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HAMGYERREMAEFERBTREBEHNRL). QIRFHHNHECLWRAWLFEH—
HEFRAX—HYRITE., EERBEARETAENLHAERERFT ST LT AL
1t » T R 2 B 9 O R AR Ml B 8 9T 0 bl U oL 1) B SR S AR, AR R X — T 6 R H 25 32 3
AMWER. EEHEIBREERPIENHERE . AR THAWRAENFTOASR—TE
LA B 25 Mk it .

YL ERAE S AT NER LR =D E B4 M RE LR EE  BERNEFEIME.,
HERWVHBENRSEBEMNEAS —FTE, REGERAGYSE  EEE R ANA RS
it EAMPMEARFEIGRMGERGERS . I TESLARFASNERSE —Fw,
HEAEGERAY SR MERTZIRE, ARG T RS, I THRAX T EHEL
MERE.EHA TELSLMNREREPELBMIE T THEHE T L RENT IR, B X
FRBEEHM PN EEEENA.

T2 TRE VAR LI HYFRNERERE . OXBE KR FWH S WA TN
BOERIGRE YRR S B RBAER ., ORBIBKE AW EASEBELRE. H
#FERAEBBIHTIHNES . OQTHIAGARSHAEN—BREBRAMF L, FRAEEIPAE
HERE=ITEF  CERAYWIEFFBEENIS  WANBERF AT HNREMITE.

0.1.3 HYUUZES5HMFRMNXER

e R — T AR B, AL EMEY LW BN ERAEENNERR., 5
ROTRHRZ REAFE G TFHFNEFUETBBRAYFFR AR FBHLRT & A



0.2 HYMUFMNHESHER 3

W R —AEFERE AYERE AYRITE. R 0-1IH T AYLFRRER,
#0-1 HUWUEHERENI AR
L% E27ES HAts

[ /R A Y R AN AW B A FEHY & X Gtekgsice R AE TR
e . YEAeE BFAFEN YhE S TEYF . EWEYE.H BARF LEFERE . EMERE.
YVBEAENLES FHBEEMGYRBBI N FE gyt %E

WA ERE RN AR ERSHER MR MILE, TR/ T RGN EY Ko
FHHELERAFFRRABRR . ERTUAARENRE. VAR TAXTEAY S THEH
ESH GRAGHEE . WEAENYEANAFZP RNERIBANG THERSRHRTL T
RS, BRARRAGY S T2 SMNERERR T K.

HEZ BHEMAYRBHNFMETEIEMIYRANKLL T, IRGYHRBH X
RANBERER, HEHAYERARLERRMERILE, W IFN YR EE R EMEEN L
BEOBRAKE. 4 THEE S TERENGWEYE, MAD TR ERRAGYHER ST
BRI 5 A R R WA EAE R, DT 48 7% 25 9 7 A 3000 I M a0 R BOWLE 8 , W
HYRBANEHNSHYREEERAR. EHEEMREE BRVAEFHLASBERRBREKN
HAREZANEW SN RMMER, XMERNGHEBBOHHZA, TR R AR T
BAERGES, RO BZMEYILEKRE.

HHEILE B2 Wit (computer-aided drug design, CADD) B3 i & R K M H B A, ¥ 14
MARMARMAYBRITHEFTRFNAE. ERWBREANAMEEZTET T ERRBEREY
T REWMARFAGYRB N EERNEWHERMYELFER, BT UMW 4
YEESEAA®E. X FREGHFE ITEAEMTEIREEHS S, KREATTEIHBZG Y
BFHHER, TURRAY S T ERRE=ZESETHOHEELACEMER AR REGY 2 TR
BHWR . FREGNEZEHEEAERANSIE BE T HENERKNFE.

ARFERA¥HHAEREAANNBRURBAYERANEYE SN EEYEFR &
HWEEBSEHEHEELEYENEM AL S ERMEN TR, T RARZMR W IEKIEGT
%Y.

0.2 AYELENHRELEMR

0.2.1 Z¥iLEmbh s B

ANRRL RS Y REM T PERR T R IERRT L, A ERTHF. BEE
H—TTRHF R T 19 HE, YERNEGYE,. 88 TRSNGYE KRGz EE
MANEFRE. EEARLSHELHARBEZNRRE, LRABTZEH ALY FE DML bk,
YAk O — 13 SE Y V0 8 B SE Y BB A B I 2F L

AYHFRERERRAYHARAMTROIR, R AN A EEA AR . AEREMN
RE M ENSETIE R, KB XK 3B B KB B (discovery) , & & B Bt (devel-
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opment) Fli% i+ Hr B (design),

0.2.1.1 RIHE

RBHBIE A 19 HHER ZE 20 4D 30 £, HAFERMN Y KT 28 dikfillgifFL
KR mEDE KOO X BWEMELERREEDE. SERATFYRAEM LB BT
.o HESHAEAY. SHFEE,FERARMS BN A LG AL T o E b B TR T R BN
HoRNBRYE., FHAERNELEEEALERTHERTMEA TR, €3 TIF i ABER.
EXAHE, AR TARENLEDR P IRMEATROLGANE. X2 HHRS
R ABAERRESHYHEMRILFESHEEYERMXREERANTRE., E8iE L,Crum -
Brown I Fraser E| FiIf ¥ REXN KK MR — KA G VN EHSEEMNOXR, TAIXRER
IS KRIB ST . 20 #4247, Ehrlich 2 1 224K , A R 2 W& F A M 2 7l RE f 4 RL I
B IEIE AL, S 1 T 2 A 8 corpora non agunt nisi fixata(Z5¥ RE 52K E&E A TER)
B8 W7, BA b B AR 4L 2 38 JF (chemotherapy) 1 43 F 24 # 2% (molecular pharmacology) #) #f
&, J5%,Langmiur FB T2 HME 2 (isosterism) i B ML 4k 3% #0125 9y £k 2% vh &% ¥ 1 F0 M 3 38
. REA XN BB FER, 232 8 45 & W& 4K RS, R EEFT 5 MR I MIKBAE BN
BN

19 e, AEHRCAHHLNERM, YN FERAALFETERBRRATYHIHAR
H4r » B 4 BT B o 32 B G M (morphine) s WE AR 7 32 B BT $6 & Catropine) ; A & 3G G4 i 42
B ZE 7° (quinine) ; A ity #T i Fp 42 BU iy AT 9 (cocaine) 5 AT M o 42 BN ME B (caffeine) 4. M AR
— RS ERATPRMERGE, EFEEMEERE, A AR wm R, 1805 FEEMERM
PR e Rl B AW ED 1952 FhELARBE . A REHE. GHERAREMN
SUREREE BB 2 R Bt ERU R AR FRER. RKBELURRIFR
HRERABMARARBENGHRAMSIT T REMNTE, dFAEYIE A EMZEE
RSt B8 TR LAY EEHESEENCR, R T RUEXAUAY ERA RN ELLE
¥, 88 8 T 258 B (pharmacophore) LS . TEHHBHE R T BI W ABERRA =YW tLES
M. KRTHERMEUSHRHRENESERAY. X HAEASEHEE 1890 FRAFLERENE
WRER . - EHREFREE RENEHR.

19 HEF UG AILERTERES FREFAET I XNE, RETHEHYHEE.
1875 4F Buss BRI KGRI MBI SHXIBER . 1898 F2{E E Hoffmann \— RITEY
FRETZEBAKGRBTRILH KN HER 100 EFHHE. ZHONARLBREBRKR
AEHE AN ABRAY. A THEHERER,. I RT IS . FAERNMIKGERTEDH
THE—EEHFTH ., 1891 4F Ehrlich A —FHR AW & B JoR AT ER B I BBE R OB
F5,1926 4E R BUIMESS, 1932 4F & BLF ) F (atebrin) 2 & BBLIEZS . 1910 45 & B A LAY BA
(N4 606) I FIRITHEEEN, TR TR ITHF A, Ehrlich X &P ROHER
TER Mt —2P KR T 1878 4E Langley 48 i 19 32 4K (receptor) L&, b IN AR S W 4 M F
REZKR A ERZERESRFARREAN. EHZE . RREHENERBET FZHUN

EFAPLER R THAM AR, X—NHERABURZ IR R MHBAFRABIEH
AN,



0.2 HZYLENFESAR 5

0.2.1.2 EZRERHE

ERBBABRELE 20 e 30 FRB 60 . HIFARARAYWAKEWMIA . RREELED
EEYRAAE EEMEERE, BEHANERNAE, TRIGYEEN TS, X
—BiE, S FARENERABENRR FEEAYOERREEE TEENER. AWk
HAEE  X—HMBENRRRAIAENECHNTREANEBAETENNLR. GPFrdH
B MERE, EETT LT AVLFERIEED,

1932 F RN EHMBEEN —FMEALHE“BRL B (prontosiD W HRE R EEHREH
BEFHMEIVEA. 1935 4 Domagk WAL RER ARG M —HEH T SN AEREHER
BRI THRAFRITHLT. I THEABRZERNKIBRE, ARTHEZABENEER
XX THEBREROBITRET . IXBELBAERKENAR . ZALFEM,
FHE—-EHRBIFHEMMENY . YAV EREEFEYINEHETEATERNDARAXE
AR eaEl. FBEERAA,. BREBEXRMRENIFTMEER, RAEEIEALTEIEHE.
Trefouel £ LI RENTR , IEHEREZEEZHUWERFEBREAATE, TEERELENIK
WA EEEEBEA A MHAENIER. ATRETHEEEBBREXRAEYEXR
REAZH, TIRTHECABEMNEENEEEBBEREAETEYIEL. HEIBHE—
ML, EBEHEXRAYWEHNNEREE. BdEaF P ARR KGR, WX 108/ R mE
HERNER, UETHREFLAMAMEERANXR. EZHEBEATRTESRANAYHNE
&, T RBKRP YR AL R AR TR, EEEREWRMENE, LIS H
HEFIR. 2k 1938 F4 BBMLEE S ,1940 £ 246 XA KRR T 7 5058 5 1 5% Bl ol w5 e 6
BEERFPBAMBIERY . A TRHEBEBRXAGYHERE BEN TR EMEEKIES,
1951 £ 2 1953 FH X KB THEAERNFEKREEESHBER BHRBOEY. 1956 £
ERTHE - MEBBERE— B S8, BRI BT )33 % B E R e i (TMP) 5 3%
BRELGYER, THEAHYIHZE, EEWAHEKNERANBREITN. FhFHuTHT MG
PR BEREZ . BE TR mHEe,

EX—HB, SEMERGYNT EIRERMEMEREN T Z 05 R, X8 %8 A 00
KEBRTEEEMN., KREELXAYRITFER SENERRBITN—RESG. USEX
(penicillin) AARMHERKHAMES BRI ERNARE NEREAY CIMERKELW, U
EEEMENLERTE AR ERERKENERE.

0.2.1.3 &itmE

BB B A 20 thE 60 R, EXZHAYHAASHLADNTEHE, - HFELEHR
RBANKPFZAYHRA, FHRBSEREBBINEARE R, I8 5B IE, W%
.0 mERRMEREERBRFENAYIRIT KNS, XRGYHREE R, HB UGS
EHCANERE X, T HRBFA L AR E; 53— H, B H B9 I B & (thalidomide) # {4,
ERBAATEREILMBA . BRET 2R ;80 FRMNEFEEH . ERENLBREBERT 10
S22, RAHABUREM. B, HFSETAEIITHITEN, P E B 2 3173 (teratogenic) .
$(ZE 7F (tutanogenic) FIBUE (caroinogenic) YE I, NTIE I T AR A ML 3%, Hik, ZW L
TERUGHENA T E BAYRIRARMARIR B X AN XA BNERE . BRI, &
e, A E Y EBA LR EYRERNS FAVFNER BEHN IR AR E i



6 % it

B R S RSt IR X ARG REHHE, U REFIHHREILE T ZR A, @ BE
BHBEMEABITHELRES T RENERMBA ISR AR FAyiEnEgs
YR T S I AR A M SE®E . 1964 4, Hansch Fi#E H LA & Free — Wilson [F B}
HTEBRWERENIRTE RGP FRRE LHNERR. SBHRRXRATRNED
FRGTHEFEANBEAGYRTEEISREEZNER. ATEILEREEER .46 X HA
ZRENERWBXEANTIR . RBRET 24T BWBXRGD-QSAR) , AN RAY 4 Fi
RS, W, ARV R AW EARN TR, NEKK P IR AR T #
HAFEMSH. ARMBRESYRNEENEREERBE=Y RRKUEXNEHEEREE
HAE A6 8 A7 LA R B2 AR Bh R MRS LR M0 T 5 6 R, S T 38 8 B9 S8 3h R A BELEE R A R B, B
B R ¥ K Y (enzyme suicide substrate) I BN » 8124 (prodrug) HI%K 25 (soft-drug) R K T
RS . E-EBEL B ERED THHKFE.

0.2.2 REZUULFHNERBR

FHEBIL AR, LR 1978 FLRITHEF KUK  RENEHZ TIUATKENKE, BB
BRAOBREFH—ITEEZHANTNS. BNREREA —EAERALFEHASLD T 4 000 X, &
T B =B 1978 £/ 64 {Z GNP 2000 R 2 332 {270, WK 36 f%, FEH 1
16.6%,% 2011 4E, REEH T WM ZECS L 50004275, REIMET LA 24 KEfLEEHR
253K 1 500 Fh L, EF=RE 600 M, E M AMFE —KEBGETH., BAEFERLEHLH
L EAE AR OKE B E BRI S 34 R4 000 RS, —BREENMMNLELER
CEBRSSHRAFEHARHM 600U L,

EREHHEREFHRN, T2ERF =R R SR . RO RF AT L&
. REWNATLELHERE ALTBE AKX F-RMARFERLGREEEN. R, R0
KIS R K BE R R— R A ERE, 2R TRANGR G BET UG R E+H4
TG R, RE 1990 FEA PR 783 N EFI 1,07, 4K 5 HI 5, 1985—1996 4E TA AL AR 2 096
AMEHPL BN R R G 39N, HKLEABAFRGHZG. HHUBRLHEA BROBE,
ARSI AKMENIFH EHEETS S FREHNATIHNERBRRETEEN I S/EM.

REHI98 4 A1 BRFBELHEEME. 199341 A 1 BEFHBEULEDEH X2
BEHEERES, I 1986 421 H 1 HE 19924 12 A 31 HHE7EXEE KN H A% 40 Z4H
FRBEMOAHAE FERLTTTBURP . MA WTO /5, FR7F= AU 3 0 i ™ #s, ik, 8
BEEBTFEENEMNASEIERERD. BRLFAFEFHHBENFEZARARH %
MERMMTEAPOEE,FRERHGTVLEZTHARENRENER. REMNATEHE
BHAT —AFOH L, MEHIELRAGHIFRMA ERART LY B S W ERAUFH
L/puR;

kR, HERER N AABERR, KE(ER RPN AR KRR HE (2006—2020
EDNRE, HFRREAALE ERFAURMNEERER. @d“T—-R"HWEN,“EX
HHEAHEMEREEARB U NAFHERELTE R AF BB URE, Il AERER
F. BE2010F 6 AWM, EEAFHUMTHZIEHET,.2LECH 16 MRFEREFAIES,20
MEFPREFAHEMRE. 5H5,8F 10 BB ERESWHAR T/E B+ AfLFEKE



