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% @ = 248 (introduction)

i R T AT B WER , AT R AR AR L E Y. BT AR
RAERBHEE, AT AR WAYHZ HEL, AT EYRZAWIRZ RS, AT 3K
HYMIRZ A B,

HYAFER—TE RGP ER ., ABPTRBMZY, RIS VRS, AKE
5K AR, UL R T TR B AT S RERNAY, AR TR AR
KV BEBEERBOEFEY . RELGWERBMER, T ARREGY (PH) MFGWH
LAY CERSIR) o Hob, LAY R BRTIERM A b = BEROEY, WRYLFHR
HEBENR, LEHYT URENT YR & RA LS KR o B8 2 8 H BUR
o ERE AL RE BRI IAERS.

F17T APELFIIRARAETNES

( the objectives research fields of medicinal chemistry)

| BARE

: Medicinal chemistry is a chemistry-based discipline, also involving aspects of biological ,
medical and pharmaceutical sciences. It is concerned with the invention, discovery, design, iden-
tification and preparation of biologically active compounds, the study of their metabolism, the
interpretation of their mode of action at the molecular level and the construction of structure-activi-

ty relationships.

ZE%{K-—;-(medxcmal chemistry ) 2 B 37 78 £ F b 222 BRI AL B2 BB | i, Aﬁi
MBI T BB 2W MR R — 18, BB 54 a2 EEmEe —
R R %R, iR RS FEF A WIS RALF259) A 2 k2 R
RHEYHFENREY RS FZEMEEAERRE, U RA LW S E YT (25 38E
e W) ZIE M6 R (WX R, quantitative structure-activity relationship, QSAR) % £ J5 1 i
AR WRARAETHERSEN ., BEARMESRNME LR, RAIBEEXRER
2 IBIRG FENFEELRHERBRL T HYENNE, AN —TTREES KB
=2y N

BEE AR LSME I #E—SER, AR AYRIETERNEKR, 5—FHH, MEH
Y 254 B 38 A B — e A 2830 10 3L (IR AR M SR B 43R 1, acquired immunodeficiency
syndrome, AIDS) .JEB8ZUfifi 4 ( severe acute respiratory syndrome, SARS) 4% ( 4 B 48 4R oA
bovine spongiform encephalopathy, BSE) 1 £ HIN1 #/RF 8 H B, FEU T HAHEMBZEY, L4
FRERR X L BT By B o A SR B o

LY UFENHREANBFTEERS T RN EERARF IR EDHN, ARG EE T Eq
PR ER NP REA (2K B S TEE ERE); 25 RN EEREASRY NS
FRIE, B BTN E A T B SR BN R FRAERMAY (IR RS R 6
B RABEBRE) , BT 56 RERLEY ARG AR . L LR EM  Bro i
255 A WA AR AR R 5 R B L E A Ak A TR 4 A AR R A R AR s B T A2

1



%%E‘J’(’Jﬁ%%,ﬂﬁ?ﬂﬁfn @%%ﬂﬁ‘ﬁﬂﬁ* ﬁfﬁﬁﬁmﬁﬂbzﬁ%ﬁﬁ‘(Computef'alded
design and drafting, CADD) %,

BTN TRYBIR T E RS TRABEEMNER, AT EE—TREA.
¥ HRRNRE TR, YRS RS0 R B (drug disvoery) FIJT A& BBt (drug
development) , — T &, — N NBA AT LT, BERA 12 ~ 15 FHIBHE, FRRAR
ik 812 ~12 2% T, A 1-1 fis,

Discovery Development
Pre-development EXpIoratory Develop_ment Full Development‘

ldea 11-15Years

Target Identification and Validation Maonths/Years

Lead |dentification 4-6 Months Up to 50,000+

Lead Optimization 12-18 Months 300-3000.c ces S335M
Preclinical Development  12-18 Months 20 S802M
Phase | 18 Months 15

Phase il 12-24 Months  1-3 .

Phase i 2-3 Years 1-2 ey

Phase IV u;:. to \.!&ais 1

A
2.
3.
4.
B
6.
i
8.

B1-1 FEBHREESITFR

F27 APLZFAREE

( an introduction history of medicinal chemistry)

—. B RE IR

( medicinal chemistry; then and now)

HY R RAR? AN PHRTLERE, AAGYRRTEY. RHHLEYE
BAEI:—ERRXETRY WARRAE; “ R EMER, IRETAREIFRIERY BRI
E MG RRYBORIGIF M, T & 254 = B N 30030 9% I 2548 218 & 1 & B
%Y.

BB R AR ', 285 S BB E B AR K F 2 5 B IR E R L R R 2R 4R s
RAATH ARENAFER" NN, IFRENEE, LR TEF ATUE, RE
AT, BH RAFHRTEZE , AT LARERYLER, 7 5L a7 ARBIRE K 1, sROERE Mt
F—HE  MNIGZFETEBERRPOEY (M REZFREREHR) , KPP ES AHFE
RBAHEYRER RGBT RREY , RO TN 2 i ™ A 3 1 R oA U B¢
FRITH P SR AI R . St B8 WLk, AR e RISt 21 & , AT R Y 9 5t
R UEANBBRRHRENLGY, TREATRERENAEEE —(HREER) ., &
FRTFRIUKRE, £ BWREGY 365 F  BRG M BE T RUAKEERR, B PEHENER
FREGETHIREM, D5, LEBRSHE, KRAAYRAFEE—(PEFE), ZH
$34 % B30 B RPH(AELL 1, 426 5, M1 %5, R31258), 54 BARKSE S



H(EERE 22 B BAER 1 H) 3t
We 2R 25 4 8980 F

ARBERAR AR BE RS BAKEIE
B, ERH HAEAE HABLT 8.8
KRRz, RASMHEMERNE, BTAEAN
W ERER RE YV R ; B EA
" B — fi {55 14 ( doctrine of signature ) ; ffl
R-MHEYEERG S KRGS, BLH
BANRBRR LT BT, Srlae  FEEES
RAXBAEFHEROZGY, A 12 B 12 9% (lungwort)
i TE ST RAE Y, i T H M ARG, B AN RBIA N

R ERFET A THITIR, B LA LRNKER.

g
: %ﬁl 1-1 :
1805 # , #2 Bl 4L ¥ % Friedrich Wilhelm Adam Sertiirner £ BF 5. 4 K &nﬂﬁ*;ﬁ/\ﬁw&m
MR K P B h T, B3 1817 £ A B ARAK T ER RN FEEE TR
YU —FHOERE, ANFENERE - N ELOHEZHRE— i, 21, |
BH R Lo A — R BB BN, 1826 5, K Z A F 08 Fonek b h B T4 B 1 :
k=, 1925 %, £ BAF K Robert Robinson # 2 7 Bkt M X, 1952 £ , AMA K% |
WAL R T, G NERMABL L MR BEPHRLENAL, FEAT—4 5‘3%#‘3{‘5
¥ ARME RIS B RBEEH LMY, g
jE 4 :
1. Friedrich Wilhelm Adam Sertiimer 89 BF R A4 4 £ 2 & L7 !
2 EAEREMIUAMLRET e
f@@{aﬁ Z{ Fnednch Wilhelm Adam Sertlimer (1783 ~1841 EE)E 1803 ﬁ*iﬁ})&ﬁ}-‘,‘ FP&E)I
HEZR S, H UL morphium Ay 2, INE 13 fim, KRG MARFENILE/MIRECHT EY
FIRERE , L LT 1805 £ N FF X%, Friedrich Wilhelm Adam Sertiirner Y158 B 38 U464
MRBEE DI EN— WA, R SRS EA YN R SRR, bE
&, — A BE - TWEYRBB S E K, mE 11 i, XEBEERSNSEMEE, RBAXR
25 B & ALY TR P A 38 T AE FI R W B BB , SO0 s BR R FRAR L T e i 38 R e 26 &%,
mH B ARG ER KBRS T RIF 85,

L

B 1-3 Friedrich Wilhelm Adam Sertiimer F1 morphin 3D %514



£1-1 EUWHRAESE

RIS E] (5F) A5 BWE
1817 Narcotine Robiquet
1818 Strychnine Caventou & Pelletier
1818 Veratrine Meissner & Caventou
1819 Colchicine Meissner & Caventou
1820 Caffeine Runge; Caventou & Pelletier
1820 Quinine Caventou & Pelletier
1822 Fmetine Pelletier & Magendie
1827 Coniine Giesecke; Geiger & Hess
1828 Nicotine Posselt & Reimann
1831 Aconitine Mein; Geiger & Hess
1832 Codeine Robiquet
1833 Atropine Geiger & Hess
1833 Thebaine Pelletier & Dumas
1842 Theobromine Woskresenky
1848 Papaverine Merck
1851 Choline Babo & Hirschbrunn
1860 Cocaine Niemann
1870 Muscarine Schmiedeberg & Koppe

BT EEY TR EEEY R, A
T FHEMNEIIE YD IR LURES
B WEREEY R, Ot BN KB R TS+
B AR Bl AR T KSR R
PR B BRI RBE IR
Lin.. 1832 4,37 % fY) Charles Gergardt 37K 4%

 BRER-TMMEEARBESBEI-AFHL
Y. BRI NRE, FEMBRKE AR
B, B B R R AR . 65 45 1) 1897
4, BE ¥ K Felix Hoffmann i F 3
L2 R B A S E M R TR R T,
Xt Charles Gergardt X #E4T TEE , 41
RIT ZBKGER, A 1-4 iR, 1899 4F, B &) ITAK (aspirin) VE AR 25 E T, 1909 4F,
Bayer A Bl FF & i T BT R UCARM KN Bl 1915 48, B &l DLAkiy il B e mER H A H &,
FEE BT HRM AR RS, SRR H X0 MBS R BB ER, el i kE 2 A ERRRZ
HIZ59, B E] LA A KB BRT AL EE N B A SN YZ—!

B &) DUk AT s B — AN T R R RLA YT SE TR SIR 2 Y, R R T
PR R LT IR R E YL F IR FF B B EOR M KR =Y RSB, LEM T H RN
B—F oo, RARAYLENEE TREM AR,

SRR EI L AR JE , R HI R 7E 20 40 20 4R 2 30 4F, WA T &MY, K P miEReE
2 HBY BN RAEREE, XBAYLFE EME AN EWEEE X, UAKEEH
EIER AR YE . FEMLIE], B AR W B EA WP RE, AT HRERGY
92452 Pl ( pharmacophore ) , 3% & ¢80 RA LA YT M 1816 L F R XKL A R LS
AR, T RESSARER IR, KB — R RIHRBEZ , 10 F + H (procaine) &
BRI RIB T, XA R RNE SRR R T B

B 1-4 RS (1897 4F)



WEYENER, Wit — S THYHFERRR, 1928 4, R EJHF K Alexander
Fleming ZESCB PER K T AKE —MiER—FE R (penicillin G, MM 15 fim) . HE
RIWRIIRE T HAERAYIF LT, ERIT¥ LR T —KEMR, BT FEBRENHT
TR J¢ A R JBCILAE B A, KE MM EZE S EA RN, FERM LN
fR A ANIIT 3 N B A S A h 4y B A T R AU AR L, RN TR 78 U A R BT
5. EENFR HER AER ABERSRYNHARMYRE, FHIERERN R, F1F
YIHAN NG ZERSBRB UG, XRAYLEN AN EETRZ —, TIERMES
BTAE R B RS A I R B BRI 2

&l 1-5 Alexander Fleming fE T EUU R FEERH

TELYRIR SR E L, ABRERESMA XA GHB RS Y RIYHRE L, &
A 1890 4ELLE , BEH & BUBURHE B, 1L & WY B AL DR P RE AT S K OF BB B, B 25
ERTHARRE—ERBHRR, NTFE4Y L2 SHBHEERTRE. BEEEHHE
B, MR RR R AR BIRTT R AL T R R, R oA (e 2A 16 7 29 I R R BEE T AR 1Y
Hili, TERRBRRAYHBIRITR S, AL 8T 2H MER WL R, i T E5H R
IR BMBCOR RS XS HEA MR SR LRPBEIN A,

BB L RHEB RRA  NTZEA R BN B A YIS Y R R T ER A
8, AT RN YL BEMAERr A a2 TR R EREMIE . 20 H42 30 45, IRMEIE Y R 0 BF
FRG T AR, QA P8R E A2 10 FRAE D9 JRURHE B 75 5 1R 80K ;20 #4250 42 4%, AT &3
B RBERA T Z P8 R M I 520 42 60 4R, AGTRBLT 8 ¢k 0 R B2 25 ;20 HiE 40
80 FEAUEH, MR —EARERNER TEER/EM, 7R L FF R T X NO ftikF NO
5 BB R BB

20 42 60 44X, BEE AME R /> F AW # B S BUS B R AR , BB L 1E DA BE 32 K A B A 1A
B — RIIFRRGYHTBR T R, 10 B R ARBEMH—h B SR /KT 1964 4 1717
5388 3 BEL ARl —— R R P T 1979 4R 1T B R TR R A BRI B R —— R IR A F 1981 4
AT, D B i R BTG T R T AR

20 tth4 80 4EALLE , A L ( combinatorial chemistry) £ A [F] — it ] - B A & R 7] 454
JUFF B R BB R B B L SN T B . H A28 B YIGT, #H1TH A2 T
BOTRe M, B T ERE LS YE, 456 FB B (high throughput screening, HTS) HAR , i
FrRVEE R RIS IR LL IR T BB FR R . BEE AKERA BEHFRAME

B EHRBEA, KB SEWHEXNERBERR, SBAF AN RETESHRAN T,
FEAYFAER—BRER, EEXRA—RIIFBRANRE D . SR, FA 68T M
3¢, M ARG DT Bk R DA 2 R Rl R E R TR E RS S T R R




BEE ALENLAERERRN TR, HYLFER—TTER AR UL SRR, FB, 24
Yk E RS b W ¥ AR FRERH b —EREE AR SRR, RN
ARIHEMERBERETE, CAIM L RERRNEFEY .

REHN BRI BLEAYHRSHF RO HHNEEEEAG AHEZES
MABBEMNEM 2, HARZNHLE ERER” QERTEREBRD.

BYHEEFRET TBRMHE, B MR T URERNSREHR T, YoisS
FRBR—ANERA FERRKTR, ZPPFIT & BB, 7T LUy 24l # ok B BRI, 7
RARRE b, ARSI KB BIRE i 24 foll i B8 e, N T MR 51 3 R Y, & R 25 th AN B
BB R ik, —E AR RIS R BT Z B LR DL, — e 2 o B 2G40 Al
%Ekﬂ‘]?ﬁ%‘&/\uﬁﬂ‘iﬂl

%@J 12 %%ﬂ?ﬁﬁﬁii%iﬁ “&Ezi%”%#
W) B e ( B R 4%  thalidomide ) F 1956 S £ R &2 LF , £ 25 7 Bk Rt BB , 16K
DR AR, BB TN M EN BT ENG ITABE, 1960 £ 44, Lik
' AREREALSHAIG L TFRANED, EERALNFRRS, T ARELE S
o R ABREMC BN M ELENF SRR CESY, LB EXF, CEHR
D EILE R RKAA 1000 &, REEKXHA 000 &, 2BRRHE 1 FA, |
D jER ‘

1 “Bfy " R AR E 547

2. H AR &/\m AP R T vﬁmlﬁaz] 5 F 7

=\ R B BT E AR

( achievements of PRC in medicinal chemistry)

Crere o A

REGYF RBEAS ERWEITG, B4 KB K. 8 B R LR, 8 B 8L
WA TR, RS, 8%, 1949 Frhg NRIEFE ML LG, 252 Tk 15 2
BROER, AHEEEREFRUGERGE TRENRRE, HEE BT #2# BB A R
B GEHSEREANEG TIAR, REREFEZ T A 3600 B, 7T LLA = LF K
ELZHIT 1500 F, S 40 2770, RE T AR —RARAE,

REFEREEETHERMESRAAER BEGY JIEEE T RG24 B REE
B EER HEMR JUMES LOERBELGY P REERELYF - RAMIEKIBITEY,
FHERRBLYH O, h& ARBBEAARME TE KT,

REEZETHNEYHT ST RES 2GS & i E, KBIEW, X—2—RIEH
HEREE, BRERTMEH T BB B8 R 3 E 8 B 25 & R K R 5 B 23K AT5 8
ER 798

20 42 90 FARHIHE, B LHE T 285 T R ZG M ATBUR, i 38 Bl 25 Tolk R 6, B R
RTT AR PR, AR 2+ EERNIA, 28+ 2FMEER, REEH T VZEL S ER T
SRR, Hf AYhE THEENTERIATR, REHGYLF THEELRERHIRA
PYRRER S B EREFEEY RN SR ABRANRE T E, HME TEE
Tk, WRSEEA A EMPCRRHGERZELER TS, B 2malHwkl, lsh
G3ig 1 BEEE, RO S8 EEREH D& k!

ZHILHFRER SFHREHE LML LR, REAYFR TR K FELAHERRE, RE
ESAHMHBTE T —AHAUFRELAKRY &, AT LFEAFRAYHR T LT & 25
HYFRER T & WEGYRFELBEERVE LELYE AT & QFLHYEBHART



& AFHYA TR A RERFEEAF 6%, B &K Bi ok S5 B — Kt Ab T LR =B
B AIE T B, BB TS RATR A AIF T E . XETUH 56, A0 RE T REH
B 2 Bk A H EEEAA R AR, 2 T RE R R R R S, EH
T — % RS ME, S8 T SR ER A, TLFUL, R EERARRR A2 8
B B R IR

I — HhR, BE KRR TEH SR R TARE KRS !
QEPEYLE, TR, 3 —E Rt U R T RAM B 6y, DR IR 2R R 55 8K
H R A I TR

&3 ROV ¥ (pharmaceutical catalogues )

EHE, SR EL WAL TR WA M, KL S, 7N RRGY P
%) ALY (YRR . 2009 IR EREA LY (R ERGY) b, L FH & H
PRI IEA R 24 A, LRIV,

1 HdEwE AEEFEER LAAERL ELETR N NEREE RN E
BRSNS YRR A A R A TR 2E s PGS RO AT s BURXUR 25 LA
W R EL .

2. MEHAMFE AIEHIES IR ERZE REURRURE IR 2 R AR L ST R
Wy AR5,

3. BB EENRIREA M SRS,

4. EE WA PR ARR ABRYE  EERKEEEUEZ R R R TR
X2,

5. MERERE AEHNS TR PUERET N L SURRZY R 8 2 B R
7 B IR %

6. SBITHMERY TEATURMRY SIABARTIE %,

7. DS REAS AESLLEN FUORR B GO T RIRE PR MR Z PR
25 R BE R LK R RE AL 25 %

8. MRRAMAL GFHERA HL FWEE,

9. MURGAY BLARGALRS, FEAFBIIRYAVIBZRA JH KL B s
B R BB NE RIS JFRRR A%,

10. BREZRE FEAARY  RUERFIRELEHEE,

1. MBREME  AFEGAMZ /R (2B M 25 FUsk i 25 R 2 A &3
FEHE,

12. HERMMANBE IRAEYEARET ENEAMRBZHELUY E LIREBEHREE
254y 5 K O PR 2 B AR K R B R IR 25 R R R MR MR R
MR%.

13. REBRELE FERH,ZAEHNSIEEEA,

4. RERGERE RGN KA EN .

15. BAER TYWELEE CREBRBERKEEEER TR BN EFEE,

16. WK EMERBETHE ETAK S8RV 2 RBP4 LR E
BRE%,

17. BBE AFELYPEREL ANBKBRETERTL LHREXTEREH.
W KR EREL MBI REL.

18. £4E S FAEEN G A MR & EYE AR R E.




19. $HAH FEBERRLH.

20. BREERIAAT AR ARERS F LREREERLE,
21. RPLAYE FEATBRRS HRBANGE,

22. ERWGARIER wiEER B WEEE R O RRREIT Y,
23. BERBY BRI BERY FEWRL RS RS,
24, iHHEERS j—:%:%ﬁ@?ﬁ

MR
: B kT EES o ORBEAREREESETOATE KEBUFEHHD; |
| ORBEHARETYI ARG KM 67 H TN EYORBELBFXRA T A |
R RS AI H DRBE MR TAKG LT A PR ZAGE S KRG
| S ORBHEBEARRAT I ARRSE AE B 5 ORBLFLEMN T BB LY
L SR ESESE "
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HAGYIH R EERET HBRHETH 2&%%?1‘}1’34\5}?%@‘1’3 ﬁiﬁ&“hﬂt%
R R EZRE NG RIARGYIT R W&, AP RERES SRUEY
BRI LA R A SRR SE . HI, A B ETREZHRA S SRELAY, BX
1k b SREALYRRM B BRBEWBERR,

F£4T ACHREBNETREESEME

( pharmaceutical profiling and good manufactory practice)

HYR—FERRE R, KRB R E - M ar, YRR LS HERWANR & &
BEMAMES, “HEIE ZLEY RAMEIT R LIEERIEL, 25 EE SR
WERHERAYHE ST RO ERNEZ — FFHNRELYKITT RN B, & ExX HEa#T
RO FABBES, FE MRS S AT R R ARE, AR B T M &, LSR8 R
B, R BITHA BN LA M.

B R RER T A R B E R AMA SRR AN E, SRR S AR ST, L
ZENSRMRE, TS BHEITE SRR, 704 R IR DR BRI AT B %
K= mAETR R LR U SHKRRIREAR MR R A E=ATTENRRYE: OXEL
T 4 BR 24 o ) L B 5 ) B o e T B Tk S SR R 24 A R 5 (D) A s o o 2 R S ] A
Ttk B, (U 7= Mt AT “ R E TR AR C A BB RO 24 4 B R B AT 4 . 1T
RIZAE A 7 7 R R A

BT, & EX 2 a4 T SR — AT, ERE, ARETRER (R4
BB EHMAL) (good manufactory practice, GMP) , AN F LAY AN EFHWRE 54
P ER R HEAT T WS GERERE

FNERF IS BRERHAL SEHW, REEHRA AR RABREREHSE. B,
THEBZ ) QbD (quality by design) IR0t BREM BRI & HISEH R T ER, BN FF 15 % IR R 4K
FER IR B E IR LS B T] BE R AR M G I S8, SRS I LLEE R, L 5 O b A AR 15 A
“BEREHR

24 i SR B AR HE ARG ZY i B BRAL M SRR A W M A S 1, 0 R AR I % (H165) 25 R i
FRBREEXPNEROBARME . 255 BTRARE R RE A 3t 2 B2y 7 A 4RI, K, ZE4)5E
i REBARER SR P IR T AR S R B B2 R R TR 2 T2 A 7 R S i R e
B2 NI,

L SRSH AYPAERBREELYIIMERE, TEERGYA KRS BMREFRY



