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1. —EERENRENEEA BRI EYRIEETE, HEFIER 3,5-=
HEXFRSFAMBHITER N EE 3,5- “HEEEXLME, 3,5-“HEEXC
FEKIRBER) 3,5-"HEHEFELRE, 3,5- " HEREEIZMEXL R EIFXPET
Perkin RN HITF (B)-2-(3,5-ZHEEXE)-3- (4-R EFXE) WEEK, REHIT
B R ARSI M(B)-2-(3,5- R EXKE)3- 4-REXR) RER;

A BARRRM: FERBT, BEAMNINEEREK, M EEKER; £=
AFmT R EEEKLE, WEETREMATMMER, HERE 65C, WA
3,5-ZHEETR, 3,5-“HFEAETNRSENMERE/R RN, 7 65 CRIBRN 1.5
N, RNMERUEZRSE OB, AEEEBTHEA, oFyE, B R KER
tb 1/1 EE SEEMIREAE 3,5- “HEREF LIE;

B. /KERM: FE=OMT, MA3S-—HEERXKZLBENEENFE, 5K
FAEMEE AR, £ SOC TMAGEERBKMEAENY, SEMIERA
BEHN3S-THEERZEE/RAEN 3-4 %, BEFERERR, RN S /M, B
WERRIFE pH 1~2, BELR, rEd, @8, BEHTEES S, 85K
ik 3,5- " HEERLE;

C. Perkin RNV : ZEZDEHF, A 3,5-—HEERLE, XL REFXH
B LB, SRR 40CHFEEEE, IMAKRE, 3,5-“HEERXRLER
XA R EFEPBEEERRN, RN2.5 /MM, A2FR, HH%iEpH1~2,
FENR, BEEER, BEHEH 9S%LEEL EEFE)-2-3,5- ZFAFEEKE)-3-
(4-R EXE) WIHEK;

D. BEERN: EEBTMAE)-2-3,5- " FEEFEHE)-3- (4R EFE)
HEBM TR SR, 2188 BB, i CH,CL B, %% BBr; KB /R
BAHE)-2-3,5-"HFEEFHE)3- G-REFRE) NWERETRHER S F, HBET
ERTRN 24-36h, RMNEE, BRMBEHEAGENKKEEYT, HREEE
Brib, froksEsist, ouE, B ZBE /KRR 2/1-2/3 EE &, TIRE=Y
(B)-2-(3,5- " FERXF)3- (4-REXEFH) HHE;

Frid R BERETRE. SEHHEE.
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—RERERREN AR BRI SR EFI&TE

BRI,

—RKEREREMEEBEROUEMREHEFE BR—% 1,2-=
KLHBOTEY), BTEIULERZAYLESE.
BERER

H#ESE (resveratrol, EEMMEMR 1 i), —F 1,2-2%K 2%
MATAEY, HUELH 3,4 -ZBE-RRXA-B_ERZEH
(3,4’ ,5-trihydroxystilbene), ALBEIREE, BB T 8. &5, FE.
ZE. WE. ZBZBESHIEN.

7 365nm E‘Jﬂ%é’h‘ﬁﬁﬁﬁj“FFzE%ﬁ FEeM =S-SR B REERR .

Resveratrol

BH¥EF

Zmk 1

HEFEER R RTE 20 tH4 40 FEAY tt Takaoka MIEYIEH S (veratrum
gradiflurum) FRIBEY, BYIHRRN UK REEBEYREK—FEY
MER. UWEXAA%AEEER (RUKRE. LEEE. REERE). a4 (E
FRE. BRRE). EX (FER. XERB). 58 (ME. t4E. HE. =t
B. *HFRE. £FR). %l (BB %21 MM 31 MEM 72 FiEY+
HERIN. EREMOESBERERENEGH. HEEBSEEAYLYE, 40
A 12.45mg/g 1 3. 44mg/g, HURKANE. FRAKU, AREFBAESHAEHE
wHE, HY, BAANBENBERENAMENREELEIE. COERF. N
FA A HERIER.

1997 4, Jang % [ Jang M, Cai L, Udeani GO, et al. Cancer
chemopreventive activity of resveratrol, a natural product derived from
grapes. Science, 1997, 275(5297) :218] R RZHIRIE T S ¥ A BT IR1E
H, SRR BESBEREEREYN 3 AR (BIELE. RBNEENED
T, BEBRKKBEEE, BBEREN 3 AN BRETNEERNEE Rk
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H:

D) WHEREEEN: BRFABAFREMMMRRTER, %A nm
I T AR

2) MEMEHER: MBRE S8 (CoX) LR, EHEBNFIAE
H.

3) MEIRBIEM: WHEARNE, FRBEARMLTIET.

1998 &, HFHMZEILKER%EK Clement %% [Clement MV, Hirpara JL,
Chawdhury SH, et al. Chemopreventive agent Resveratrol, a natural product
derived from grapes, triggers CD95 signaling-dependent apoptosis in
human tumor cells. Blood, 1998,92(3) :9961FAR EZM, HBAEAHER AL
HL60 HIR 40 DNA FORRAR, FFBFREBERR I RELAAIRRYE, R AR
BT AL HL60 HIURAMMERF AT, AFABIEA 48 ARG, MEak
FET-F B 80%.

2000 &5, Manna % [Manna SK, Mukhopadhyay A, Aggarwal BB. Resveratrol
suppresses TNF-induced activation of nuclear transcription factors
NF-kappa B, activator protein-1, and apoptosis:potential role of reactive
oxXygen intermediates and lipid peroxidation. J
Immunol, 2000, 164 (12) :6509] F1 Holmes-McNary %5 [Holmes-McNary M, Baldwin
AS Jr. Chemopreventive properties of trans—resveratrol are associated
with inhibition of activation of the I k B kinase. Cancer Res, 2000, 60:3477]
T B, 9 2R 7 B A LA R B VR 4K 8% 7 =X B BRI SR B BRL T (TNF) % B I 5
KHAT « BINF-x B) BIFEAL, #15] TNF 5580 NF- « B B p65 7 BLfy BERRAL A1
¥efr ke NF-x B B EEE IR, B R HEEE. B2, H202.
okadaic #. MABIKEFE SN NF-x B FIiE4L, WM& TNF S5 MAPKK (B
7R RBE N E B BEE) 1 c-Jun N R mEEEREL.

2001 £, Ahmad % [Ahmad N, Adhami VM, Afagq, et al. Resveratrol causes
WAF-1/p21-mediated G(I)-phase arrest of cell cycle and induction of
apoptosis in huaman epidermoid careinoma A431 cells. Clin Cancer
Res, 2001, 7(5) : 1466] RiERRFEER T AR A AT QKB E B 5 E CDK)
MBI FEE p21™ W E, e AMARIE A (cyclin) D1, D2. E 1 CDK2.
CDK4. CDK6 MIERRIE, MMIERNRKRE A431 RHK 1 BHFW, FHEREA

ok 2o

RESTRUM Gl BAZ S MImEAL, AR —IBRATHN, HELIEHHRA
.

1997 Fjg, NAREFAEHMEFEERRESRARS, AMIBT SR
CUFLHEA BN REE. R, g, B8, Ak, LBEE, 5irkes

4
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BE—EmABMETRIFER. B, BRFEX T ZFETERARATH
RAYIR, R—HEAEHENRRIIMEAYRE. BESTRENEY,
ARFENOEREASE. Fit, FOENESHETH SRS, UK
HARERERNALEY. SENAYHRERSSUAESENERY, #T
HYBh, ST HAZERAEEUY, X R LYHT EYE R,
DS HEIGHRER . SUBNRE. SHEMIUBEHNS T,

EEBIEFK Pettit % [Pettit GR, Grealish MP, Jung MK, Hamel E, Pettit R K, Chapuis JC,
Schmidt JM. Antineoplastic agents 465 structural modification of resveratrol: sodium resverastatin phosphate. ]
Med Chem, 2002, 45: 2534-2542. J& M T £ BE S EENBHYN SRR L
SR REFBERUYEATEAYHIR, RA=FEERRN I-AF B
REE.

%Eﬂ‘é% Lion % [Lion CJ, Matthews CS, Stevens M FG., Westwell AD. Synthesis, antitumor
evaluation, and apoptosis-inducing activity of hydroxylated (E)-stilbenes. J Med Chem, 2005,
48:1292-1295. ]S B T —RIIBE A WAL, HHTTHBBRER, %2
IESE 2-HIEHE-3 -BE-RA-HTERZEM 3, 5-“HFEE-3 -BE-RR
-¥ T ER &G B ERIF RO A RS .

KANE

FRE\PEHRERE—REREMRENAFE T BENNEDREFES
% RETHRFERELREFSHAR T AMENEE, FIREERENR
RIS, BITROPRE T —RRERRLEEHNOEABELLY, DB
A AFEFEE RN TURREMERAES.

FEERANBERTE: ARANBERENRENAESBEARNLED N
(E)-2-(3, 5-"RHEKE) -3- (4-REFHL) WHER. HEMBXmEHR 2 pr
- COOH

re

R

Zm= 2

HPH RAREE., SEHE.
Hp R ARE, HUWFELHE)-2-3, - "B EFR)-3- 4-BEFE) HE
B
HPR AR, EWNELH(E)-2-Q,5-"BEER)--¥SEFRER.
Hop R AME, LN E) 2-3,5-2REXE) -3- - HEXE) JWE

5
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B ,
A EREHN 2 KALEWRIEIE RN R BER 1 BR:

MeO CHBr  MeO CH,CN CH,COOH /@’ CHO
__NaCN _ __NaOH _
o iy
OMe

OMe OMe

COOH COOH
MeO N | HO. N
2aR=0H  gprcH,Cl, 1a:R=0OH
2b:R=H 1b:R=H
OMe O 2R=NO, OH O 1cR=NO,
2 R 1 R
RER 1

Bl 3, - “HEETNRSAUHBITRRRNHIE 3, 5-—FEEE
L5, 3, 5-—HEEEZHEKEEE 3,5-—FERFZE, 3,5-_BHEREXZ
BRE XL R EFRFEEHAT Perkin RINHIE (B)-2- (3, 5-—HEHEEHE)-3- (4R
EER) WHE, REHTHEERNEBI Y E)-2-3,5-"REFERK)-3-

(4-REXE) HER.

ABARRMN: ZERT, BERLHNERRIEK, HETEEER, €=
AFBETREEETKZE, HETEEMATIAHER, FHEZ 65C, MA
3, - “HEENTER, 3,5-“HEETFTREFIUMWSE/RRN, 7 65CRIERMN
1.5 /i, RNEREAHZE, AZEEBFTHEE, S8, EEHEPR/K
IR 1/1 ELREEPIREE 3, - HEEE I,

B. KBRMN: E=OFHEP, MAS-—HEEXZRBAEEWEE, &
IR E AR, £ SOCTMAEERBAKMEELY, S8HERE
EAN3S-THREERZEERHEN 3-4 1%, SEFEFER, K5 /M,
RRERIEE pHi~2, BESK, THEE, T8, BAREEELES, B4
Regfk 3, 5-—_HEEFKZLE,;

C. Perkin RMN: HEZ=FHMT, WA 3,5-—HEAREEZEK, M7 REX
FEMZE, MHEARE 0CREARRE, MAKRBRH, 3, - _REEXLEH
XTI R X FRREEREN, RN 2.5 /6, AEEE, FALBIEpH 1~2,
HELR, BERIES, B 9% ZMEL RSB (E)-2-3, -~ FEEFE) -3-

(4A-REFEE) AE®B,;

D. R ERMN: FEFEMPMA (B)-2-(3, 5-" S EFR)-3- (4-REXE)
RERA TR —FF5t, 1818% 0 BBr: i CHCL ¥, 4% BBr: MR B
AE)-2-GQ,5-“HEEFR)-3- U-REER) HEBERERNS {2, &

6
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BT EE T RM 24-36h, RMNE, BRNBEHENEEIVOKESTT, BXE
FEEfTH, ok emi, JK, BEHLE/ KB 2/1-2/3 B4 &, T§
BEY(E) -2-(3, 5-"HRERE)-3- U-REXE) REEK.

ZEAE TR 2 S B

LU v - IR 40 A 1446, IE R AT L02 19 & 10%/M4F & () RPMI 1640
IR (& 100U/l FEE, 100u g/l BEE) T 37°C, 5%C0. K MAEER
BFfEP =R E#HITHR.

1 L&Y la-ic XHAES M H446 REFEINHIR KX BILKE (1C50)

WAEYKRE/umol « L

&Y 1 0.5 0.25 0.125 0. 0625 IC50
BT DEIEE /% /pmol « L™
la 0. 8504 0. 6418 0. 5769 0. 5326 0. 5270 0. 08134
1b 0. 6061 0. 5694 0. 4831 0.3918 0. 2456 0. 3454
lc 0. 8372 0.7671 0. 5380 0. 6191 0.5019 0. 07225

&%) 1a—1c STHHRE 40 B H446 XyRIN S I 3Bl v 14 .
#2405 la-1c STIEH FF40 H LO2 BT P4 2 R BIEIRE (1C50)

WEYWE/ v mol - L™ 1C50
HEW 1 0.5 0.25 0.125 0.0625 /pmol -L"
RETE AP /%
la 0.6771 0. 4765 0. 2035 0. 07097 0 0. 3755
1b 0. 6159 0. 2736 0. 09306 0 0 0.7378
le 0.7314 0. 7356 0. 5418 0. 3884 0. 2071 0. 3155

ZALEYF 1b EHTH A,

ARBEMBERBE: =P E) -2-3,5-"HFEFRE)-3- (4R EERE) Bk
BEAESEARLY, UBRBRAETHAEFBEERNIUE. LT EF
RMENFEREFLEY, BATFHE. LOERPAREASESTR.

BAEHAR

RG] 1: (B)-2-(3, 5-ZRERE)-3- -REFE) HIHERKS

3,5- " HEEELRE W) HERK

REEFAT (14.3g, 0.29m0]) HHETEEK (80nl) &. # 250n. =
O MATKZEE (80mL), B TREBMATAMER, e, FHEZ 65
C, JAN 3, 5-"HEEFR (60g, 0.26mol), jnEE 65°CIREBRMN 1. 5h, KM
FREREAYCE, AZZEE, fTTHOBEARDEE, K¥t, HREE/KERWL 1/1

7
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E4q, THBRESY, TEFIR&EE 4, WE 96%, m.p. 52~53C,

3, - _HERFZE Q) HEH

£ 150 ZEA=0OFMED, WA 3, 5-—FREFXZMRE4)17.7 7%(0. lmol) F1
IR 50 27, BEHFEAEEEMR. 72 50°C TN 25 B=F-EMEAKRM 15 REE
e, BREFBERIN, RN 5 M. FHKREBEZE pHl~2, BEIR,
Eis, d1E. BRBES &, BLOHREES, - HEEXZH(3)16.2 7,
KL 82%, &5 100~102°C.

(B)-2-(3, 5-—HEEFHR) 3-4-REER) WEE (2a) BI& K

150 EFFRT, MA 3, 5-ZHEEXZER(3)1.96 % (0. 0lmol) , R}¥2
FEXHEE 1. 36 32 (0. Olmol) F1ZBEF 15 ZF (0. 16mol) , MHHARZE 40°CHEE
B, MABKER 0.7 7 (0. 005mol), &I 2.5 /Mit. AEEER, ALK pH
F1~2, BEIH. BEEESR, HSYBELSBREERMKE) -2-3,5-
THEHEXE) -3--BEFXR)NEE (2a) 2.0 7T, W 65%, A 184~186
C,

(E)-2-(3, 5~ R FHFKE) -3--BEXR) HER (la) NEK

£ 500mL BEHEF A (2a) (6.8g, 0.02mol) FTFEK & H4E (150mL),
WEBR 40nin 5, 181850 BBr, 9 CHLCL AW (2mol/L, 50mL), WinssteF
FI/ TR 36h. RNME, REHHTHRNBERAKKESYS, §AXBE K
frid, frokmeidsth, Sk, BEEECE/KERE 2/3 E4 &, TRE~Y
(E)-2-(3, 5- R EFH) -3-(4-BREXE) WER (1a) 4.5g, WKE 83%, B
177-178C.

LHEE] 2: (E)-2-(3, 5-ZREEE)-3-AERNERK SR

(B)-2-(3, o-—HREAEF ) -3-FHRHEB Qb)) &/

KAKHEE 1 AP RN &M, B3, 5-“HEEXZBR LI HE 1.1
REAPERN, WEARZE 0CHEARR, MAKRERHO0. 7R, RN 2.5 /)
B, MEERKEE (B)-2-G,5-—FEEXE)-3-XERHR ) 1. 73, &
 60%, #rL203~205C.

(B)-2-(3, 5- "R EXE) --FEKREEE (1b) &R |

FRRSCHEE 1 AR R N 44%, B 5. 7g (2b) F 50mL, 2mol/L BBr: i CH,C1,
WAL 150nl TR R BHEP R, ZE TR 30h, RNAEYEKK PR,
¥, EERAZE/KERL 1/1 BEEH, BRACHSEE 2-G,5-2REX
B)-3-KERHR (1b) 4.4g, WE 8%, 1A 243-244C.

SCHER] 3: (B)-2-(3, 5-ZRREXRK) -3- U-THEER) HERN& K

(B)-2-(3,5-"HEEER) 3--HEXE) HER (2¢) MERK

KRS 1 EURRNE&E, B3,5-—FEEXZEEB)1.96 55 1.5

8
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EAEEEFERERN, HEFEE OCHEREERB, MARHE 0.7 %, RN
2.5 i, BEEEIRGEEE -2-G, 5-ZREREER) -3- (- HEER) HER
(2¢) 2.2 %, WL 67%, 484 203~205C.
(B)-2-(3,5- "R EHE)-3- -HEERE) HHEE (1c) HERK
KRG 1 BB R &4, B 6.6g(2c) 1 50ml, 2mol /L BBr, i CHC1,
VWA 150nl TR —EFIRP RN, BB T RN 24h, REFPIEKKFHTH,
Ty, BEEHEZE/KERL 2/1 E4&H, BREHGEE) -2-Q,5-2K8EX
B)-3-(4-THEFE) AR (1c) 4.6g, WHE 7%, BH>3007TC.



