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EhEAE TSR ; Gemcitabine HCI

RS : MB1113
REHFAE : >99%,BR
BIME : 1G;5G

R - BemHEEEHR

BEFER
oFR CI9H11F2N304-HClI
DTE 299.66
CAS No. 122111-03-9 (f\I(NHZ
\ NI S—— . O Mo N HCI
R BE , BRETe e ﬂ b
Water : 19 mg/mL (63.4 mM) HO : FUY
BRI . _ HF F
25°0) METEREE
JUFARETF DMSO. 2B —EREailasl
TEED | ARMEREAERENUER  IREESE , TRERImEARE.
HiRE | ATENZSMRE | BFLRRAE RIEFERRE.
PR HARIRAET
] SIEEEISIZl PN
o= I 292 °C (lit.)
b i o BTIK 19 mg/mL (63.4 mM) ; A THREE , JLFAET DMSO, ZEER—LARMEEH
a7
BE e, 98.0%~101.5%
IC50 : i NCI-H460 :1C50 = 2.13 nM (human) ; C2G BiFIEREMIEEREANAERK (IC50 = 3.7 nM ;
................................. TRAMP-C2H: IC50 = 4.7 nM (mouse) ; TRAMP-C1A : IC50 = 9 nM (/INEJ) ;
................................. C2D FiF BB ALK  1C50 = 11.9 nM
................................. FHEGERIE (LD50) #8#ikMAY - K& - 236 mg/kg
................................. FEEBLRIE (LD50) 325kMAY - 5 - 500 mg/kg
st
PRS- Gemcitabine HCl 2—#f DNA synthesis #0151 , YEFFF PANC1 , MIAPaCa2 , BxPC3 #1
Capan2 #H8 , IC50 581850 nM, 40 nM, 18 nM#112 nM,
DNA synthesis (Capan2 DNA synthesis (BxPC3 DNA synthesis (MIAPaCa2 DNA synthesig (PANC1
BB cells) cells) cells) cells)

12 nM 18 nM 40 nM 50 nM
Gemcitabine #fEFBTF BxPC-3, PANC-1, 1 MIA PaCa-2 4Hf8 i£ES NF-«kB &M /EFIF BxPC-3
F0 PANC-1 40A8 , F&{E NF-kB #0#I5 IkBa 7K, {EFIE Gemcitabine 438 BxPC-3 4HfiE 48
S IMAT N\ig#EE NF-kB &6 , XFMERFERIEEKEE. 1Bk, ESfIE Gemcitabine 4% BxPC-3
CHIRE 48 /AT, PR NF-kB DNA &4 , MBS IE Gemcitabine 48 BxPC-3 408 24 /M
25 NF-kB &4

5 PBS 4MEBAO/NEAELL Gemcitabine 4MEHY/NESER NF-kB SEHBEIEE (25 1.3- 7 1.8-
{),1588 Gemcitabine 155 NF-kB &4,
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FRAE: RHRLR , ZNBTAFENS  IEFERTSE  FERTAK .
fiERECE

%
Im 5m 10 m
wE 9 J 9
1 mM 3.3371 mL 16.6856 mL 33.3712 mL
5mM 0.6674 mL 3.3371 mL 6.6742 mL
10 mM 0.3337 mL 1.6686 mL 3.3371 mL
50 mM 0.0667 mL 0.3337 mL 0.6674 mL
ZHSTISRE ((UESE)
Cell lines: BxPC-3, MIA PaCa-2, #1 PANC-1 #Aig@
Concentrations: 0.2 uyM
. Incubation Time: 24 /\gfak 48 7Nas
ol Method: BxPC-3, MIA PaCa-2, &1 PANC-1 ZISHERAZE 96 FURT. 24 /NS, 558
DMAPT #/8% Gemcitabine 42 24 /i85l 48 /N, {SEREAREFET#EN ELISA JUIELH
[EEREESEX DNA FERIE , MENMIET.
Animal Models: #%5 MIA PaCa-2 fHEEHITCIRRE
Formulation: PBS
[E4SELS -
Dosages: 50 mg/kg & 100 mg/kg
IAdministration: PSR T &Y
=]
oHEFmAIELE AL , ERTHIEES , BRAMTWME , BRERNRAR , SNSSEEE.

oED T MINEHNEERAERDEE. | A NMREFMREERINRMY | LA SRS ETRARTZ A,
BREFERAECFmAEREEH

eAmphiphilic drug-drug conjugates for cancer therapy, compositions and methods of preparation
and uses thereof.
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A EYIREEREIR

1 FRP%E  BREIEMERFFAEBCHITOE  BADERE. SFEMNSERTESHS BEmE
R SRR ERER  BETWRHRSHNZRARER , IAMBSMELRE. WTHER , KEX
(e IS LEHTHE , i Parafilm HOMR , FARBENIEERAER. NREENELK , B~
B, EIEEREE | IRt RE.

2 (BRI | A EFIRERIEVEERE | BILSCRARANENSH. NFHEHEER  BEAE
EAN , HIEIEFRREER DMSO |, EREIETMEETE T 80 REEMT , —RAILUSERE 3-6 1B
DAL, fEfERRD , BREEREITHRR. BREERRE R,

3 MRIESFTERNE  BREMNATELHHERE  FRESRSEEZRAHREETIFR. BT
WEYRIEAMRY . FTLAGERZKIESR (40 PBS ) HREAT , AJRESITHINNE , ETEAERINENAR , &
SXILIGFERN. G0FE DMSO AR | i5HatR DMSO REEERIRE <0.3% LUB R A S,

KRETT , F BB 0.22UM MEEIRA RS | I52RMBEI  FEHESEXRESN , BN
aiEtt | BEERIAEEESEHIRLE.

4 (FREISEIRNA - BTREWCSYRIEAN ST TFRECHIRE | AT FTEMA LA
fERBDAER , WNIHE , CMC-NA |, Hil% | BRFEZFERBXEVRE. WEER DMSO , 5k DMSO
ROLIRE < 5% LAB B MIFR. LARIEIRITENR , ILSE TR

ARSI BIRER

byt (KE(KG)  [ARERM2) |Km &2
Gk 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

liz5s 0.4 0.05 8

K5 0.15 0.025 6

== 0.08 0.02 5

INER 0.02 0.007 3

a4 A(mg/kg)=z14) B(mg/kg) X w3 B B9 Km REY/a04 A B9 Km FREL

5 XFF-mEIRL IR I

BREFRE | ERANERFRNEETEY | FNHEHR TR, W TFRESHMEN™R  HEETFT 500MG
1, BA1H B RRIEERHECREN. HTF-neXntzidRHEE NS mETEEEEs
EETL  XMBREARERI TS T, BEMMERRER] , F-RinERERK. XTF&RIA~R  BJLIFE 200
BEARERED , BERBEERIR , NTmgniRe.

FEinSvNEERE TN TIRE | & NI CERNYETRIERECE | BEA

(e k=it =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

M ASEEFREERETH , WREMIN~RERE/) , BREY - RAEATHISEPAMMEEEE
PEEN—E | FIRENRAR R, BRALIINEEER (SRIBEFM ) FRiesEFRESEZTE
B,

T ERREGHARIAY R RERHREENRRE | IR ERSENBHER Sz EY) | ITEAR
IEMRLEY)  ERETSSHRREUKS  2EIRER | XM nEERETE TR RE.
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