531

HR & NHEI[4].

In Vivo

Raltitrexed (0~ 5+ 10 11.5. 13.5. 15 mg/kg biw, MERsAES) LRI 7 =00 /s BRpp &4
T B ABLTR (1) JUR T R AL 26 AN 2 KGR 2% o Raaltitrexed (11.5 mg/kg biw) fie KFEFE S R i 4L 43 o (1 Jl P 1
g (TS) W&, PEIL dTMP 1K, [FI$Em dUMP 7K T[2].

Solvent&Solubility

o S0
DMSO HVEEIE © = 29 mg/mL (63.25 mM; WM DMSO X /= it WA AR A B0, 154
HFFEY DMSO)

* " =" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing I mM 2.1811 mL 10.9054 mL 21.8107 mL
Stock Solutions 5mM 0.4362 mL 2.1811 mL 4.3621 mL
10 mM 0.2181 mL 1.0905 mL 2.1811 mL

AR = S TE AN [ A 77 o KV AR REE PR I I VA RIS B 480 — B HOBTI,  W e, Ek
SR YRR BRI R

T R A7 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 E{ER, -20°C fik
TEEE, THLE 1 AER A

YL

ARG SR AN 27 2 IR PE M T AT R

AR VAR TT A SR8 In Vitro J7 sURCHIVEE (06 490, FRAK VR I8 7
——APRESEIO G R AT R, VI (0 6 2 T LARIB AR 40, &M RAE s RS AR, &
WS BIRC, 4 R

DA VAU S R 1 T 4 LU 8 A 7R 7 S TC ) 28 P PR s B PE TR R v e BT L T
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LG, AT LA I B RN/l ke 7 Gy B i

VI S

R F RN FEF:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (5.45 mM); V&5

W RAHAG > 2.5 mg/mL (R ARKD HIETHIR.

L 1mL TAEMCHE], B 100 pL 25.0 mg/mL K DMSO f## N 400 uL PEG300 1, VR4
151, Hi B A RF I 50 uL Tween-80, JRE AT RIGHAEEEIIAN 450 uL AFHK EHE 1
mL,

AEER ALK IS 0.9 g SN, WEMT ddH.0 FHEASE 100 mL, A LA B S I 104 K
s

I -

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

Solubility: >2.08 mg/mL (4.54 mM); ¥#iE5¥A T

W EATHAG >2.08 mg/mL GHLRIERED HIEE AR

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7EH DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AE R KK B, IREA.

2 g SBE-B-CD (F T J:Mik B-FAMIKS) MiAREA T 10mL M /EB K, EABMEREEN.

HE =

TR FA IR AT 10% DMSO  —  90% Corn Oil

Solubility: >2.08 mg/mL (4.54 mM); 54T

SEJ5 R ERAG > 2.08 mg/mL CHIATFEAREND AOMEARTR, L7 225050 A WILE A A BR3P e8|
TR

PL ImL TAEM 9B, EX 100 pL 20.8 mg/mL fJ¥# % DMSO fig & nE] 900 uL oK, RAY
Ao

[1]. Zhao H, et al. Raltitrexed Inhibits HepG2 Cell Proliferation via GO/G1 Cell Cycle Arrest. Oncol Res.
2016;23(5):237-48
[2]. Dong Y, et al. Raltitrexed's effect on the development of neural tube defects in mice is associated with

DNA damage, apoptosis, and proliferation. Mol Cell Biochem. 2015 Jan;398(1-2):223-31.
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[3]. Xue S, et al. Raltitrexed induces mitochondrial-mediated apoptosis in SGC7901 human gastric cancer
cells. Mol Med Rep. 2014 Oct;10(4):1927-34.
[4]. Waldman BC, et al. Induction of intrachromosomal homologous recombination in human cells by
raltitrexed, an inhibitor of thymidylate synthase. DNA Repair (Amst). 2008 Oct 1;7(10):1624-35.
SR BRI R -
TR it FE AN R BV A e P B A RIS A 2V — ELICIRIE T, TR ORAT 8 G R S VR RIS PR 7 i K
it 2 I A7 )5 SRR : -80°C, 2 years; -20°C, 1 year. -80°C {71, H{E 2 SENMEFT,  -20°C A7, H7E 1 SENREA .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
HFERR
WE
1 mM 2.1811 mL 10.9054 mL 21.8107 mL 54.5268 mL
5 mM 0.4362 mL 2.1811 mL 4.3621 mL 10.9054 mL
DMSO
10 mM 0.2181 mL 1.0905 mL 2.1811 mL 5.4527 mL
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15 mM 0.1454 mL 0.7270 mL 1.4540 mL 3.6351 mL
20 mM 0.1091 mL 0.5453 mL 1.0905 mL 2.7263 mL
25 mM 0.0872 mL 0.4362 mL 0.8724 mL 2.1811 mL
30 mM 0.0727 mL 0.3635 mL 0.7270 mL 1.8176 mL
40 mM 0.0545 mL 0.2726 mL 0.5453 mL 1.3632 mL
50 mM 0.0436 mL 0.2181 mL 0.4362 mL 1.0905 mL
60 mM 0.0364 mL 0.1818 mL 0.3635 mL 0.9088 mL
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