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WorldPharma2010- Bridging Basic and

Clinical Pharmacology

In 2010, a major event will occur for

pharmacology. Basic and clinical pharmacology, kept i 5‘3' ""JL “‘3'
separate for too long, have come together again to

encompass the whole process of drug development from molecular biology to clinical
practice. The remarriage is to be celebrated in Copenhagen at this 16th World Congress of
Basic and Clinical Pharmacology, WorldPharma 2010. Here the World’s basic and clinical
pharmacologists and all those dealing with the development and use of drugs will meet to

discuss how we can work together to meet the need for safe and effective medicines at

affordable prices.
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WorldPharma 2010 will thus provide in depth treatment of the hottest topics in basic
and clinical pharmacology, while at the same time offering the broad perspective of how
drugs affect the living organism which is the foundation of our subject.

In planning the program, particular attention is being made to attract young
investigators and investigators from developing countries.

Make a note in your diary that the World's pharmacologists will all be meeting in
Denmark 17— 23 July 2010. Don't miss out on WorldPharma 2010! We promise you a
scientifically excellent programme as well as the opportunity to savour the atmosphere of
Copenhagen.

PRI BEOERE R SSHE http://www.worldpharma2010.org/index.php M3
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29


http://www.worldpharma2010.org/index.php

rp [ 25 350 1, 2008 F 55—+ H AR S PO

P 2R L I H 5 W PR30 45 U7 0 I 4 1T i g e 45 A D e L 1 48 40 i Ty R 5
S A S A0 M TR AR ELARE . 53R MR I e NTE S BRI |
REAE 1 W ()R8 M A K E T A2 TIESE; 45T 100uMH,0, &
S0UMAB,s 35 BEG A 5, PRZRANN R TTAM I A N B 40 B35 T2 25 5 Il J ot 45
FIThRESE 7T KA T A8 AA ) 20724 SlRE A0 ARG VR - 4k e 00 i B st (1) ¢ 34
P N E R I LA P R A0 I D B8 45 T 1 A HE T ORAPEHT s SE B MR B S R
TP IEN . Gie: S0 DI RoTB R E D AR TR 204, ZREVEM T
PR ARAP 2 AE AR TS (R 5 A P AL R
AR MM IRIG; I BERE; PREIRAT P

MSG JEfFK BRUBR 5 A D s ZR AL LA R AT 2 5T

XN 5
s 2 B 2E B AL s B 2= e 29 Wt o e A5 100050

HE PP SR SIS MSG B UK B 2 pai M the, x0T L ohfe 3
FLALEIEAT I R G 7 JEEUAR S % OB B A ) MSG IBJHE R R, B8R
RRIUE S o e R R PR KT T Lee's FREUSEFRAR: BTIX
K e B AT I AR PR 12 A5 28 JBR 55 B I 1) e B 32 3 Wb Dh i JF3dd HE A1 Gomori
MER LG, WS ILIR IR &7 M 5 AN Mo B0 i) A Ak s 05 TR ik S FL A 5 9%
HR & (BLHE TG, TC. FFA). SOD /K>F-. ZAEM AR K NO B ATP i |
BN ATP BEANVESBE ATP BTG PE . G55 MSG IERER B B 3Pt g i |
e R B 2% ML A MR [y e o PR B JE AR £ 5 IR IR AR AE,  FLAZAS T A2 70 A i )
Redkff, H GIR (glucose infusion rate) fH#1E W ZhH) PG 33.8% (MSG 23.1 +3.2,
NOR 34.9 + 8.4 mg-kg'-min', P<0.05); MU b Gt sk I L it v T s 40 e 4
B2 B M H ekl s AEALFR BRI E 45 A B R FLBR o H il = BRI NO (NO, /NO;
D SR EERIN, PR L RA ) SOD /KT, i ATPase. Na*-K*-ATPase, Ca*'-
Mg?"-ATPase 751 & PR, G510 NEJEPEIEE B 24851 MSG K R M2 (1) AL 25

30



F [ 24 300 T 2008 AEEE | Hi AR SR DU A

EAERFAL, [R] PR e B B L Ll e Bk e o TL 3= ZEHLHI AT BE Ly HR b (00 5 o e 07 HERR
fiE F B SE R U i s b SRR i 454 Na'-K*-ATPase Al Ca?'-
Mg?*-ATPase {1k T AT AHITAT B F3ATHE—2D T i MSG JERER BB AL [0
BAEPRRFAL, DIz R D — PR HTRE R B A £ AL VR T 29T I S R U 1]
SEMERVRMCHE, T 90 8 AR A (1 I H 4

AZEH 20 (R) -Rg3 fflEM KT ES
AQP1 /KIEIERI R RER R
R AR

AR A IR 2 B 2 B R JERT 100191

HE: MEAZEIT 20 (R) - Rg3 X B rs| ks PC3IM 41 Uil #% fie )y S 4h
MW /KIETE AQP1 FRIEMIFENT . J5ik:  RH MTT i MIRIIR S5 M4 AS [F) i & Rg3
XF PC3M 41T ) ST B2 M : SR e le 206248 58 PC3M 4ifiieh AQP1 #H11
Fik s A ENVER I RS [FI U Re3 W4 AQP1 Ik I54mT, K 11 Mg 1A
il MG132 i lactacystin X AQP1 KX T /EH, K& Rg3 % ERK1/2 R %
M f 5 AQP1 RIAFIK R bk PC3M 4 fiud AQP1, Wil RIJNSLKAS A PC3IM 41
MRS RE S B3R mkSE Rg3 (12.5, 25, 50, 100 F1200uM) §¥H PC3M 41
F 24h, BTSSR A 40 S s IRHREE Rg3 (1078, 107,107 1 1075MD X PC3M
AT R R, H R NI AN RS . Ra3 A A AR 7R A A
PC3M 40 i tf AQP1 % A 1 £ ik . & A B & 30 #) 7 MG132(1.25uM)
lactacystin(10puM)ALF PC3M 411 if2 24h, AQP1 F &A% H A4k . Rg3 (10 MDD F 0, 1
3,6, 12 A1 24h, ERK J# ¥+ ERK1/2 BER/K-F-IZHWide . JFAE 24h I8 B 5 K-F-
ERK #17] PD98059 1] LL#Mz% Re3 il AQP1 KIAMEH] . AQP1 il 5 PC3M 4
PRI 8 ) 235 A% (AR AQPT HUAR T 4r HUIH Re3 f PC3M 4l LT #8 ¥4 il /E
M. gk (I Re3 X PC3M AN H 3G A BEAT 540, (E I S 40 I g 40 M (1 %
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FRATTE CUESE Re3 #0840 J L # 5 40 AQP1 HIKIEAT —E K FR . PC3M 41
H Rg3 9] AQP1 MM, 523 — A AR @A < AR . Re3 il 0
ERK1/2 Ht ARG, RAEAN I8 40 BT A% Al AQP1 #ak i . Re3 BRimil
AQP1 FIB A1 IE AT REFE MR oAt 55 BRI B A DG S 1 K D e A Rk
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B e IRBREC A AN FIPTAE X DY M 4 T BT b 38 Ve AL AR 90
&S AN

BT KRR PR AT S S 400038

E R IS & DRIE B R AS [R50 5 250 fa P R == S (S qurenns ATCC25923,
MRSA-WHO2) FIPRIEE LA (£coli ATCC 35218 Ecoli R/ EHE) MBI
SEBOS AR T R AL v R B BRI s 8 A4 K th 2k
WG v B 198 AN A [R] 470 BRT 2490 St S U5 Sl FH o DY 4 T 114 g I A1 T R 82 (MIIC)
FAERKBIEW s R 9G 70 66 BEE IS B IR ER X R L 2 AL £.coli ATCC 35218
N EREE TR SE I, AR ST H 5 M FE 528 PE TR 5, RT-PCR SR i B E X KT
W 2 EAWIMIER AcrAB-TolC mRNA KA G . GE T & us LT %
AHEEN, RS A RGTA Z A i I 2 P B O E s R R m T
R RN IR — E IR 0T IR AL P BB R K45 75 B 4 P BB 45 4
o R IERN KA w2 2P HEAE AcrA. AcrB #1 TolC mRNA Kik1y)
IR G50 T E RN AL I B PUE R, (RSP R A A
FHIRE T DU b 4 B ml 7 A B S8 PR e T S O s 5 8 IR 10 B B 8 A LT W] e
T 1 DR TG BT R 25 AT A0 B N IR BT K

L AT EOE HEFRAL ID-30 X PR 2 A AR R /N B

22 B ThRE 2 M K SEAVER KA P 5Y
EHEEeE A PR ORISCE X KRR
HHERZEREBE B AT BT 100850
H K . W57 25 T AT 25 BOE M 58 A7 TD-30 6F bk 3 22 4k 15 78 /) B, ( senescence

accelerated mouse, SAM) 2% 2] 1CHZAT 4 I 5 ) e Hom] BERIAE FMLEE . 5 85 « K HMorris
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AR EMEEA AL RE Sy R AB1-16 5 v B HUAA AT S e 2 Ak B (R I SAMI Y
B-IEMAEEE T (AB) Mfrsm: RAA MM B A SR B 48 Ty CALIX
KRR (LTP) . Z53R: St 21 ZSAM-resistance/1 (SAMRD) %, 8-9
H P 2k W 2 SAM-prone/8  (SAMPS) {E KK 7 5 [l AL AT 5256 (1) %8 5 ¥E: AR 30
BRI, X (AR 28 S0 R R 28 BRI ) B e L 2F R RO b s IS
B4 7ID-30 (7, 14, 28 mgkg') W H 7] B 5 45 5 SAMPSI1) 5 & W AR FIHT X %
NI TR], 3G RRRE AR B, 5SAMRILLEL, SAMPSYH B FBH
ety IR R TR AN B33 (I0D) By S, TD-30 . w4l HiA
WHLEACAER] . 8-9 H k& SAMPSBS AT T Jy CAL X iy ORI FF I HIAL (PS) SRS
] A # SAMRI1 LA A B [, TD-30 (25, 50, 100 mg-L') W% & - FeEae i 5 f
S HAARFEFRRE G ER, b, @i d R . 458 984
2O AT ID-300 SAMPS 2% ) it 1Z 88 )y 1 BRI BA I R AR T, SR LT e
ARG R E R BRI S AL s BRI AR B i, O T 5 Ak ]
PP AT e R HE B R E T ML 2 —

RREENE Hrdl (Eiol-FiRE ABEZRY 5820 1A AR K 40 Ml A3

Tl O HER WEE THEW Xz mEk
1. 0E e T LA s B DR B R T RS =
2. ZRER IR 2 e 2 e e Bt s GIE 230032
3. ML KRB P SEE E/RHEETT MD 21201

Hi: ol-PUBE M (AAT) S22 i ge Rk nfm, JURrb2 o
RAIT (1 AATSRAZVRAE BT 41 M0 PN 510 9 2R 4 A i AAT KAV FBA, - I et s A I
LR . AATIRIZIYRAS (ATZ) JEiE IAATHRZ () H WRAIA . HHF5ie
LAUESZ - A BEARIE B S 5 ATZ VB . Hrd 1 —Fiog 00 3 A 5T W4 I 1032 303 1%
W (E3), AICHFENESTHrd S 75 a) DAL A it R0 AT G A 3 B e SEAT Z 1K At . T

34



F [ 24 300 T 2008 AEEE | Hi AR SR DU A

Pe: KA AR (293T) #:YATZ. ¥F /LA Hrdl SRE3 85 KI5 AL Hrd1C1A,
Western-blotting 5 M AH o< 85 [ R IATE &, cycloheximide (CHX ) chaseiZ M 4¢ATZ %
fENEUL, MGL324HI 8 I BEA T Re, Wiz ZA R AR, S dLyiiE JivE i AT Z
SHrd A EAER, e 9 a 11 8 A X A B S

g5 3 . Hrd1 W] DARRARI B R IR ATZ 40 N I ATZ/K -, JEHRDTTE (AN T-SDS)
F T AT ZIKA, 1y HAIX A AR AR RS T HLE3 M. [, Hrd1 W) BLIE AT ZAE4N
T VA ERO VAR R > ATZ %2 BEAA TR T B . CHX chasevdk BA K 2 11 A4 41 52 56 Bk o
Hrd L&l 172 - A R (e AT Z I B Aif o AR RERR 4T B 1 00 I RIS I AAA
ATP§p97/VCPS HHrd 1/ S IIATZ %A% o« S SLUTTE S onHrd L RTAT Z 4746 AH HAE T,
GuI% PSR M P Hed LRIATZAT S 7 o S50 ol R & Ik ATZ 1 40 i 7% 1]
ARREAN . ZRESE, HRIEHdG W 4E R R IRATZA I EHES . 4
W« Hrd 1 0] LI R V2 36-28 (RO B IR BEATZ ) B, 3X 0] A A2 Hrd 16 578 RIXATZ
(¥ 40 A7 DR £ F RO o

/N RAEAAHE Ly LTP LI BORT5 M 3 K se AL 7 i AL

WO b M ACE KKk
R AREEBE R 2T bRt 100850

H e B K] T 21e 2 i BB e sr, A/ BAE 1A 5 LTP
SRR AT K H R ko AH/N U SRRV DU T WS i R B 22, AN BRAE
MAHE S LTP SR NG E AL AR, H AT A G/ AT 5 LTP S256 A A SRk
B AWTFIUHE LN AR S LTP SKIGHOAR T %, JFRE A kgt A ite, U
WIE T AN R AR B . J5ik: SRR [ € T arpoE A b, S G
WTE N ZHORARNCBARAE N R AT AT 4, W0 B ARAE A 2 DG BRI L=, i)
BEAT LTP M) R ALK . G55R: 5L, 78 Balb/e /D I SN RIER B S5l
KBRS ZR, i€ Tl UARAE DG DOBURE AN 12 A ) 0 AR £ iy 2 3 21
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YET AL B, I DL R iR R Am R FE AR e . IF B T A RIS Ho0S LTP %
R, DMELEA R T BN E o 105 A VAT Tk, RS 1 e
fiJ7ik, AILAE KM R, Balb/c Bl #RRUF SAM 25 A [l i &R (B 516 & b
HEM) PS BRI LTP. & T % 5Z T EN AN H R shtid , ATk s 7AW i
] SAMR1 1 SAMPS BEAT PP, 45 RAH K T ARUER) PS KB AT LTP, ££ {4 ¥ 5 LTP
RI384 S PEAR AL 55 i3I 5 v LTP SR 85 IR — 80 35 N HNZ VBV T 75 ikt 3517,
POEMREEA A CA4-3 S5 2508 B JFUBUE A Dy LTP SV K58m0 . S518: i)
FESE T /NRRAEAE Dy LTP SER AR T, ik ) 11 8 1 7 vE R iR 8 . DG X R iT
FMLTE, WEH T ZRAE SRR AR, VPO 2P0 i 2 S il ny S
[ R A T35

&6 KB 1007 18 A0 VR 8 B U R U7 5 -3k Rhio SO
EWENE U7 e Mt
R A REEBE- AL ST ER 22 B 2905t dEat 100050

E i) (Objective) 455 REFDA 126 A =y 3 & ik, 54K Rho Wl OEI7], A
VIR MRS < PR ZR GRS (AR ST AN TR B AR VAT S . D59k (Method) K
H Accelrys 24 7] Discovery Studio 2.0 %, iiid Commmon Feature Pharmacophore
Generation BT CLAN Rho JSAEIIHI ) 45 H 347204, $RH 2028, k& Dot
PERIAE S BEATHI 07 . L Ligandfit BIHOR 910073 2 (1050 S W 2EAT 70 1%, IFH]
PLP1, PLP 2, PMF, JAIN, LigScorel, LigScore 2. DOCKSCORE XJ 1t & 45 Rho Jiif
as e LK S B B REREAT VP . L DOCKSCORE Sy A FabR, WX %Rl
&Y DOCKSCORE #EATHEF?, 4kt Y-27632 DOCKSCORE itk 4.
Kinase-Glo Luminescent Kinase Assay J7 75X} g Ui 6 44 2 4L B ) 74T T il =
i, HH 2P i e . 43R (Result) Commmon Feature Pharmacophore
Generation FEER I 1675 5] 3943 A6 S4; Ligandfit BIERIFIER 2] 166 M 3H; &
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i vl L S A 11N S P Rho B ISR AT, L 1Cs0 7300 6.67, 0.77,
1.93, 2.35, 6.16, 0.73, 3.67, 0.32, 3.08, 1.26, 1.63umol-L-'. Z'[K ¥4 0.75. %
& (Conclusion) K ULJi k2 BB 25 W0 7B T A EOR, S — 5 &
AR FLAMP S CR, BAT PR G TRRE £ Rho PG 77 1) v 3 e 7
WTTAGE . R BEREMLF . GG WRITERILN 11 AN G YaT k48

RAHEIT

B EREFST ML PC12 41 i h g B 1 -2C
BERRAL BV LB
Yl A
JEHURAZ B S AR B 2 B 25 B &R JEaT 100191

B b R F AR 3 R ) LAY 2 0 AE O s aT LU AR 2 5 IR . 14
EACHE A2 A EE M R, BRI S 5 E S 1 A R
LR AT . AR IOMEE S LIRS ) PC12 41 MAP-2 HIBERR AL I 52
M o3 AT H T RERE AL o SEE R BRATT A IS E i 3 mT LA I Tr) B0 A gk b i
BEAME I PC12 gl Hd T MAP-2C 22& 1R 136 BRI KT [RII7E 4L 1 PC12 4
H P BTG B oy - F R BRI RIS, R SRR RS PUR & TRl LAl b
25 MAP-2C 225018 136 D BERRALINIE N, Moy MR FE AR ML RIS
R ke W5 E ERRREATEARSAIIE R« deah, B R ZE T LA &b PC12 41
i ERK Al PKC R30S, 1 ERK AT PKC 5P il 75 T LLSFU R BAR %51
LI MAP-2C 2254 1% 136 D BERR AL KIS 0. 17 T00RF 7 L R 35 T LA 43 il i 2% 1A
Mo 22 SRS IR VE T o Rk 6 45 RUROR B IR 3 nT AR Id i o= P B IRFSZ AR
T ERK/PKC A K115 5 e Tl B R 3 MAP-2C 22 %1% 136 17k ik, Jf ] Rk
B3GR PR A
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FT NMR AR A 220 W 7 vk AL
Rtk Z5M B Pt sk
LIPS T2 2 (P K222 )2 50 7 U RE R K E SR se g = rh e 25 01
AT 3 PRI 22T KR 030006

B DA s A, @ sr—FPE T NMR HoR MR WA 24 b i, h
RE— G TUE & WIS Widabr h B b KUK LE ) BB BERL 2% 570 i IR AR,
I3 KA 40-60 7 1] 7 AN ER AT 9 A il S E R, IUE T--20°C IKAE A 1
[l S S AR PR o PEBAC TR TV BEARAR VKK V4 BB 75 4L 2 30min,
IR 75 b B R AR (A4S 43 1ml T 2ml [ BP & o, NN 75 0.3 % & &4 1) PBS
W (pH=7.4, 19.0 ml 0.2mol-L"'NaH,PO,H,O 1 81.0 ml 0.2mol-L-'Na,HPO,7H,0
(RIVE BB NN 30mg & F AL ), 0°CAZE AR 4 Smin, 4°C 540, U 0.6ml
T Sml [FAZREE H, N 0.1ml 5iARK . AT 53k 1 25°C, 300MHZ, F14
128 ¥R BKPPAAEE: 40°C; REEWSIA]: 2s; BRI 3s (SVFH HBEM&ILE 7).
JKUEFMNHIT7v:: a gated secondary irradiation field ([ J# U SV Ba b 7. R
H MestReC 4996 A% il T b A BRER A0 T SR AR (k% 0 el 15 3047 23K 0 . 2
R By, TS A — A B S R H SIMCA P11.0 {43 82, Umetrics AB,
Umea) JEAT T 58T (principal component analysis, PCA) . Z558: iR yE I
uf, [ E A AR 3 IS THNMR 3% S AL 2R A R | G i 3 L A1) R s
PR L 12 AN RRE, WA T L ENERRE . R T TS Score Bl g
¥ v s A MIE R NP O, Sl T 45 3 58 SR TR
JNBR TV, ARSCHESE T — A e HE IV L (5B AR BEAT NMR 30T 7705, Beik 20
e i R S RIS W, S HE— S B b KU R 2 B R 2% RO I T 7
WA HE T T AR IR I W B ey 2k

AR BT AL T WA R B AT Bk CRFPIED, HRT ATIRAT

BT, R AR TR, SOFiR,
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Studies on the Structural modification of ginsenosides
with antitumor biological activities
Liu Ji-hua, Liu Ji-ping, Lu Dan, Wang En-si, Li Ping-ya
School of Pharmaceutical Sciences, Jilin University, Changchun,
Jilin Province, China, 130021

Objects To improve three saponins water solubility with antitumor biological activities,
which were 20(S)- ginsenoside Rg3, 20(S)- ginsenoside Rh2 and 20(S)- protopanaxadiol,
and Help their clinical application, the chemical structure modification on them were
meaningful made against their dissolvability in water. Methods Three ginsenosides amino
acid derivates were synthesized to increase their water solubility. Amino acids and
ginsenoside were combinated by the reaction of esterification with the catalyst of
dicyclohexyl carbodiimide (DCC) in ordinary temperature and solvent pyridine. The
mixing products were pured with silica gel column chromatograph. The chemical structure
of synthesis products were identificated by 'H-NMR and '*C-NMR. Serials amino acids
were choiced to combinate with the three saponins in the experiment separately, including
glycine, alanine, phenylalanine, tryptophan, proline, arginine, lysine, aspartate, glumatic
acid, histidine, methionine and cystine. Results 43 new saponin amino derivates were
synthesized. The oil/water partition coefficient of compound 3, 9, 31, 32, 33 and 34 were
determined. The results showed that compounds 3, 9 had the greater water solubility than
20(S) - ginsenoside Rg3, and the hydrophilicity of compound 31, 32, 33 and 34 were
stronger than 20(S) - protopanoxadiol. The plasma protein binding rate of compounds 3, 9
had also been determined. They had more binding with plasma protein than 20(S) -
ginsenoside Rg3. Conclusion 20(S) - ginsenoside Rg3, -Rh2 and 20(S) - protopanaxadiol
amino acid derivates can improve their water solubility. In the meanwhile, the plasma
protein binding rate had been increased too.
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