®IE

% ®

SER
L. FRBEPFRLN AEF LS,

2. RBEG B R EAE T T EBICAB G WG4 7 ik Fedyr 2R,
3. TRAMLFHL T,

CON #nnsadtrhirfotss

s T I IRIT . 2N, B0 T IR BRI RE A AR AL Y . AR TR 25
RISHIERT, A5 R RIRE) . A F2y W RIE Y2, Horp, k2725 W 2 H A m AR R v 32 22
A2, WY 0 FEEX G A2 T LU A Y. & A HLLS 9.
MRIR =) vh o3 B 3 A B84

HMHE (medicinal chemistry) JSEESIIEZ R = BHRILE Bl 22 2B R b, SR %4
b2t G A AR RL G — R A R, ke R — T TR IS R 25, it G
A2 A5 AT AR 2 50 1 S LA AR W) R 40 ¥ 2 A A AR DL e 24
YRt 254 S AR CAnZyBEPE . BEESE) ZIBSCR [MROEHR (structure activity
relationships, SAR) ] SFZ I HAEEG AR, 257 SUrP R E 2P, B IR A3
AREPRER S, FEREE ARG B TR T A 7 2B R it A58 T 259
2RI NES S SO — T TR A SR B R

5T S N A E R A B A B BT s DR A AE RN . BRI ARG B TR
ARFEA T S S 2PV E I A (2R, Bl B il . IR s 2% HNIEMERARSURY)
BIZEARAE . BT R 2945 M 75 it & R R FIEOR S G W Can g 5 0
Yot PR . RAAA RO . BT SE RS Y DIRAYIME. T2 KA
FEVE s BFFEAL S 25 5 A U ARAH AR T 5 0 S AR A AR N e, o3 A FIARE Y LA K AR
s BETEAL 2SI ROC R s AU BAE B2 FH SR EOR . AT TH S AL B 25 91k
it (computer aided drug design, CADD) 4g,

BEEAE LA I A e . — I AR 25 T S SR, 5 —Jr T, BEE 2459
T ARSI LA K26 N BB WS [ RARE S BE BB ZE B (acquired immune deficiency
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syndrome, AIDS) |, JFHLAUfFiZ (severe acute respiratory syndromes, SARS). K40 (GMEgiik
fiips, BSE) FIHIAY HIND FESER ., A a2 AR 258 s DA BRI S8 (5
XF NGRS . 25T N 2SI 5T B B TR SR — S — A
BRI DR R BT, TR 12~15 ARRImEA) . s B ek 8 A0~12 4236 0T.

%22 % WXL PP

FEfIFRHTE R A R s B 5 I BRI, S B SR L SRS =R i 43
AT, NERE AR, WRAR, KT, A, MR a s, HiBb+ 28, 185
Zs MR T AIEAE h 0RaYy,  Horh A A0 R ST R n A B8 A WA T RSCR AR
W TR 25 s = A= s A P AR W e PR TR L s e i ik . it e R
(RS, AR AVERTRAS RIS . MIARR BT 1 LUS A IR EAR 254 o

1803 4F F. Sertiirner (1783—1841) 2 B[ 5~ o 48 Ui 32 20 73, I i 44 Oy g i
(morphine), 1925 4 Robert Robinson i€ T "MERI S5 #1826 A-ERTE N TR S MEVE 259
FHGRDLARA: 5 1952 4E AATTA A& T sk, s, 294k A Td i 45 4 el Akl
RORKRIIIE . TR T — ROV TR, SR, SPRCiar. & 2R E0EMY) R e
&%) . F. Sertiirner XJF 5 F I B RFSEAR G — D AR — 25 A 0t R
L9RTSE ST AR AR R IR . B — D — AR B R (R 1-1) . 3R SR PR
SIS E A E . IR IR b BT & e e Wy ™ ARV TR D M B Rl . AN I
PRI AL T WAl B 24 a0 . i ELA S B R 2 A 22 0 R R ST T R A1) i

Wy WR e

K11 EYHENERESS

iy % £ H
1803 M4k (morphine) FEIR

1817 JBATYT (narcotine) %

1817 HARBH, (emetine) 1kt s JRYTTBTK LR
1818 +mT (DT, strychnine) Dy X i 2
1818 P (P T, cevadine) o8 1fi

1819 FKAKAEH Ccolchicine) I X,

1820 Mk Ccaffeine) LT AR 42
1820 %7 (quinine) P

1827 BT, (coniine) AR

1828 Je T (BB, nicotine) Al

1831 13,358 (aconitine) L

1832 A3 (codeine) A




gk
gy % P 1 H
1833 FIFEA, Catropine) fif e
1833 A (thebaine) T
1842 nuf§§ (theobromine) MAF AR 28
1848 PG, (papaverine) Pkl
1851 fHf (choline) (eSS
1860 a4 (cocaine) R
1870 FEH B (muscarine) AT

BR TR TR SR IO B TEVER AN . AT I IR AT ML & W vh S T LU 25 i 35
PERIBT . JF HARN AIBFFE TAE T3 AL, 1832 4 Charles Gergardt ¥ /K512 5 7 —Fh ik 2 i
REHB] T — Do a Y. (BRRNARE . F BRI A A RESE M, DY I BEAT 4R S R AT
Fts 65 4F )5 Felix Hoffmann 7R \ 483 88 25 1y R IR A 50 26 19 G WA R Ry i R vy X
Charles Gergardt RIS HEAT T . 4R KM T CBKGIR (BRIDEAR) 3 1899 4F fiuf m] JLAK
VR 285 i, 1915 4RBTmIDCAR 7 C o AR AR T 25 8 B . 5 n] ) DE AT 38k 4
WAL R O O ML AR R TR . BT w] DCARE 22 oA T e o iz 25 2 —
] w] DEARE AN Py s b S — A A 2707 10 KRG & Wy AT RO WA B A 259 . Bl m] DU AR Y
W BT RS WAL BB ST B R B R AR - R U S . SO TR T S N A
A RHESE . BRI A 3 1 A R

SR EICARZ I, FEAIRAE 20 tHE28 20~30 4FAC. IMBLH T2 Rh2G). WURRBEZY . BHERZN.
BURZS . RINBURZY . SXLE2G ) S PR ARG TR MU A O, DUACRAR B iR IR 1 2554
MMRIE . FEREIBIE], MROE R TE I IR FE AWt e 28, ATIF IR R R 2 W ) 2530 T
(pharmacophore) » JEXR LA FIRMU S WIHEATE BT, LI FHREM TR, s
PR TR A 2 S R ki A 2 ) SRR BRI 2Y XA SR AT R — P 25 T T B

(0]
OspOH Y N_cn % oy
O T N <
(0) H, H,C 0) N 3 CH,

COOH

P ] DLAK HERH HWER

WE A kR Wik— el T 25 i A e . 1928 4F Alexander Fleming 7E52 58 A i
RENT NEF—MPUER — BER. BEROLIITR THUERAYRHLIG. Ry
PR TR A BT, R R KR T ORI A . RS L R, I A R A A
HERMEZR ST Al 758 2K 00 B AN T4 BB A AR R 2 B A 54
PUER, FNIHE TEEMPTAERABIE: BEEUMRR, R, JAER. AeRERMA
FHAFAGRRIT R ERE R R AR, AR E YO AR A RSS2 251
AR E BT —. PUERAPES ST R F T SO RN I 3 2025

TR ST KW T8 b MR A0 R By 5 B S W) K s 1 Ls Redil 2
1890 4ELUG . BEE & USRI Hh L, (LS IR E TS TEREA T AIMUKF BB BRI IR
T—ERRH ARG, WM 28 2 et 54 R 8RR, B k8.
TR R MR TR T B T ARG 255 . RIS R Ak 2387 25 2 J B0 T 2 [ (1 JL il
TERR LIS T S b s AN TR Z A A 25 A2 i 8, dnd a5 DB, 7 i ik
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PR, B MRS RS . X B U 2 A0 A SE B RS B

WEE LA BRI RITRA . AT TR B PN A7 75 09 Bl A= W35 R ) A AR N 1 18
HEME . R AANYLREMAER A i B AR R EH 2 AT, 20 THAD 30 ARAR NIRRT V)
AT FEIAT 1 RE R . AR &8 B 20 RAE DR JEORH B BRI 75 S AR 5 50 ARAUR BB It
WERBAT Z PR M s 60 AR B M 1 ikakEZ 25 5 80 AFAURIIANT LBl — A
WEAEAN B EZAER, Tl b 1 — S A R A A — AL A I ) 75 B 5

20 42 60 AFAUE HEE 4018 b o3 1A= Wy~ WE S A A T B AR . S A LA Bl 2 (A O
PRI — R IV RGPS . a0 B S ARBE W Eh R 259 /K T 1964 4F vy, #9538
AE B R AR - 1979 4F BT, V8 58 9k R e 4 M 4 590 R AT A T 1981 4F BTl
IR B IR T ER AL T AR5

20 {42 80 AFEARLLR » BEE AEIEN AL 3 A B MA PSR SR IIRA . R 5
TSGR N B A B, XA BoHR AL T Z LR B2y E AL S — B B
TAES BN — RPN RN . S FE, F2iii it mpss, i spaliy b Jr ik m
VAR 1m0 L AREE R T A A A A BT R A

FEZ YA R REA ERNCITS . B8RRI . 1949 458 b oL )E . Aol
T ARV EL IR K . JEHRAE SO TT I LS 15 B sk g . MBI T #e . BHE, AR
AL B T E A R T A B TR R . FRIE A B2 Tolk AL T2, ol A ™
Ao BURFZG T 1500 i, S0 i 40 270, C O TR i AR R 22—

FeE IR YT KRR BI04 & D . SCRERIER . RO — AR IE B AYIE B
T DA S B T LA BB | R R e ] ) 1 245 4 BRI i v B A KA TS . 20 i
20 90 ARACHII] . FRIESLHE 125 hn LA FIZY S AT IR . S+ ARG SRR, BRI B2 Tk
A PR T AmAUEIAL, Hrh 2 TAEE STk A AT . 2 L HER R R, FRIE
25 I TEIT ST A R

537 XXV LERY & XX R

Y —FRERIO R . 25U ROIE S B AT S A R A A e 4, e ]
i REAYT RAMIITT. A AU EN . Renl R 25 MBS ST R B Be, B
XU HEAT RS RARIBETE . SIT A G Al TR B AR e, IR AW IT 58
. DI . ORI O N % A R

FAEGOA R T, BIHE T4 F ALY A TR v, 24 g R I S8 24 A TR
AbnifE . HATEHIZA T . I, 25300 (R RRe N R 25 22 AT 2. DRI o 24 i ot
ekt ge 2 Jr i, #REL B 2R . B T 1953 ARE FaiAs 1 (AR AR LRI 24
d), B 1985 AFLUR 5 AFFHMBITIHAR— U, BUATAYZG S 2010 4RRR. EAh. CEZEER
2yt W R 2 SR ) AN TR (25 AR AR E) SR BAA R REUI 2 AR iE. R
LIUNEEP T ST N A P P ST Y AN 7K

24t T BRI 2 b (4 PR ORI A = e om0 S ), I P LUK 245 i 1)
IR BNEER OB » 24 i 0T b o 7 R A b Sz B 24 A A TRRRAE . TR, 7T 24
FEEARHER SRR . EEKHEER T 25 A B AL, iR BB SR 2 ORI 2 TR A R



S Ul LliESg pET N TR N

L SBSW  WA RSO S RO B2 Y R A RS TG R AR R 26 BT
RERZ I 25 W) 1Y 7 ROT HL T RE = S EEERIE AR IR . 25W) B9 2% BOR R 7028 - F A g A b s |
NSRS LSNP, A4S B T o1 PR AR R T AR RO ARIR IS PR DG S M AR A
JIr LS G B 25 W 122 I B — R WY 2URE EL AR o i D . (BB SR B S8 R R 2R B A
HEPE B HEBR 2520 B M B A7 AR S D 38, — R OL T EAN S e 25 10 5 R A A o 4
£, AVHFED RN,

2. HMAVEMBM TR, Y I B AR I A R 4 S B R
A ARAE Y R A AR I . AR ) A A TR R A T R IS B R
Britt Stz A R E A — Sk, IR S F0RE . A5 R R 42 4L

3. £WmERE His k. BRI WA S B 25 WA RO B AR N B
P W27 LR AR R Y 2588 se RACR - BRI NTTAE DO 22 A PR T7 T2 25 R Y Xl 2 A2
SR HR, AUEA SR YA RO AR B R 258 JF A —E R E AR . X
Je KR R4 A3 b BOAEAT AR AR AT R 25 52w BN 25 W) FE R N gl oA AR BR . AT
TTRE XTI AP . 26T P2 B2 H B

FUAT, 46 IR 0L P B A PR RO, P L2 = S 2 (2 T
HEHPRTE) (Good Manufacturing practice, GMP), GMP X428 259 4 F= 815 347 1 I
Wi TEANRIRLE o

LA G R R RAT DT TS T B S I R BER GEREA T, BRI R 22 bl S5 PR 2 4
P 2GR R 2 PR TR TR 206 3 24 T AT 45 P i, o e gl SRR v
KIS, AEFHRREAR . BORARIAR, BUR. AR MO E e & S5 A
2y A R HA RIS . B2 AR PR PR EAN X I WORT 25 RE A5 E A ARG RIS, 3t
I RS E A XU R M Al B e 4R 3 Fi 2 ) 22 e VR 7 2% A R AT . 25 AR I R
LAV T B A RSP E IR RIS BT A TS (Good Laboratory Practice, GLP) #47,

R A 1 2 1L T TRV IS, 75 2™ A% AT 25 i PRATE 5 B A PR (Good
Clinical Practice, GCP) #7. Hrgilfa R4 axMETAN BUAF Ik RIE A B, el AR IR0 H] H 2
A RS, ANERE SR, MIRE BN IR IC R e S92 A R, IFFTD 2%
Bl . AERMEE SLASC GO RN » WAZSTHH [ 24 it e B BT T4l

MFEg Emegi. R ABNEA n]RERBCEH S E R A R ESCEBOE L. K2y
AR IZHAT R H = i R SRR R, RIS A EE . R AR AR A FH M “Tr4%
Vioxx)” L — 01 F. J7 4T 1999 4F4R45 3 [ & i Ml 24 i 5 (Food and Drug
Administration, FDA) Ht#E. VRN I RIS FIGSAE LSRR 281 b Th . 2000 4 6
HERVP AR A R — I Tt P AR . 2R AR LE . 0 28A7 1 0™ 5O LA 00 1 XS
FEASEOIER AR . 2002 4F 4 HAETT 480548 BRI 1.0 A BRI 5 B . 2004
A9 A BRUDZR A RIAUAE B, de A T 4 DT 45 Y PE

47 R R

RERIF IR AA 3 DHFR: AEHIR L A PRRIR bh 2 5K
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4 Y2 R ET R RE AR, e R ERRE AR, EXFEH
[ Jop 1 48 4k 2% R Ak 27 8% & 4> (International Union of Pure and Applied Chemistry,
TUPAC) il a4 M0, B2k 7296w 0K . MAEZ AL EIL S 30 (Chemical
Abstracts Service, CAS) gt XF 25k HAEA R . HAR /> YR H A e UL,
HRSCAR 4 2 1 A 24 RN AT 2 2 B2 AL (SR b b TRESL ) QB 24 kR R B e
(pethidine hydrochloride) [ # 3 fk %% % &~ 1-methyl-4-phenyl-4-piperidine-carboxylic acid
cthyl ester hydrochloride, HSCHb27 44k 1-H1 BE-4-R0-4-DRIE F IR LR ERIRER o

0~ CH,

O
,» HCI1

h
CH,

W% W NERRIELFIZ TR (International Nonproprietary Names for Pharmaceutical
Substances, INN), 2R TPAZHZE (World Health Organization, WHO) i 4 FR. —
e DA — Dl 4 . AZLRIFATERY . A TR, BORH, B0 LUK 2
B bR BIA R A4 FR 24 il A4 2 25 B T A4 K. rhr AR G R [ TR i 24 gt
TRERER (PEZGSEAGHR) 2 E 2y 58 4 K (Chinese Approved Drug Names,
CADN) 4 M, JEACR DU S A2 UERE R INN AR, 455 F0 1 B O 1M il
(1) SCHIS A SO AR, ARECE . BRSPS S, DiE iy £, kR IR
F#iE (pethidine hydrochloride) #2844 . INN st [al—25 254 % % i If] —i7+, CADN
Xof X Ffm] R TR Y TP SCRE ST, X R Al 4 O 1 4 IR AR B A AR AL B A R T
il

R s 29 AR AR s R WIZG 0 7 5 R A A% RS AR—RE T LU T VR e
TELANRY s 24500 AR A 24 2 25 b o DR B G I &7 i B AR 7 BORITTT 33 o A AT ek ]
MR, T 44 HRE H %2l it 0 AR AT, AR R 254l T G i A
PRI, 3 A A R 245 00 e ol 1) 24 b A A T) 104 [ 58 AT BB LAAS [6] B e i 44 9 B RV AE [R] — 4>
FEIZRH T4 R FEE 2 I FE R R 544 . 4% B EDR 25 PP 9 92K, X m A A —
SRR, ARG A AN RER R 25 i 2SI VE I AT, REmi A, BRE. RO A,

EIEX

Bl F R AT EAE, A FEALME, RS RLES Y, HRLHL
FWR, RGEMHTFHEIARED RS TZ OB AL, B HKEEAB LI
5 FE#HGE S HmenAomEst, 28 FE by A aiRAe,

WF T BT LM, REDLERRTHELENZ., “RETE, £4
A" RGRHR., AF LRGN RN, KIS BWHRESANF L, BRA LT HL,
B L AR A BRI EFH LR, —ABYRA—ABAL, RZEHFITHRY, )

\_

(HEZE)



#OE

HPWMitFERS5EMSHE

E9FR

1. EHBHOEALE G, EoMN, SALEHATRANS RN Y a; THELTE
HRIE, W R Ak BRI,

2. AL MUILFER SRR LML £ R AL HILT EMISAGF %,

3. TR ERNER T,

259 o3 FFE AR N A G R R g i = A PR, BRGS0 A (pharmaceutical phase) |
2513 714 (pharmacokinetic phase) FIZj#{#H (pharmacodynamic phase), Z5FIAH-Z 254
TEARNAE IR RGeS FHEG AR . 908 I AT 23 S Welle . oA o A= W e A AN
HEE YA B B, #A R T HILAAAE R () R0 2 8] X 245 9 A RIA . 25 ROHH = 25 W AE AR
AL Z AR A EAE D S8 ek R R AE L 86 B 0y B 4 51 K A W A 1 Y B
e A, SR WL AT LOULIN 3 Y 25 Rl 35 PE ROV . 24 25 W) 55 50 AH OC i BE AR kA A
My AR B, RIRITACR: M5 IEFHALHWEN, W™ ARG ENAR R
N BREEE

S = A B A AR A B R W2 25 W i A2 2548 . Ak 25k g e 25 i A= s k. 3
X2 YA G S B . TT LG 25 P Wi O, SRR 25 Ve B[] R 2g m)
YER, &Y EMRAHE. HRAWIESEW S EWEEMNELR, IRABWBOCHR
(structure-activity relationship, SAR), EZ¥fbEh—IEENA,

RNy TR S

PR T R o R E R R S 2 M M ES A AR RS S 25 . SR AR SR 25 A 25 B
VR 22 ALYE SO W T S A2 25 R O R /b . S MR S 24 ) 1 25 BT AR T 24
Yoy THER B2 A A S 2 AR EAE RS A RE ™ A AR s P, TR Al oA 454 1Y
AR AR5 . R 25 s T4 k25

AYTEAR N IR EBRE T AR — AW IR W Z ;s R
SARBAR A o 28020 LL— 5 e BE B Ik A IR AL A RE ™ AR 2530, 2 W0 MR N B 5% o
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i R W 2 1 B IR A PR B B T e s A T DA 24 Wy ) LA A R 4 Al O Al 24
Yy 5 32 A B AR AR F2 O T 2 i Ak e A . 25 52 T AR BEAE T, B e N AE
SEARGER b E AN A oA B ARV . LB I S i A R AT A . TR g -
ZHWEEY . WL, 25 E BT . SLARSE R L L o0 A LB R P S 2 W Y 25 3L
ERZE B S

— . W BRI BN 24 580 HY) R el

25 0L PE AN A R . IRK OB R B i A X R X 2 5™ A

(—) AYBBRETIBKDBRAEANNIZ

N B RHE . AN AR W, AR s Y B R R AW, 75 S A
K, BERZGYIA —E MK (XFRAEKME) o T 251638 i A Fh AR DI (4 41 i D
Bf, Tk SE R AR T, MR EH B —E WA E (FRMFERRYE) . FRIL AT I,
255K B B I B Aok v s AR X A 0 3 e e A N RS T, 2 A R ) A v D
IR R A BA B R TG E

TELERETE T, VPN 250 SR K PR SR BRI /N AR AE 2 25 e K 7 Be 24 P kR
s HoE SO 29 B AR AR A RUK AR A Bk B fe . AEAEKART P R Co 5
FEARAH TP VR B Cow B EUAE . AR AR 8 5 SR FH IE ~E

C()
Gy

P{HBEK, W25YifgiatEiim . B P EE R, & HHXEL gP kFox.

HRYYRHAERARE, XAgE A ARR R ER, GfEH T XM 25025, i
b e R, N EAT R R BRI T . AT A BRI B T A AR R Sk 25, FORRIE I
R0 K I RECA G, il 1gP 78 2 /247,

(D) AYRIREENAHHIZIN

BHLZY 2 R, TR REES i . DU et G, IR
s e (AL, BRE RIS TR . B 25 L1 Bl . B A
FEE, S AHHMSS . RPN 7K A J5T H e 125 i - 2T R AR

mPE2i e . HA+H,O0—A +H,0"

2% RS . BHH,O=—HB" +OH "

IR (pKa) JE2WEs 50 0w pH M. i FARNASFEFRAL pH 1914
ORI, a2 0 SRR, (A B SRR A 2B 2y W i L) 2 AR AR 4k, X b L il
(AR A6 5 25 0 it g i BORARIR A ) pH A OG, Alad et Ao

P

RaHEZ5 1 1g[[IZA]]—pKapH

SRPEZEY). FRBE pH EHN (bR . AR 2k e by . B 25 2
M S T 5

. B

BRFEZ51 18[15131]_pH_pKa

XTIRPEZGY) . R0 pH (O CRRPEASSRD o WA 25 25 e RE A s . BVl P 245 10 7 Tl



9 v || 52 W 5D R 3 BTN

PEARAT T A 5 W

AR 2451 1) At B3 80T LA s 25 W7 B A3l P g IR MR O[] I ik mT AT AR s 25 7
BRI P B T BRI > T BUA LU . SR YE 25 W) QK A BRI L2 LG 2 2R 2 WD TE R TR A9 18 W
JUFARRE, 278 Sl i, S5 a4 T (quinine) . BREHH (ephed-
rine) , HIPHPHE (diazepam) 7EH HILFaff g B, RMER G miEmiES . b pH
HILEGS . BH PRI,

L B B R X 24 0 R

YL ISR L WL BTl . R LIRS RS A RS R
gy (iR S 7/RET WSV U ASRe pliib Uy ey (PSSR

W) TIERN 5244 CRIERGERoh Z A Z A 4G 07 T o3 R 3 4 & AdE St
54, Aoy lE S S 2 RE BUR P A S s Wl e . AR, Bk Es
. BAHEBESY . HRMAEAEN Gz m, R m R A SR
eI BT W 5. 2RI N AR N AF AR LR ES S e, A B2t |
B TR L BB G X RS . ] 2-1 SR BRSR R RRZS 5 52 A AR IR

R 5+ H/Csz
G O—CH.CH—N {
A ® \ci
I
I
l

5 [
| [

! [
1 [
N

| [

ey O Sekcretem
BB
AR

2-1 BRRRBMRASZEMEERAER

(—) Hfiig

LPYIHER NS Z AT R SEAN BEAR A2 18T, BRARBAA A e S O B T 200, 75 DUIAR A 52
JFIE . N ER 2SIV E ] — O A ATt iy, JF HAEHIRFA . W0 g B R PTAE R T H R
(penicillins) FISk@R R (cephalosporins) 45 T HE A7 A 1Y 55 440 fld 240 T8 20 0 E ) 268 AR S
(9 D-IN&PE-D- WAL ] 5 5w 40 3 I SR O 5 P AR A LA 25 5 AT 41 4
AT A RE I . AR BT AR 25 T S R AR i b DNA g, sk, BEESERE
LML . ANTHINE] DNA B35 5 S E0MRE A st B2 h FaX Fhas & 15 s i BA
A, SRR A BRI RE R

(D) S5

SHERM YT EA BA BT O, No S, F, CLEREFMY5 N, O, F4JR
TIMEEG AT Z RIS e, L L B oy 2 —. BAREEAE S
S BEREREAN LL 918 2. (H2GY) 0T RUEY R 70 1 W AP AE AR 2 1) SR . %) 251 B B AL o
AR 2552 1A 18] 9 285 5 A T BE ™ LE ORI R . 25 2590 03 1 N sl oy 1 [ e e PR i
70 PP BRI AR EE /N o TR AR AR PRI T B i R s 7 25 RS R o TR IR U . T Y
IEREE . TERNZY) T SR T4 G, [EUERREEAEN, b —mEn S
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WHETS 1 PR A 0 i 5 A R A2 IR LA B 2 i = A s VR

(=) BERBESY

55852 54 (charge transfer complex, CTC) BNFRHLffEFE LS, JETEH TN
FENDT (G SRFAENERZ 07 R0 s e R R ETE RN E
AW, CTC pyftae S S RB AT . 5 TR Ty, B—Fh ik &9,

TELYTA L, CTC MR RT3 2 W K s v AR e M . oMk K s AR, AaE G
ey, HSRNREIE & Eh 2t & — Ml i e R 5 54, KIS vEsg i, wI g
. Hr, ZRPRER AT, mnHERE R Tz, BRI (benzocaine) 5K fif
SOHER (caffeine) JE MM MIHBE GYETREMIG . Ro Kk, A5 he 54N T
NPT AR EOR FEYIE T R S, A B T RN R . IBTIE R 2 5
Mg (chloroquine) it BB AT i AJE T S8 350 20 Bl B 22 18, I ol Ha A 6 % 52 6 i e 4%
YEH

() &EESY

SIEEA YT R AR B B R e R A AT S PR B LA A AR A
IR A . BeAiR AR PR A HRF &4 O Nk SEFR A, # A5
HWHEIEM A, 5. 6 Ui, AT HA S SEHEFRE, & OFM N R EZN 5 UL 6 LI, 1
PLS SRR E . AR N B ORGSR RS, &R A Fe
Mg? . Cu?' . APF'. Mn? . Co' . Zn*' %,

& BB TR YRAEAE R IR A RN, — Ay T B &R B Tk i A T R s R rh
Bo PN ZEMIEED O S A, HE5HESBEE RN ENREY . &SRB GEMT
HF&ETanfsE. W sENET SR, 8. MEESRIENESY. EAXEEEE
TR R

H5&REFNESEHW RS2 Y TE R N R RSN | b 1 J5 R, an i 3 R 26404
RS RETFEAMESYSTIEFARIE, SR AT 8RS . Eimi2ist
RIS G2 AFE AR L A I 2 o IR A Re S RN & e 5 F 26, 1R,
R G R B R

= SR SLAR S 24 R R el

(—) Nass

250 501 A AR U BN 2 58 M o W 5 A ) R = A LA S . LT S5 A 4R BRI
(8 Z/E) SR A FOR R, AR R Rl . or A HEMEBOASTR] . R LA
SRS Z R AR EAMEARTE . SECEYTEEA RN, RS R R 2
Wl (diethylstilbestrol) , A7 BFP JLAT S 44 44, H: v B 2 O M o 1 L I X 2 4 OBfE 15 £ FH it

14 1%,
CH, OH
HO H,C

S o P



1L || 5525 2500 K 5 AT

(D) ZFE

Y5y F TP AEETFHE OB A G T . XSRS AR (RIS A i) B S
HEBRXRAARTE LTS, BAEFEAAMR, HEEOGHEAR. ENAE ., 2RSSR
O3 F R AR ELAT N [RVRR B (8 ST AR R, X B 45 5 AN (] 19 A2 A4 k5 40 ) 22 AR &5 B R 1Y)
AR A S B2 22 0] o % AR T )35 4 2 AT AR JLRRE O«

1. BAAMBYEAIEFEERESRE YW TP O AR T 259 552 K556 1 s
Bris, XEYTET B Z S ARG REE XTI A ] 4 % M A T SORA ] . B 3 1 L 75 2
Ml (propafenone). PG (mexiletine) FIZKJE (tocainide) [ X} AR H A AH 7] B9 T 0>
AREAER, G R I A E

CH,
:
x NH
‘[ Avw OAYM‘ ; ka ’

CH,
'FEEE %ﬁ{? ZFRE
2. —/I\Xﬂﬂﬁkﬁﬁéziﬂfﬁ'lﬁ, S—ANiEESEHEEEE AE X (chloramphenicol) AYH
IR AL R 1R, 2R B*’Jﬁvﬁ?ﬁ@» 1S, 2S SHARTCIEE, HAME KA &R G
RERERN) 1/2, YUk 2572 AR 2 0IPT TG e H AN e AP 2 (ofloxacin) (1 2 %,
TR R R A T A iR /ﬁﬁﬂéﬁﬁﬁ(ﬁ

0O 0
ON F O‘ OH
T:L%WKYG
OH HC/ CH3
AER PR

3. AR HERMAEEGE FLE5LH (zacopride) #Y R BIFHAN 5-HT, 24k
PR, S R IAI Sy 5-HT, Z KRSl . WRPGIRAE (picenadol) A5 A Ay BT R 32 M4 i 5h
s ZEBEA BT 2 RSB o

CH
(o} P
Cl:@f‘\N*ij N
H 5 N
HN OCH, /[:ﬂ;;%:CH3
HO CH,
BN WK P AR

4. MANBREEFLENHEE Y BEDIK/RK (timoloD) #y S BTG A HA BRI p %
PRBEISE . TR O MU SR . R RS IRA B S2 AR & PO S RS FAR ) 1/90~
1/80, {HHA B AR YRR L 3k TRl R R 28 i i, IR # O6HR

O30 2
K MK
S

WEMG 3% /K
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5. =P XBREEFHEREN, ZS—1TEEFEER JUMSREAYARZE (levodo-
pa) NHTZE . TEPRNZEREHEABORFE (L Z2 M HAT AW e . PN IR Al AT SR PR
SO0 Z WA ZE e R A BRI . T AU I Ze e 2 . AR R BEMS . Aie A RETE
PRINZBORBAS AR hat . 5 R R AL .

HO x . COOH HO NH,
HO mHz HO©/\/
Zelie% i % W
6. MK EIREER ZEM T (dobutamine) MIAJEREA o ZRBSIEH, X B
ZARMERSS s AR BRI, Xt o 2SS . B LLSME BER 25 25 R e AL
Wi Jy . AEARSE LG RFNMLE . FL0EK (labetaloD) AAMADFHEP.G, R, R-IEAT g 32
ESGUER, S. R o ZASEPUER], SN S ATCIE . B R, R-5+44
R BUTREE, AN BEATCIHTEE . DU — RO WA DRI

OH

H 0 OH

HO]©/\/N * HzN)rj/K/N %

HO CH, HO CH,
Z B T % ETAIRE

VU, 25 S5 H I B RE AN 245 30 2

A5 TR B B U AT RN S B BRAR MR BT F A 2 R A R AR A, R T R B
CALESE/ RSB NI e A L E /RN L T G I LS a2 S A Uik 7/ U e B 7RIS P < L e
FEAERERIE .

(—) BE

Y TR G I, ATRCR AR L R P BC AR, b S INAIRE . A

(O =%

SESLICR R e e N DL SR N A o4 €1 ANIITRT A NP N & YN AR i )R A
B R R Mg, SIAKE GRIRTAMNR) (S PIRE TR . BT 5 AR50 & L&
Yrep, BORARENE: SIAZIRIIG LS Yb . BERRE .

(=) RENGRE

FIARIE AL U, MUK, R 5 2R as & 71, SR AEYin k. BERCAT
DURATERRITHE b ] URATEDT IR b, 3 W] e M T P R B e i sl 559

AT AR RE I BRI SS  SIABEE, XKV PER IR /N X B A M 1 B e A
PLRIBE R . o T, SEA RO AR e A R, 5 S G R R T AR NI R
B AR MREER (U TSR NED) o SR IE n] DL — U AY I e B A AT A i R
A

(PO) BEADERE

BEEAL A b Tl P A SRR A IR L . BB S BT, BTSRRI SRR
RS RN -/K S P SE Il HE AT . 5 Tl AR P
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Tt Bk Pt S A [ S B ik T 4R Ak AR BB AR R ARG TN, 5 32 145 G i RE ) A
LM i B 2 R AR B R

() BEERA

W TP E REMTARIR . BAIR . BRI, DUZMEST. FRIR AT 2 ARG B 2 T 4
B ARITIE P YT . BRI AR . TN R s BRI R AT KR S TR
W BRRRFERISIA ALY K E AR B, 25 A Syl i AL e, S BUE I

(%) BEER

W TR E REMIA M. WE. ISR BRI RS T B A RIE T R T, —
T s B SRR A R AR ASER s 03— O7 HDOUR B i SR 2 AR BE S
ZMZIRG G, RIH R AW

Yh I ABERSE . B S AYIR TR AR, R USSR S S AR SR AL

S0 dnansanbmathii

YHEYAL (biotransformation) BIZ54 Gl R 23RN & AE 2 fk, FE&
EEAL . T2 AT R ARS8 AR TE W R G HE RS, A=W A 52 B SR T
259155 | A S SO B P OB 25 43 T s A AR v SR P R R ok, (25 B PR RIK
RGN, 5 THEM . A —Le2h) Cnnngy) 7SR AR R ST AL, AT — S 2 fE AR
oA TR AR A T M T s M i A R P W T S s R R A A (AR .

WAL RO BT 3 28 . — R EREMILENY . BRI AH (phase [ ) s 53—
KREGEERNL, #M A (phase 1) K.

— . T MM

FE T AR 25 25 v i e Lo B BB A R AR Ak AR k. ZWAEAR I BT B ARG T AR O 3
BAAFE AN 3 T 5 o R AR S

(—) |kRN

FALS SR YRR N 700 B B A AL RN . B R0 BRI A T ok
Al CYPAS0 AL B AT /R . AR EROR A E AL BB S 5 LR

1. FIMENL SHERNAYREZ LA AGRIE, TEWE . S50 LA W15
BURET, B A R A HE KA. RS O R 2 R A TE DT R BT, JE B AR BT A 2 AR AR
(phenylbutazone) ZF7 AL A LI ZE Ay (oxyphenbutazone) , $T RAEH LR ZE A
5 H @I AR

ﬁ?zg :

TRAAR FRIEORARAR

$
ot

H, H,C
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2. mRMENL  SAWRR YA A R A P R BT 2SR S PG
(carbamazepine) Z4ALAUHA: MR 2 PR ALY . WRA BUIIRIE M.

0 — D

0 , 0" NH,
T

3. IERFERIEM SRR A AR R R S | AR, R — P A
L B RRECAESS G . AN W R A AR SRR (AR IR IR T (oA SRR
TR T b (o 1454 . WEEERBTR 2545955 (ibuprofen) f94AALILIHS

CH,
CH, COOH
HO
\8
CH, o
CH, COOH cH,
H,C Q*/g?ff CH, COOH
3 H.C
i35 Ol

4 BETRMSUL A RISER M5 R S Rk I . MR IR Caceto-
hexamide) AT,

0O O 0O O OH
YiNe LT
S\N N S\E Id
H,C H H H,C
0

AT LR O

5. BREYEML  MSEWIA NI T A N be Al . N-%40 . NS KO & R .
AR R S AT R SN, RN Wl S i N-RBEBUY) (&m0 5 ik
AL 25 5 S e NGO CUnA 22 R IR 5 AR 25t e SRR 7 b A A Ak
BB Azl N-4e) e
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CH, |y CH, ;4 CH, |
@iNfN/\cm__ Ny N, @Njﬁ NH,
of len ot it

MZRH ?

! EN\CH3
HO O /////OH

ny

6. BARMEAIEN Iy EBEEAW A FE R OBtk ttk, ndEARPETT (phenacetin)
AR FMNRESE (acetaminophen),

CH«
/O/NY J /O/ TO 3
S O

H,C 0 HO
JETRPETT FHAE I
TRl 2l e Skl . N-SA AL MUBLARA G .
7. B, BERYRAL  ZWW S PR nT LU RIG . IndEAE R A PR R A
W (ULEED . st DA NEAER ATR.

H,C CH, CH,  CH, H,C CH, CH,  CH,

CH CH,

YA YR ARE

H,C CH, CH,  CH, OH
- = \\\\\O

N
licm

HO o OH

CH,
PR AR

(D) BRRMN

SiRgrhE A I . AL UL B AR I A ) 24 W T 20 I R N AR AR P R AR A Ak
A AR R YRR . S B K A

L BEBEWNERRE b A0 (R 245 478 B 0 46 Ak 3 T R 1 f) 4 7
SRR 2G2S A A B TR B R 45 G T HE AR Ah . AR 24 38 VD R AT A R S
I
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2. HEMBREWERRE 450 & SRS A AR 25907 R A S B 1 T e ik
ML), RO AR R, AR, s R (chloramphenicol)
A ERIREE TR RESE.

OH

g
/O/'\/ j{ka /O/'\:/N%CI
o
%@?
HERFEBE AL, WPTEZ AR Z 8 (prontosil) B8 X AR EEE (sul-

fonamide) T EA PLRENGTE
s )son

QN N )-sonm,

CHWL XTI

3. JRAERBL AT TR i S5 A4 B 24 WD A DN 8 AR 0 e Al T B R KR B . X 8 2)
W2 e | Tt 1 ) A A T PR R S5V P K A AR R R Sl . Wy sl o TR L B B 5 5 /K
it o PR ANE I T 24 ¥ 2 s oK it S vy e Ay B TR 2, i@ DU Tl Cclofibrate) 7
I 3% K A AT B BR VE R A VLR - (clofibric acid)

CH, CH,
CIAQOﬂ»COOCZHS—» c1@o+c00H
CH, CH,
AT TR A

. DR

1T AH BN 2 PN R K M S S A AE B AL T 55 5 A W AT 0 245 4 sl DA sz A R &
LSRR FEIRHRON T, 258050 PR adt . e, &k, SIS ILIA S IR ) A
M. WilR. HZmR. I H RS SEBUKETERC™ . 2 B SR R RS

(—)5%%%%@%@

25 % A= ) S A R (elycuronic acid) U5 A2 2584 B L A e T B
IR, SRR AR I . FEIE ., ZUILFSEL S SR AR IR A & 0 BJE e Y . kY, N-7Y
SRV BEH BRI HE RSN . At 2 BEE 2B (acetaminophen) A A% i F 5 15 4 20 i I R T
R RLSE A BT ] DT AR5 4 2 R I R T A R RO 25 A o B g S W 5 885 7 W I R T B, IN-784
HEEY. BEEEYN TR/ T 300 B, —BEREHEME; 2 KT 300 BF. 28 iy HEA

715
o COOH Q 0 _COOH  Hooc ¢
OH yo O-N
HCOCHNOO Ho<or O/C(SICH3 OH H%INIOSOzNH \ CH,
BER (X St FEm) PE A (o] PLAK) N-HU (g 5 W ) H,C ‘

(D) SHBRES
LRMRAS G R AT RS . o A DA B R AN U 5 TR 7R

i’

. BRIRAS 5
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EPREREIRAS /0 . R SRRIE R E 456 ) F 2R SRR FULA B I 5 ST R 25,
WIS SR T THERE Csalbutamol) MUFEPTH FME Cisoprenaline) . %ILTE G Z A4
RERRACALHINT 2 AR IR SS & Wi 2o &
OH H
HO
IE)VN YCH}
O CH;
S

Ty CH
Hdi(j*vMﬁﬁ
HO. (O CH;, HO. o
0”0 0”0
W T B R R S E R AR g

(=) 5EHERES

HEH AR (glutathione, GSH) 2R A2 . P2 i F1H 245 & mi i —jk, BA
PrE AL RE R T AR . HoR R L s B A ia PE R A (B R AAERD . X IE 4i i
TORRAER Y I AT, RERAYEN: B 5. k. SRR S R
BAEA, JUHRFAMEA A B H IKGE S & H 20 . SR EE G, Bk
FPBTHE S DAl PR 240 B P 9 2 1 B R AR

(M) 58&8RES

RBILREE B NIV 2 S A RIEM 2 W AR I LG ROV . & A D7 HEe iR . 05 Bk
RIRMZIPRIRA YT ATP, Rl A R OBEA RSN S5 T LS SR N Z R H 2

MR ARBMAERIE A S, 0. P RS HEZRE S U IRIR .

O _OH Ho9
o 0 vam
+Hﬁvkm
7K B R R

(h) 52BESES
AL, WL, BEUE IR R RR TR RTEE A S5 T T Qb RN . dn S
MRPF (isoniazid) 28 AL RO AR R R £ B S AR

H H O

0
Nowg, © N\N’JL‘CH3
N N H

I B

LIS

— R E SRS R Z PEREE T, A L2 SR 45 S AT DR B BRI ZY
Py s e AR R S 4) N-C e & R

~CH, o CH,

(0)
N/\/N\/ CH, 0 N/\/N\/CH3
H )|\ H
H,N H,;C N

RN N- B &R R

T
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(N) SHEES

YT E AL AL BRI RE S R A AR G . SRR A S (WD)
AL 25 A e AR AN HE DL AELXS — 6 RSP o L 23 B ) 2 i 2 T e 3 T O PR T
AN A A il AR T AR

HIEAC SO A AETG PEA R N A eSS, Jole - IR IR A iR ik 5
ATP AERL. ARIGTRPERT SIRTH-EZER (SAMD. i, EHE EJRE (norepinephrine) fi7E O-H
SR (COMT) AUFERT T SAM I HEAAL 2 a3 B e i ok itk s HAEAR it N-F
¥Rz (PNMD) OFEHT T Hs SAM By RS B AT EA AU ERER (epinephrine)

OH
H,CO NH,
P O
HO NH,
+ SAM OH
M\ H
HO M HO;@)\/ N <cn
3
LW ERRER HO

CEED snmansehtbthiond

YR A S POE T AR AR, oA, AU AR AR, B TSR
G567 X S0 S G AR A BN o X IR 2 B S A T 2 ) S AR B i
SRR R BB —

R AW T A HE R 25 A M AT Bl . IR B AR IR PR A R B A R 2. &
SER B A 25 AT 2 B2y . AT AE AN 2 ) LR IS PRI DL T e HAE IR T
REARAS R BN

—. Y AR

W FAEHEEFE (bioisosterism) & 259 45 F4) iU i — i FH I 5 e, BIFE 259 AR
SERI BT ASER 4y, DA HEARAE BB B, N L O VR ANE AT A4S 31 5 5k 24 4 24 B A
RIS, A W] RERS 21 5 HAE AR 259

(—) ZHEIBFHHR

M T HHEA Gsostere) R EAMFIMNZH AR, Bl ., —Mi+
FHEAA T AHNEHR T, KK, NH,. —OH., —CH;%; Ml F5HHEE 6 NIM2
Br, m—O0— —S— —NH—, —CH,~—%; —Mr#F+%HEAE5NIEHBRT,
m—N=—, —CH=%; WHmFHEHLE 4 MNERF, I—C—, =N"—, =P =%,

(D) FERHEPBFHEHK

I FEEHEAR (bioisostere) HEHAT AR PI BN APE T,  SCRE ™ AR AR DAL P 6 14 1 S
Tl A WASE AR, B AR AR LA AR L A SR R T, B AR LB o TSR

AT AP AR JE A A T B, G S WER  (hydrochlorothiazide) FE A f g SO, i,
CO 133NMEER] (quinethazone), FIPRVEFIARML, BFRCHER s W] I DRARABL 0% 25 141 6 A 7 8 46
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U0 DAk MR B FITEE R FR B Ha PE KRS T (cimetidine) AUBKMEIAAE R TE R & T (ranitidine) FIEER
BT (famotidine) . H,ZRFEHIME I LLPERKE: T 58 8 0] IR FE A B SR FL A, A
Z-FKMH (lidocaine) MWW LFEPE NIMEIEER, RIS (pyrrocaine) . JayRAEFHAH{LL .

CH}O CH;, o
—CH,
Sl G0
CH, CH,
FZRH Ui |

L R B

TREFEGYI R EEARLERG , (R E A P R FE e B R —E ko . DL IREGYI Rk i, B
NEPP RGBT . BRI E Y. RSN SR DA IR, A2 R TEIR N &
SARRERVERT (2 oK) SR A S TR 1 2 W i & 4 245 R0 R LR 19 245 1) Sy BE AR 25 )
(parent drug) . BEHi/E132 L&Y NHTIAZ YT Z) (prodrug) .,

F P24 BT 25 ) AT AR 00 i, T AR S Bl 25 Wy g M T, (EOR U 25 24
M. B BHing BT

(—) EeeviERiE

i IeE 2L D P AR PO T o TR e i 10 5 i B R LA W i . A I I 228 TR A i Ay
O M — IR 2R T AT B A 22 W . H W Bk IR AL 25 . DA IR T 1l /K fie
h O MRS, R AL AU 2R B T IR R AL, XIE R AL, BIVE L.

(Z) HEYRVIRIE

BRRE®HR (carbenicillin) HAPIANREE, KEHARK, HRFCRAL:, HEEESH . 4
FRILFLAL R ARTR Y, 5Bl . ARIAMERE O, XTRRR e RN, WA R GE, TR AL

(=) EKAYEVERLTE

PUORISIR 2 A J9 7% (luphenazine) LTS 45245, WU, 2530 Haedidy— K.
W TR R 2 I Ak B A5 B ) A T R DR FISS BRIR 430l vl DR A5 25 %00 J A a e

(00) EeAYEVREM

#iHE A (vitamin A) 44 E E (vitamin E) ¥ 58 E A k. Hl S ESBR R 5 H R 25
E RN TS FR T o

() ESHWEVIKEE

AR Z (phenobarbital) XEF T7K, HIBEAERE . KR, WHEESS. SARENZA
Y5 S A WA BUE 2R B0 25 Y BRSPS iR . AT A e . A TR TR

(7%) BREZ5YDRYRIENIE

JHER (nicotinic acid) HA R =B MAIEN], (EHREA RN, SR nEY K,
TS 2L, MR AR FE, B H R IETRIL, 75 BB LEEER  (inositol nicotinate) 713 PU 4 g
(niceritro) , EARMINE NI,

(5) BRI REIRE

ANOHUERY AR IR, EREMEER, %R (erythromycin) &L
Wik AR RAFHR N . LB ENRERE . Ha R bR .
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(/\) REFEZYEIEAIER

BN IR BT R 7 (40 (sulbactam) A SHHTREAEHIGES, 2R PUAK (ampicillin) Ry
TEHUAER, (AN BNBEE RS E 2. Jat . K R S Y 2 R Ry BT XA 2 A
(IEFBPEAR (sultamicillind, 22 RIEAMURSS . 43 D EF EIHFIZCR VIR, = A RihrE A .

_ s CH, HC \” H(”)/

?1 -
7\OH

‘ﬁﬂtﬁﬁ% ﬁ*ﬁﬂ( @?E‘.iﬂ

=. W&

2 (soft drug) FRIRITHAZ I RIENZY) . IS RGRTT G, e ie AR
FAT DA R i . T HE RS, DIs 2 B R RIVER .. e R Bh 25 1
W2, AELAEFARERRSPCH, BaERhEE. NAALSRT S (atracurium) AR YRHRZY
JREE R 28, xR pH AARIR T, T RERT [)L{_Llﬁﬁﬁﬂﬁ%?fﬁﬂqa A ##17 Hof-
mann {45, FE AR AT 0 TR A TRBE K S, e T AL B AR R ERIE .

H,CO J\n/ NN Y\/ @ CH,
Q/ bl e Q
H,CO OCH,

OCH, OCH,

Hofmannj¥ & [N
H3CO:©i/\ /CH, HSC\N+ O OCH3
: HO
H,CO N jg)/V OCH,
/[ j I OCH,
H,Co + OCH,

OCH,
S oo m ‘o OH
/\H/O\/\/\/O\H/\ N OCH, NN
H,C 0 0
Q\OCH H,CO
’ OCH,

OCH,

HRIERL B-ZARFEPTHIL A /R (esmolol) MR A% /R (flestolol) 1 J& AR 48 4k 24 J PHL 15

AR, e A TLa8h, A2y )5 i & AR Bk A B A 2% . ke IR B B
ZARFEGTR AT T R A 2 i SN RN

VU, s SR e v A H M 5 ik

(—) BElk
A R R R 25 ] I AL 7 ik BEA T A





