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L FRAFGHRARTEY

K @iET 5 Bk iody-
st | RIR R; R; R, |
MI3SIRS | H | H “NNHCH. T CH,=CCH, |
MJS48-RS [ H | B¢ =0 CH,CH,COO-{ BrCH;-

-CHj, C(Br)CH,
MI-878-RS | H| H -NHNH C¢H; H -CH(CH,),
MJ-912-RS |H| H -NHNH C¢Hy (OCH,)(4] H -CH(CH,),
MI-935-RS |H| H “0CO-Cei5F3[3.5) H CH(CH,),
MJ-937-RS | H| H -OCO-CgH3F;[2,4) H -CH(CH;),
MJ939RS |H| H “OCOCH(CF3)(3] H CH,~C-CH,
TMI943RS |-H| H ~OCOCeH(CFy)[2) H -CH(CH;),

MJ998RS |H| H N=CHC¢H;F:[3.4] H -CH(CHs)
MI1065-RS | H | H “N=CHCeH;F(2.4) H _CH(CH;),
MJ1098-RS | H| H NOCH,C¢H(NO,(4) H -CH(CH,); J
MITI0I-RS |H| H “OH COCH =CH, | CH,~C-CH;
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BRSOk ER2/2m

MJ1I03-RS | H| H -OH COCH =CH, | -CH(CH;),
MJ1104-RS |H| H -OCOCgHL(CsHu)(4) H CH,=C-CH;
MJI108-RS | H | H | -OCOCH;C¢H3(OCH;)(2,5) H CH,=C-CH,
MJ1138RS [H| H -OCOCH(CyHis){4) H CH,=C-CH,
MJI161-RS | H| H -OH -3k, -CH(CH;),
—EAEAM

(24

2. RANER 16— ARRBAT L B RIUFF AR BRAT £ 69 40612 4)
HHRNEH G BAAX G LT ERGESHT AR,

3. BAER26AE, AFARELERIA. HAFWRAFHH.

4. BAER 2 GARE, P RKESTES AT 8 R Fohnf] | Bk,
AR A o BEMN. BEBN. BAMNIBENF OB Xt EL

©wH.

5. BAZRK2 A&, LPHRBRFTEHUR . &3, KE. #

. KREFRIBEF R, BR. BA EAYIRKERGH XL Y.

6. BAER2MGAE, APt ART, HABITEDR LS

¥ 2 1.0 - 200 mg/kg/ K.

7. BRABR2GARE, L PHRABITEADR LMo EH o525,
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WM RBRITE Y, FATE DS S5 2R R E
57 B A A BRAT KPR F 4 5

KR AT

A E P BRI GAREAT LD Fe S AERBATE Y 884, HARR
P M B BT R AR R EITA WL ST B X LB ERROT . &
£ BRI 5 BT LR BT A S A A/ KT B BB A R R A B
SNALMIE. M. PEFLEMBEA XN LTERT LA,

ERHEZ

HeRBR R BERZ . CHA I AR ) kR, CETAEL
kT sk AL KBRS, HRBEKEHET G4 Betula alba) 895M A
. LA, HERBGEEERFE AL ERE @I Nature Medicine, Vol. 1
(10), 1995, WO 96/29068) , EAABLEMMICEA Mel-1. Mel-2 F= Mel-4
STHE K BL fm RO M 6 T R HEAT IR, AT AMKBRLE, MARIRAN
A KA B EWE, TARR LMD Rt R BT B8 e B 69 RCARS
FRE. THFLEATHES RSN EEF LT A AR,

Fe K BE R H A R HTA MBFEFROZA KT AAAE 180 @ie
832 R, (JP 87,301, 580), H4kshdvw4l p388 #hE e d R miney K
(Choi. Y-H%, Planta Medica Vol. XLVII, 511-513, 1988), sAB 34l
R A K. R LR T A B REBUK B B K AR (Yasukawa, K ¥,
Oncology 48: WO 95/04526) 245 VvA4EHA,

R, R¥HFEARETHRBRALITADGRE ORFRACHEENR
VABILRT ) AR A B A LR M, L ED A T 4.0 pg/ml. (1998
£ 3 18 BRXMWEER YF 09/040,856 21999 2 A 17 ARK M EH
#45 09/251, 309) .

shdh, A AW HEAL R 19984 10 A 6 AR X &9 £ E 35 09/166, 809
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TR T HABRA AT E S I E A R EN, R HRABRRAITESHE
THEI AR e sE Matrigel RB M AE LA KK AREFHLH (TLS), A
BRI LA M ABR F-TLS MR T T HRKBITEANY LT £ RE
M,

Anderson % (W0 95/04526) ¥R 2|, & FRX BT K EZE AL FHWEE,
b REK EAAERA, mit-mptit)idsE. #3R2, Bar—2NELR
KA BTN DT M T HZFE RS, O dEmRdiditmp
A E oG B R G BRD BB RGN, LK RS A26— AN,
4. AR AMTES T RGEERGNLES. B4 P-2FEE 5
2,3, slex (&5 Pt BHEH ALK Ciib oY) &4, H IC EA 125 uM.
CLAR ZRHGF X 4H] P-FHZ AL HL-60 @fesé, H ICadh
0.75 oM., #MABARILATEMTR R TIKLEMHRE A LS174T 5 B~ BF G
4.

Dasgupta % (WO 96/29068) 2FF T A iE LA KB Iv 4| B g 4
K7 xAetdodh. HAPARBT A KRR E AT E QSB35 IP 7B 4 K.
AEZFHBERBERG T EAEEY. AERALRMET AARBET &
MR RFBREGE Tk, LPHRRBALIHFHXEA.

Pezzuto % (EXE £ F) 5,869, 535) A T AHMEAKREL X ELAT 4 HIE F 37
BB K F kAl oY, HERBR G2 Ziziphus mauritiana #§-F 3%
PR P8k, BaBRmEFrs XRABREATHELE, #
I & M AFAE  AE R 3SR AL F A m e, MBL-2) 4E A 3E R BB 5k 4T
AU, HECEFEEDF RS YHHEREL, PIAFHEARB T A T4
TR AERK, RAF T AL HITEYATRG RIFH AT B A K., HXALR
BT ARG & mpe A kX F G577k, L PHABRILITEY
CARIRREI R 697 XA . LA, HERBARSN 74 MEL-2 ety A K, 12
A2, MABREa X emie R (A431 (BKR@mie), BC-1 (3LAR),
COL-2 (4/%), HT1080 (Ms&), KB (AU & A HE), LNCaP (3T3]B%),
LU-1 (fF), U373 (F¥ZAF/) # IR-75-1 (SLED] (BF EDo{E AT 20

pg/ml) .
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Lee % (W0 96/39033) 2 7 KRB A — SARARBRBERAT A AR A
HEGFR-HIV M, 25T E C-84, C—BR B oM T AT T 1545,
F-HIV AT R = TR — SAMABRITE WA S HEE HI e mig+
A B AUV &, HECELA DT 1.7 x 107 pM,

£ B B #

ALK AR T WL R A MF FOHRBRITEN LT E 4 R
Fik. RERERBT T RBITENARSH X BT A HFTH AR
M. AR, BAFRBRY N 9804, H5hFoH B REHKREL,

AL 5 —B QR RER T g £ RO MR ITEY,

AKX FH— B 6 RRBF RR = AT £ Q- B AT A WG 57
W4 Fa/ X TRy £ £ RG-S A B A%,

ALK PG F— B 45 R IRBER HRBRATE BP0 4 0 & K 6998 57 7 ik,
L it Eme g,

AE R H— B 628 348 A KR AT Y. Hldet KB
EATEY, SLREFHRRME £ BT FA X6 Z A,

ARXA X — B 628 A G TR F O RGE KRBT LY, £
BRB AR A A RIS B R R 4G 1P R

AL — B 6B R HIF R R T AT E QLS. Blioke
REBESTEY, LRARDE A RH GRAG P, B Rigi L
17 i b F A AL 5T AR F

AL PG E L Fa b B 8T T HE L AR EFEHTIL, TH
R R R B AERF ALK R GRS E, R AR L ik Bk sk
A H E L.

R A
WILREN G AL AAEG X 1 Fo 2 HRBATAY FAT KLA L
A f Al B .
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& R

AL ARG T E R TG /4 H) dnE 2 A iR, HERBRAT A
Hp ) R sm B3R T B S0 W K s i, BsbE—3biB G A R a ke,
AT AR H AR BmICE Matrigel BABAORE LARKIHBREF4EMH
(TLS) . A K ffR g iiE M AR R-TLS &M AEF R AR = T ML R B AT
A T A R E M,

B ik QLAEH R ST A M HERBATE Y, T AR AU HRBAT
A4, CTUARSH EMEHGHWBEY, VAR, WHR AR S B
A AN K. ERKG KT RS, TAKTH A SR, HEEA.
BTG Fl e | B F) HAERER / R FATE Y —RER . REKAET HEALAE
&R T4 E R

ORI A EA o T EX | IR EREMN,

3 X -1
std R, Ry Riw Ry Ree Rew Rodm R, 2% 7 3 R AR A7 T 51 A B

R 2 H:

R, H. Br. Cl. F& I;

R. & H 3F E R, OH. 0CO (CH,) .CH, (3% n=10-14).0C0C (CH,) .. 0OCO (CH,) .X
(£dn=1-7, X=H Cl. Br. F). OCOCH,CHX [n=2-4, X=H. Cl.
Br. F. I. CN. NO,. NH,. CF,. CHCl,. OH. OCH,. OC.H;. CHCI,& CnH.. (n
=1-71. 080, (CH) X (FtF n=1-7, X =H2CI). 0SO,0NH,. 0COC,HX
[n=0-4, X =H. Cl. Br. F. I. CN. NO,. NH,. CF,. OH. OCH,. OC.H;.
CHCL, 2K CHoey (n=1-7)1, NH,» NH(CH),OR [(n=2-4), R=H 2 COCH,].
NHR. NQR)® [+ R = CH.. CH. CH,. CHJ. NHCHX. NHCH,CHX (H# n

7
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= 9-4). NHCH,C,HX (n=2-7) [X=H. Cl. Br. F. I. CHCL,. CN. CF,,
CHCI,. OH. OCH,. OCH;# C.Hu (n=1-7)]. RCH,NOH (R = H. CH,. CH;.

CH,. CH;). NHOR (R = H. COCH,. COC(H.X. OCHCHX. OCHX) [n = 2 -4,
X=Cl. Br. F. I. CF,. CHCl,. CN. NO,. CHs. NH,. OH. OCH;. OC.H; 3% C.Hu..
(n=1to7)]. N=CHCH.X (it n=2-4). N=CHC,HX (n=2-6) [X =
H. Cl. Br. F. I. CF,. CN. NO,. NH,. OH. OCH;. OCH;3% CHyey (n = 1-
3] OCO(CH;),,NHZ (n=1-8). NHCO(CH,) X (X = H. Cl & Br. n = 1-
4) . NHCOC,H.X. NHCOC,,H.X (n =2 - 6) . NHCOCH,CH.X (n =2 - 4) . NHCOCH,C,,H.X
(n=2-6) [X=CIl. Br. F. I. CF,. CN. NO,. NH,. OH. OCH,. OC.H,. CHCI,
K CHyi (n=1-7)1. NHCOCH,COOH. NHCOCH,(COOH)X [H-+w n = 2 & 3,
X =H. Cl. Br. F. NO,# NH,) . OCOC,H,CO0H. OCOCH,(COOH)X (H% n =2
% 3, X=H. Cl. Br. F. NO,3 NH,) . OCOCHRR, (R =H. CH,% Ph; R,=0H.
Cl. Br 2 OCOCH;) . NHNHC(HX (n = 2-4). NHNHCH(OH)CH.X (n = 2-4).
NHNHC,H,X (n = 2—-6). NHNHCH(OH)C,HX (n =2-6) [X=Cl. Br. F. I.
OH. OCH,. OC.H;. NO,. NH,. CHCl,. CFs& C.Hys (m=1-7)]. 0COCH=CQR)"
R & H. CH & CH) . 0-C0-CH=CH-COOH . 0-C0-C (Br)=CHCOOH .

0COCH,C (R) 'CO0H (R = H 3% CH;) . 0CO(CH,).COOH (n = 0-3).

;ﬂ‘]————iﬁbc o-c” %y R

[R = NH,. NHCHX (n=2-4). NHC,,H.X (n = 2-6). NHCO(CH).X (n =1
-16) [X=H. Cl. F. Br]. NHCOC,H.X. NHCOCH,C:H.X (n=2-4). NHCOC,H.X
(n=2-6). N=CHCHX (n=2-4). N=CHC,,H,X (n =2-6). NHCH,C.HX (n
= 2-4). NHCH,C,HX (n =2-6) [X =H. Cl. Br. F. I. CN. NO,. NH..
CF;. CHCIL,. OCH,. OCH;3& CMHyi (n =1-7). NHSO,(CH).X (= 1-7).
NHSO,CiH.X (n = 2-4) [X = H. Cl. Br. F. CH,. NO,3 NH,],

R, 5 R.—#2#4 0. NNHCH.X. NNHCOCH.X (n=2-4). NNHC,HX (n=2-6).
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NNHCOC,H.X (@ =2-6). NCHX (n=2-4). NC,HX (n=2-6) [X=H
Cl. Br. F. I. CN. NO,. NH,. CF;. CHCl,. OH. OCH,. OCH;& C.H.i (n=1
~7)]. NNHCH.BrX [(n=2 % 3), X=F. Cl. NO,. NH,. OCH;. OC;H;. C.Ha.
(n=1-7)1. NOSO,H. N-OX. NHOX [X & H. CH,. CHs;. COCH,. SO.CcH.CH.
COCH.X. CH.X. CHCHX [(@=2-4), X =H. Cl. Br. F. I. CN. NO,.
NH,. OH. OCH;. OCH;. CHin (o =1-7). CFy3 CHCl,]. NNHR [R Z CH,.
C.H. CHOY, Y=H. sk, F¥i. FRERHAEA Cl. Br. F. I. NO,. NH,.
CF;. CHC1,» OH. OCH:. OCH, 3 CHuwi (0 = 1-7)84ERARATAEY],

R, 2 05 H RZ H. OH. C1. Ny NH;» OR (R = CH,. C.Hsv CH,v CHy) + O (CH) .COY
(@=1-3) [Y =0H. OCH;. OCH;. Cl. CN. N;. NH,]. OCH,CH,0Y [Y = H.
CH;» CHs;. COCH. OCOCH=C(R)® R = H. CH,% C.H;). 0CO(CH).X (n =1
~16). (X =H. Cl. F& Br). 0COCHX (n = 0-4). 0COCH,CHX (o =2
~4) [X=H. Cl. Br. F. I. CN. NO,. CF,. CHCl,. OH. OCH;. OC.H;3X C.H...
(n=1-7]. NH(CH,)).CH; (n=0-~9). NH(CH,),COOH (n=1-8). OCH,CHO.
OCH,CH=NOX. OCH,CH,NHOX [X = H. CH,. SO,CH.CH,. OCOCH,. OCOC.H,. 3
HF ARG HTAE ] OCH,CH=NNHCH.X. OCH,CHNHNHCHX (n = 2-4).

OCH,CH=NNHC,H.X (n =2-6). OCHCH,CH,NHNHC,,;H,X [X =H. Cl. Br. F. I,
CN. CF;. CHC1,+ NO, NH,. OH. OCH;. OC,H; %, CHp.) (n=1-7)1. OCH,CHN(R)’
(R = H. CHy CHsv CHiv CHyo CiHse CoH,CH, X FEIRARASTA 4|4 C1. Br.
CN. F. I. NO,. NH,. CF,. CHCl,. OH. OCH;. OCH;& CHy: (0 = 1-7)1,

R« H 3 E R, NOH. NHOR. N-OR [R & H. CH;. CH;. SO,CH.CH;. COCH,.
CH,CH.X. COCH.X (n=2-4), X=Cl. Br. F. I. CN. NO,. NH,. OH. OCH,.
0C.Hs. CFy. CHCI, 3, CHyw (n=1-7)1. RCHNOH (R =H. CH, 3 C.H,) . NH,.
NHSO, (CH).X (an =1-7). NHSO.CHX (n =2-5) [X =H. Cl. Br. CH,.
NO, %, NHJ. (NR)' R & H. CHy GHi. GHy. CHyw FEARF A RLIRAST
A 4%) . N=CHCH.X. NHCH,CH.X (n=2-4). N=CHC,H.X. NHCH.C,H.X [(n =2
-6), X=H. Cl. Br. F. I. CN. NO,. NH,. CF,, CHCI,. OH. OCH.. OCH;
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& CHy (n=1-7)1. NNHC;H.X. NHNHCH.X. NHNHCH (OH) C;H.X. NNHCOCH.X
(n = 2-4). NNHC,H.X. NNHCOC;H.X. NHNHC,H.X. NHNHCH(OH)C,HX [+
n=2-6, X=H. Cl. Br. F. I. CN. NO,. NH,. OH. OCH.. OC.H;. CH:w: (n
=1-7)]. NHCOR [R /& CH,. CH,Cl. CHCl,. CCl;. CHs. CHC1. CH,. C:H:OH.
C.HCl. CiHss CiH.X. CHCH.X. COCHCHX (n = 2-4). CoHX. CHC,HX.
COCH,CiHX (n=2-6). X=Cl. Br. CN. F. I. NO,. NH,. CF;. OH. OCH..
0C.H;s CHCL, 3% CHyor (0 = 1-71,

R: 7% H & Br, R& CHi. CHBr. CHOR [R & CO(CH).X. (n=1-7; X =H,
Cl. Br & F). CHO. CHNOY. CH,NHOY [Y=H. CH,. C.H;. SO,CH;. S0,C:H.CH;,
CH,C:H.X. CHX (@ =2-4), X = H., Cl, Br. F. I. CN. NO,. NH,. CF,.
CHCl,» OH. OCH,. OCH;. CHuww (0 =1-7)]. RCHNOH [H+ RZ H. CH,.
CHsv C.Hy. C.H,]. CHNH,. CHNHR & CH.N(R)® [R & CH,. CH,. CH,. C.H,.
Celss CoH.X 2 CH,CH.X. COCH,CH.X (n=2-4). CHCHX. COCHCHX (n =
2-6) [X=H. Cl. Br. F. CN. I. NO,. NH,. OH. OCH,. OC.H;. CF,. CHCI,
K ClHoy (@=1-7)1. COOH. COCI. CONHR (R ZEERFARAKHLAR).
CO-0COR (R ZATHARFAIAREAHE) . COCH,COR (R £ OH. OCH,. OCH;.
NH, 2 C1) . COCH,CH,0R [R ;& H. CO(CH,).X (n=1-16).COCH.X. COCH,CH.X (n
=2-4, X=H, Cl. Br. CN. F. I. NO,. NH,. CF,. CHCl,. OH. OCH,. OCH;
& CHypy =1-71. COOCH).H (n=1-5). CO0(CH).COY (n =1-5.
Y = OH. OCH;. OCH;v CI 2% Br). CH=NCH.X (n =2-4). CH=NC,,H.X (n =2
~ 6) . CH=NNHC,H,X. CH=NNHCOC.H.X (n =2 - 4) . CH=NNHC,,H,X. CH=NNHCOC,H.X
(n = 2-6). CHNENHCH.X (n = 2 -4). CHNHNHC,HX (@ = 2 - 6) .
CH,NHNHCH (OH) CHX (n = 2 - 4). CH,NHNHCH (OH) C(l.X (n =2-6) [HF X
=H. Cl. Br. F. I. CN. CF,. NO,. NH,. CHCI,. OH. OCH,. OC.H; 32X C.H.. (n
=1-71.

RsA= Ry—#A224 0. OH. O (CH).X (n=1-6, X = H. Cl & Br). 0COCHX.
0COCH,CHX [n=2-5, X=Cl, Br. F. I. CN. NO,. NH,. CF,. OH. OCH.

10
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0CH; % C.Hpy (@ =1-7)1. 0(CH,).COOH (n = 1-3). NOR. NHOR (R = H.
CHy. CHsv CH;w COCH:v COCeHsw FRAERFRERMGHITAHS) . N, (NB)' R
= H. CHs CHi CHy. CHo CH.X. CH.CHX; n=2-5. X=CIl. Br. F. I.
CF,. CN. NO,. NH,. OH. OCH;s, OCHsv CHun (0 =1-7)1. NHCO(CH).X [n
=1-16, X =Cl 3% Br]. NHCOCH.X. NHCOCH,CH.X (n=2-4). NHCOC,HX.
NHCOCH.C,HX (n = 2-6) (X = Cl. Br. F. I. CN. CF,. NO,. NH,. OH.
0CH;w OCHss Gl (@ =1-7)1. N=CHCH.X (n = 2-4). N=CHC,H.X (0 =
2~6). NHCH,CH.X (n =2-5). NHCH,CuH.X (n=2-6). NNHCH.X. NC.H.X.
NHCH.X (n = 2-4). NC,H.X. NHC,H.X. NNHC,H.X (n = 2-6). NNHCOCH.X
(n=2-4). NNHCOC,HX (n=2-6). NR [R=CHX (a=2-5). CH.X (n
=2-7) [X=H. Cl. Br. Cl. F. I. CN. NO,. NH. CF,. CHCl,. OCH..
0C.H;e OH & CHyw (0 = 1-7)].

HARBATE W65 &
THF EEBRA B EA A ERLRAGITEDY,

4] 1
# & 3-o-BRAATAY

ikl RAEMEAET BT ERIBRT QRAL 4-16 B, T
F T i 7 ik 64 BL BF &4 524 38 X, RCH,C0,) 0 &7, ¥ R=H. CH.. CH,%¥.
ALK B LAY mATKFRIA IR FBRATER AL, AR KK
BR4AT IR, AKX, HERRDLE S, 2 AFR 4464 3-o-BLESTA Y.
TR T A R 6 R AR ey £ 402 TEA, wtsZ A= DMPA,

ik 1l oA ik 1 iR, BB R A EAE G RA VAR F 69 &R,
BRE3nF ik | FTRMATERE, 153|408 694665 3-o-BL ik s7E 4. T
1% ) 649 BE R # 4% RCH, (CH,) .. COCI, (- R=H. Cl1 & F. Br, A n=0
- 9) & RCH, (CH) ,XCOCI (¥ R=H, X=0H. OCOCH,# H n=1)., BAKEHT
vAi B CCl,. CH,CI, 2% CH;CH, %,

11
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L #H] 2
& -ERITEY
EEFHREEZMNT, BERWEBERAVERN T, HRANTH RN
Fl. ER M Aok 1 RS TELAIE, FR 48654 3-RARTEY.
T AR 6 EALF) 6 4] Cr0,/Py. Cr0,/H,S0. 3k Cr0:/AcOH %. iE
TR AHRE 0CETBEHAS L BRI BN, A HIEN T ik
f AMBR. CH,Cl,. AcOH X ELRAM%E.

LH) 3
#]42,20,29-= 8 -3-RXTEY

4 BB 523 b) 3 8455 ik £00 3-BARARRBRAT &£ M MR KA AL
. GEPEMEARRERN P AL, FEERFE 0-10C, #R
FRAMEEZTR, FRARDE., BREIERS 2 7k 1 FrRdfT
BERE, FHER S-100BKEREFRITEL. EFHER, FELH
2,20, 29-= 38 -3-FARATAEM. T AER 4 QAREA 69 52 4)2 CCL,. CHCL,
Fa CHCL; 55 "1 VAEA 69 BR/KIBIR 6 5 0 R AR A B 0 R BR S 3 R BKBR 3 7K
R

HERBL GG 3-EM-TEY . —SAHRBRRLATEHT A T 5E84] 4. 5,
8. 10 F= 14 #4755 .

A 4
& -RARATAY

¥ -RARATAEDEFEA G TE. LR REFRES, AL
ANEE. RELBERFAEBRIEBRGIT LN CBRA., RigReHhe
AP, BRERBSWALET. BRAEWERS 2 FiE 1 R E
2032, 4FEHE) - RATAEY, R4 4L, FRIAR A 64h e 3-RE AT A Y.

FEFH] 5
$ & 3-EAMRATE W G KRR

12
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36 FE RS AT £ R A BRI N IR R A B N B e
FEE. LEAABSEYM -ARTANT, FHELRRLY 4. BRA
e 2 ik ] FTRMATE R, M AL RIRITAY.,

= #4) 6
B 17 Ao/ X 20-F R0 R B BLES

IR PR T K= A T B 6 R T A EAH, FHEZBBIE
A 2 . A B R R RS T A E ) QARSI EE, P
FEBEERAY 16-20 DN ER A EHS] 2 F ik 1 TRHATERE,
12B)4G 17 Ao/ 20-BESARBREHITEY. TR K R ASRE
BS 64 4] 2 LB T B R LB TR RBGE AT A . KA R BB 69 RKRAT
X

LA T
H & 17 Fa/R 20-BE AR BER

¥ 17 Fo/R 20-HB AR AL BESRBEREN I TEE. TEENAK
Zdh | RFEMEG L T RARBIDH LR ENAREENATEF. K
RAMIEHKE 40-50C, RE2-4 DB, ) 2 F ik 1 TS RALR
A AT, 13B|8h65 17 R 20-B AR EABBITEDY,

34 8
#) & 28 -3-AXRITE W

¥ 3-SR - SR BT AW 5 A R ARA ALER] Bl CCL.. CHCI,
R CHCL & ¥  ARFFBAEL 0-10C, A3 T il dmis il E 40 B AR F 4980,
1B RA MR E E TR, FREHDE. AFRT ETEREHEATE
T2, AMER S-10%BAER K, RERAKRE, RAIER, 72
Wy 2B -3-RRATAEM . TTUAMER 6 80K R 6 B R Bt KBS
R EEE KBRS,

13
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445 9
B & 20, 29- =474 .

FAERBRIAITED (RT -BAR-MARREATEH ) EHMER
RAVEF T . QR b FEEEANR SR T eRE, FREBELE 0-
10C, R EREYEREEFTRFHALANN. oF8s] 2 Fik 1 ks
B R AT E, AAER 5 - 1058 BAER AR KL, #5Y
s, B\ 20,29- =B 474,

WA 4 5 AR 69 55412 CCL,. CH,CL. e CHCL, %,

Seaep] 10

#E I-RAESTAEY

a] ¥ 3-FFRATE YIS KBR Y, FFESMMBANAET. AEAR
(60-70psi) FIREFI B, WRERSWITIE. AZERLFRARER
BEBR, RARMAFTS RZLE, FIAALE I-REITAEY.

bl ¥ 3-EARATE B AA RBR AN E AR FBE T, JF L 2-4 o)
i, R ERASMALRET, mAK, B EK, &8, 73 -KAH7
A4,

FE A 11
#1& 3-o- KT B ASTAY

BEER, AEEGETRIEEEAVBRT 6 RH L) 6-16 1 8, T 1A
AR FBLR A EH dEX R, (Ar)CoCl &7, £+ n=1-3, R = H
Cl. Br. F. CF9FH. Ar = CH,. CHiv CH, 3 CH,. ifithn AKH A AR
T RIS R AT, AWER RAKABATIR, KL, HEEA
Wk an, HAFELEE 3-o-RFBLESTA Y. TAEA 69A Hussibg 6] 2
HEE . PRI,

L) 12
& 3-o- TR AATAY

14
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BRMERAERARERN T, FE 5-10CHEL FLEEIMAN T HBLE.
T RRERAY 2-4 e, B KRR AEST B A AT
A3, AR EAKFEE TR, B, REAEZTHREZRY, AEHN
LR g, 1FBshey 3-o-FABREAT A,

A 13
8 - KA AR R EBKGITED

WHER B A 3-RAR S R R BT A W R SR BUE RS IR B
B P, FEAEHEANAET. ERAR (50-70-psi) TR 3-5 i,
KB FRAHITE, ATRLERAREKEE, HFERAHAETEN P
s B 3B shed -E AP AR E R AR A, FTRBEEA £ T BT,
LB R AR,

) 14
& 3-N-BRATESTEY

¥ 3-EBARITEIERRA R AKBEEN Bl 4 FEE/ LB T, @i
15-20%3k B B 5 Ao 2-RA TBE, FAETRHH 30-60 547, @t FAA
FAB ST R —FHIEL T2 D0, Aok, REESBEK, 5
I, RN TEE TR, FELY N-RATERTESY.

A 15
H)& -N-TF AT

¥ -FASTEMERAREN G TE/CEY, AR RABMLK
B 3h 45| do SR BRAA R BT AL T . S P AmAR T BERBRAK G X T BATA
4. ETRELY SOCHILRSME . #id ATHRE B FHAmAKES
B RA AT BB, KELERE A QKA BN FI, RERL,
F53] 3-N-ZF RAT A,

5564 16
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@ 96 LA 4R 3 3R4% (Nunc, Denmark) #9&-3L P Aan 30ul ECV304 4afg
Bi%E (50 x 10° mpe/ml, A4 10% FBS &9 RPMI 1640 F), KEMmA
150 u 1 #4323k, 3323 (37°C, 5% CO,)itk., KEMANKEH 0. Sug/ml
—4ug/ml &9 20ul REEAHRBITEY. HF—RE—X=ZHFK. AR
FuP AN 20pl 3ERK, 334 72 N EE, #E4T MTT 947 Mosmann, 1983),
Fit B o P74 22 g e 6y 38 FE AR 2T T T BB e ) ) B 8K

st miet M Mo AERMN 1998 5 3 A 18 HR KK
09/040, 856 T ¥ix P O ¥miE, &K 1 7l Tt ECV304 Aevg Ay RE) i
8 e # 69 EDso A8 A= 17 Fv A AT A 69 A R fmfeds 1.

%1
B5| frhd | AK EIEZD Fi i 3 L1
ECV304 |DU14 | ECS | L132 [ ECS | PA-1 | ECS | HT-29| ECS
(EDso) | 5 | BbF | (EDso |VF | (EDso) | Hu | EDso) | b
(EDso) )
1 | MJ353-RS 2.4 6.5 27 | 45 | 1.9 5 2.08 | >10 42
2 MJ548-RS 2.5 >10 >4 >10 >4 3.9 1.56 >10 4.0
3 | MJ878-RS 0.5 99 | 198 | 08 | 1.6 | 35 70 | 175 35
4 | MJ912-RS 04 85 | 21.1 | >4 | >10 | ND - 035 | 087
5 MJ935-RS 0.7 32 4.5 1.2 1.7 ND - >10 >14.3
6 | MJ937-RS 0.7 2.5 3.5 L1 | 15 1.6 2.3 1.7 24
7 | MJ939-RS 09 S10 | 1011 | 27 | 3.0 | >4 | >44 | >10 | >11.1
8 | MJ943RS 26 >4 | >15 4 15 | >4 [ >153 ]| >10 3.84
9 | MJ998RS | 035 22 62 | 25 | 71 1.3 37 4 11.4
10 | MJ1065-RS 2.4 25 | 104 | 34 | 14 13 | 054 | 49 2.04
11 | MJ1098-RS 0.6 1.5 2.5 13 | 21 1.6 27 2.6 43
12 | MJI10I-RS 40 >10 | >25 | 1.7 | 043 | >4 > >10 2.5
13 | MJI103-RS 2.0 >4 | 520 4 2.0 15 | 075 10 5.0
14 | MJ1104-RS 1.9 2 1.0S | 59 3.1 >4 >2.1 3s | 1.84
1S | MJI108-RS 18 1 055 | 96 25 | WD - 510 T 556 |
i 16 | MJ1138-RS 1.7 >10 >58 7 4] >4 J >2.3 >10 >5.89
S I IO BN N R R W
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EDs, = 542 S0%%mAe -t 69 2540 3R (ng/ml), Ao
s RS = [1-0.D. suwu/0. D. srue] ¥100
BCS s & = BD, AP/ i K /EBD MR 4 K.
BCS /~F 10 = 4% BCS
ECS /£ 10 - 20 = % BCS
BECS A F 20 = % BCS
KMBRY) & Fo’ FHF BCS (o¥E—i8a AL @i, HETAy
BEH B R T A B, f'K BCS At A 4R E 4=t
5 2 fie b4 da O F- 76 .

FHp) 17

Yo szt AT, BITEMEKEEE Co. Cow Coudr/3K Co s HATIRK Fo/
RBATEMBE, FEIURHRABAITAY. BIEBERIEAZITED G
A, R ITREBX 269484, LPAALE T R-R, 03640 T4 degss
Mok, X2, £+ R-RITFHF:

"///,,'

(P 16-18, & 11)
rﬁﬁ'i% R | RI R2 A] R3 R4 T
| |

MRS | H | H “NNHC Hs ! ¥ CHz:CCH;!

S

17
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MJ548-RS | H [ Br =0 CH,CH,.C00-]  BroHy. ]
-CH; C(Br)CH;
MIJ-878-RS | H | H “NHNH CgHs H -CH(CH,),
MJ-9I2-RS | H | H | -NHNH CeH, (OCH;)(4] H “CH(CHs),
MI935RS |H| H “0CO-CgH3F4[3,5) H CH(CHs),
MI-937RS | H | H “0CO-CeH3F3[2,4] H “CH(CH,),
MJ939-RS | H | H “OCOCHA(CF3)(3] H CH,=C-CH;
MJ943RS | H | H “OCOCSH(CF)(2] H “CH(CH;),
MJ998-RS | H | H “N=CHCeH;F>[3 4] H “CH(CHs),
MI1065RS | H | H “N=CHCH,F(2,4) H “CH(CHs),
MI1098RS | H | H NOCH,CsH;NO,(4) H “CH(CH),
MIII0I-RS |H | H -OH COCH;=CH, | CH,=C-CHj,
MIII03-RS |H | H “OH COCH,=CH, | -CH(CHa),
MJII104-RS | H | H ~OCOCHA(CsHy1)(4] H CH,=C-CHj
MI1108-RS | H| H | -OCOCH;CeH3(OCH;)(2,5] H CH;=C-CH
MI1138RS |H | H ~OCOCeHA(CH1s)(4] H CH,~C-CH;
MIII6I-RS |H | H -OH 3% &, | CHCHY
DHBA*
MI1183-RS | H| H | -OCOCH,;CsH;(OCH3),[3,4] H CH,=C-CHj;
MI1204RS | H | H =0 COCH=CH, | -CH(CBy),
MI1205-RS | H | H -0CO C¢Fs H CH,=C-CH,
MII2I0-RS | H | H =NOH COCH=CH, | -CH(CH;),
MI12I3RS | H | H “OCO CgFs H “CH(CH,),
MJ1283-RS | H | H | -OCOCeHy(OCH;),[3.4] H “CH(CHy); |
MJ1287-RS | H | H “OCOCEH;(OCT)[2.4] i | -CH(CHy), |
CMUI29SRS [ d | ococciy, ] H L CH(C IT;)TJ
S SR o JE I

18
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| MJI296-RS | H | H -OCOC4H;s-CgHs H CH,=C-CH;
MJI298-RS | H | H -OCOCH(Cl)Ph H CH,=C-CH;
MI1301-RS | H | H -OCO-(CH,);COOH H -CH(CH;),
MJ1304-RS | H | H -OCOCH,CI(4) H CH,=C-CH;
MJ1305-RS | H | H -OCOCgH,Cl(4) H -CH(CH,);
MJI1315-RS |H | H -OCOCH4(CHCL)(3) H CH,=C-CH;
MJ1316RS |H | H -OCOC¢H4(CHCLX3) H -CH(CH;),
MI1312-RS | H |H -0S0,CH,CH,CH,Cl H CH,=C-CH;
MJ1313-RS |H | H -0S0,CH,CH,CH;Cl H -CH(CH;),
MJ1327-RS | H | H | -OCOCsH,(COOHX2)Cy(3,6) H CH,=C-CH,
MIJ1328-RS | H| H | -OCOCsH,(COOHX?2)Ch(3,6) H -CH(CH,),
MJ1335-RS |H| H -OCOCH(CI)-CH; H CH,=C-CH,
MIJI1336-RS [H | H -OCOCH(CI)-CH; H -CH(CH;),
MJI338-RS |H | H =NNHCOCsH(OH)(2) H -CH(CH;),
MJ1366-RS | H | Br =N-0-CH,C¢HsNO(4) H -CH(CH3),
« TS MAB
S A 18

A 4C, & Matrigel (70 pl) HAE 96 LR HE—ILF, il
A 37°C34 30 24P LB A, 45 BCV304 (1 x 10Y) fmpedsfr 242 200 pl
DMEM & &) Matrigel b, 4& DMEM 4% 10% FBS. 3% FiX I 64 HE KB FofiT
kWA T R A SR B I ANF 15 693U, FFAE 37 C32 4k 24-48 AT,
i 3T A1 ey 2t BBAE A A R BB AT A 4 8 LK BT JE) B3t BECV304 fmfedk 2
mpt e, YA L/ATF 6948 £ 406K (4X), FA Video Pro 32 B 4047
F AW F R A (TLS) 69 5.8 AR, A AN SMEIES F AL H L5 TR
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B E S, AR (AHY) HARR, TH TLS 34 a 5
# 111
F 3E S 'ééﬁ?v ) 'Jl‘%
PR FRTRREEEGRBY
0. 5pg/ml 2 ug/ml 4ug/ml

MJ937-RS 16.7 21 21.7

MJ998-RS 21.1 13. 4 33. 4

MJ1065-RS 23.4 16.7 46. 7

MJ1098-RS 15 7.5 10

MJ1161-RS 18. 4 16.7 11. 7
FL3H] 19

o T SoE AT EMH K. K ETEDERERDERBRG T
$¢oﬁwi%iTuaﬁﬁ%ﬁ%~M?ﬁW%%\wWEEMX%ﬁ

HAlE T R T . ARG B-F B F 2o 2-2 R ARB-FOHdE . AT
A EBEP-ZRHIHIALY 50 - 1000 mg/ml. 4Kk 250 - 750 mg/ml &93REH A
FRAEIR T . AR AR AR BT A M ) S XA A AT A B PSR B I
Bp, FEKETHATAREH ZFBREHER, BdA%KLREA
AUBEH, FRRLHERITIE, FRLEZH. BRERET.

SHAHRIBOR. LM K. EAFERE PR, BEA. K

T X#ARA)

©wH,

BRI IE RIS,

T RRELSHA TR NOH BHAZELY.
VA5 R4t 57 R 6 RS XL 2.
R A5 FIRAEL 10 mg £ 1000 mg LA ARM S5 MBS MLk bR E

AT RAFEI R A A

%

2Rl

RAEVA & i % AT . W
FEA YT AL IR

KEFRIHEF R, B, B

Fl. AR AKER., BR, FTASWASHHERIRETIE L HE
2., BAEMHARTIEA 1.0-200ng/kg/ X, #KikH 1.0-50 mg/kg/ %K.
AL R —/NEAR T35 R 5 BB 18t B 565 WA KH S HPrik

HERBAT 2 RIS

20
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KRR EA T K. REANELTARA, HISH L. #
KBRATH W3t AB#e Bk i & 48 H64 BDso {82 0. 35 - 4. Oug/ml. HEABHTA
M3t BT 5 B SE  W R A MR 1. 04 - 21, 1. TAREEAT A TR 5 44
AR faReAE R 0,43 £> 10, K, HRBATA 5T I7 L8 64 A K s fe,
et 0.54 - 7.0, HRBRATA T sE Mk b9 K miRss 02 0. 87 -
14. 3,

HERBATE S A LT SRR . AR, AR B HOR BE
Fl. KB H . R RIEEN T O XL, ik, FEHEREITE YU
RAlL &AL RE. B KEFRIGHBFR. BR. 8A. AP
KBBR8, FFHAMABITEDR LB oTEHL 54,
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