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Introduction

2594k % (medicinal chemistry) BN EE  BEEMAYEREM L, RRSEHAY . H
H#HEREY ARAYEAER EFTFKFLAREGYERAARO—1I1ER . AYLFR
FENAUBEAYNBR MEER . AYHE R BAER GYRLFSERMBEERRXR
MEXFR) BYESZEMOMEIER ELSHY L FIRITENESALEYNILFEBMIHREH L
FEIEAIFF NS, RYGFTIHENEEZARTL.

HYEEERAMS> FRENLERNK . TS5EANKS FRASE, . RAME &% .2
7 38 7 B B VA T AL A ) B B BURE L X R BB B 7 A S T RS I A A R AR B
HE. BREZHYKREMER, TP ARRAGY IELGYMENLY . LEZHYFEE
AT Y I RED PR AR ER S RE, U RESTAFERNEYEBREHG
Y., BRTZERK LAY A S EERD.

Y RAEFFB PN GYMEE#ATHRY—TEENERN . IEREYT RLFEH
FEMEGHRENNE ABEARELUAY, BHMRLERLEY HYHRBRR LFESH
YIRS R R R LR A RER AR AT EEEEYRWERNE. &Y
HAKNEHEDRN FER . EVHL. AV FEEYETERANERURGY SE
REa%.

F—T HPHFHEESKE

Historical development of medicinal chemistry

BRUNAYFRTRRAYE AEGR%2EENER AMNMITENES  NEBLR P
BATHEXRYBRATURTERSHR KR EALREES . FINREAFRENGY ¥
HEMEARZ)FHICRMRKETUSE, REL USRI UR#RE. ZH5=%,
b R =&, 8025 365 (Y124 252 #, 3h 25 67 #8125 46 ), XFE RGN BRA
REAYHEE. VOENBEAYEBEL FTHEHRTE ROFER, HEMREREHEIARN
RREGCHEEXNZRERE, LTHFREEAYENLE CRASHRPANLEHE. &
Hir LEEAZMXFENEAREG IHA AN EAEREH A AN ERTIM. £33 52
5,49 190 JTF, 4> 16 #8.60 &, ki 254 1 892 F,3&E 1 160 w125 11 000 k.

BMEBAROAHER. BHEE PR SELFTIVNER. RETAHAYLENEE FHES
ERBLEMER WYKL RAREWHESELTR. MESRAYHREERL ARABHER
WERJBERT XRALGYILE . ERAYLERAY I EFH ¥R,

ERBYIENZBFHR TRE RN E. 7 19 e mEdh, AR AKEF %
REBKRF=Y o A RS , B 20 LA Rt 38 U 4 B B A REME R g9 T R B, A 2nt
IR BB XEERAMEERE ASAR P RSB AAIEREANET . A
B RBEASERABREERANNES NEETFRERMSBASE RIFEBERAMEHES.,
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9B FHLUE ERFHRBROANE TR H L RHATHEHRYHRE. 1875
,Buss BRI KGREAFHEASHIREM ;1898 4, H Hoffmann T ZBiK#
B (R EIEAR) , Bl E RGN B — B £4;1891 4F,Ehrlich R ¥ B R B LB Ti5
SRS 1926 BT $MES ;1932 ERAT MM P S A RAIEL. 1910 FRIAA RAM AL
WA R TRITHESRR, O THFIBTHF A, Ehrlich h#E T BENEY, ¥ A
RUE%ELGYHNERMEREE THEM. Ehrlich AW ELEBRHUNEATREMI—F RE
T Langley F 1878 R i i) Z 1k (recepton) & . AN AW AR P EEZEK, 255
HEGREAGEARAKEAGR., ZERBEEASEEANRNEY XL T FETHRE . IR
RBAREA FRNZEAHFRRNEHANE., ZEEEBBRTFSHYHERILE, B3
THHERERR. 20 L 30 FRPYWEAAETRESNBEE . ERT — R B KLY ;1938
FEMTHMMIE; 1940 FAGRAF AT HEEW BRGIESHEELEGY; 1951 £F
1953 SRR THBER EHB RGBT R Rk fI B R 0E 45,1956 £ R AT &K
BB e 2 2 W R B R AR, J R L A S RN B B B (TMP) SR B K 25 1 & 1S
AREGY R ZE, EEMAERNERHNEE TR, F— I ERANNERTESWMN
RIFBBEATEE fHBELMAREINT WEER WXL AE TR LS RS
RGP/ TRI B ITOEE H Y K. 1940 48, Woods 1 Fildes Hit 223560 & 7
AMUEATHEAYHERNE. OV I RFEFRTHNER,

HA 20 2 50 FRG HEEAYE BEXNER . FHBGARNMERAMNEH., AIES
BT AYENENERNEMRREL, AR EE R . SERNAY R ERN
R BRAAE T BN, AT ARG A I AR e SR E R IR, d T8
SABY R EREARELENIRFT AN T E, mETRENS YT RES, FHEXR
(latentiation) FIRT 2] (prodrug) Wit H A AR T E R BIE MBS WY . %
BPRT 254, R dE — S fE (RSB M RN IR M AL & FEVR P9 2 53 T i 4 Ak 2 2 JE Mg
LB EEY R, AT RERGEEANLEY, EE S REREES YRR 5EM T
A S Y LASE H 8 AR i B T AR R AL SR ik,

20 S 60 G BHYMRMWEBEE IR, EROFT L EWREN L, RE T KL
ARARANAR FHCHEERNRX R AETENRLERNR. T EMEEE (quantitative
structure activity relationships, QSAR) B—#E B2 FHBALUER S BREH 2%, 1L B
MEHFFBREBFRAGY SEYAD TR MAEE A W7 & RN BRI 4 7 S8
HEE S A BAR S RO vk Bt B A B SO AR AR - (B  BAEALAR, H 2R
T HIRARUAYHEHRERMERKE. XM VR ERATEY RS e
EYPEHES FRHEERIT. ERWHXRFTANSRAZEELAY - B HNELR, Y
“HEEMBRKACD-QSAR), AT BWR X ARABESENEHS R (BUkS . &
ESH LR SH AL FH SR BUE RS R AR MOEHSHS) TR B 54
Bro ®RKEEBWHAR I EA Hansch J ik Free-wilson k.5 FEEEFES, 1
TRELFG AR Z KR Hansch ik, HBHHERINEBARSEY RS F =B 5
WEERIE X SR YRR B E. S TFEE LM, AR5 Ay,
BF =G AR R RN RRN AR ER TER R EM AT, =
RERUBRRGD-QSARBETER. Z4CRUELREIATEY S FoREHE
BHATERWHMR BRI, XHFEAEBRER T HYH F5 K4 FHEMRFH RS
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FEZRAMERMEEERFE S T - ECERNRXR . AENHBHNYEEXNEEEN
FRE. E30FXR.ZACENPXABHBRR T _EESEHNBXRR ANETIHENGHE
WHAYNFEEFEZ—. ZHEZBEHRUXEZAR T EEEFR CoMFA Hil CoMSIA, B LL
SFGT BB S T KPR, ShEH DG 3D-QSAR.MSA .GERM %75 %, X &
MRFEOMARELGYRITES TSR,
BRAGHRATENETRES - EMEALRENER R, X AEYRAR,TZF
ETFEMART . EAEHPILEHA WL RNEBEHEELN ABEETEENER &
{iEME., BETKEE D N E 4L B2 (oxidoreductases) . 5 7% B§ 2 (transferases) | /K ff B 35
(hydrolases) , & B2 (lyases) . B {4 B (isomerases) . & B EEA (ligases) %, FEEXTEHK =
HEW EERMMNEARR . FZEUHANTREOBRETRANHE.BIATREHEY.
Bl a0, 8 i T F & (renin)- il B & 7k % (angiotensin)-H [& BE (aldosterone) £ 4t @ 7 1 14
R FE S AR I B B K LB (ACEY M RN, YA AT R ER RETFHE.

ZHRAYN—HEARS RARKRASREHALA S F—Fa0F, TLURS SRR 1
5EEYEHENAEGESYRES AMEERB S —RINEYIERN . BESBZESY
BRENEDRN. MEZEEHRARR, ARFEZETHY R, R3H T ZEHEESRMER
FBERRE. IREREBMERX - ZRERHAY . TRE L EFEE . EMAYREE, W
ERTELRE o MR ALK TRMESNMEHENEBTTOCOERERFO TG
YAk H RSN H ZHEHERERTIEMNE R+ 28 B RS N R BB X
MAEZEEHUNER . ARHEBEENE. BN ZEEZH TR S ey« ). TUHAT
BitHREEES.

HFEEEMTEAE, FETIEAS AR, A AR~ NRFERE O R, B
RERRFBREABRE L, —BEHET T LRMVARN T EZAREN SIPREEERK,
RSB MAERRELA  FE T BoK 4 F o 38 B9 FLBR , 1 S L BR SR R /K ¥ 4 BRI R ) 4R A9
HiE. BFEAENETHRARMNEMHIERFEERE S BESS5HTSMAAEIIEE, 20 4 70
FEREXEIH — R T HLF (calcium antagonists) BRE B LRIMEZ, Kb — Ak iEdsy
VEL, SRAEFE, MEEEF . |EMTE.

20 42 80 FR LG FER . FEAR EHEAXXEBLRHFMFER WL BRHETH
VHERAYERNER FHRERVEATIRIKEG R EE TERRHEREA NP RH#
B HATAR T —RINMELGY R —EFOREE. SHER . LEZNSTFEYENRE. T
BHLE 12 LR R 0 43 BT 0 R B R 0 5 G B R RS LRGSR X SR R R
B EAYHFNER AT TSRS A RS MEE.

BEEEYEARWERRE,20 HE 00 FRUXRETTHEF Y B EVERBELREHZ
FPlAREEFHM. BERBRAR EGFENFEANKE 21 HE£ YA YR ARGEARTH
PEZ—, BEREBRNHASAFRAR. GEERERR  EXEAERUGYMBESTHAT
RAKFEAFEEEN., EFHL . AYUFEHRESEGRZ EYRREEES RHIEZY
Tl RERE.

Hal . % EZWLEBRATERMER,.EE 2008 FK,2BXLA R RHFAE =il
4T R, ATUNEFAERERNA 1500 RF B TRAZTEHHYRD . BE . EH &7,
BEHEREHTEHTULHER RET ARNIKEE,
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Nomenclature of drug substances

XY LEHFLABEFEAL L¥EE ARE=F.

DL #EYERE. ZYWERE R —MERIELFZ LK, #F INN (international
nonproprietary names for pharmaceutical substances) , B2t R DA HBRALBHEZHN—TFE
FRAEERELER. INNRFAFREEF AR ER BT EERI TRV EXLRK, FEE
BB LF RATBURY, BREFIZF S EEERT LAMEARO B, SRR B U REH R
WHABPHRENAERRSHNER . EEFFN P REENETHLINERALZK. INN Z2HO
GHASEHXRA REHRZASRE NN, EARAKBAEE THEGRBEREK
(CADN),

2) i %. APUNEBEERRBRBEAGYHLFEEHET R0, HEXAELEE
FRHERAAR. SR TEUAYH - TSR AESEH, ARG E LRRERERANMLERM
BRI FEABRRERERANFES : X FFEAEY, WE K LA B LA
BWER, WFAFNwEUESEERARNNAAEFREGSATHAILEGEEMPELS

SATHAENLEFEREN. ATFREAZEXHCAOEHFEERT AN . RELENY
ML B NBERRKE. YR XBMERANRSEwEZEELSE R CA IKIEN.
Flm, FERWNS FERR

HH

o J <o
O H .'|=O
ONa

FERANAFELHNQS,5R,6R)-3,3- “HE-6-(2-FZBEE)-T-HR-4-H&-1- A&
SUFRL3. 2. 0] Pede-2-FA BR A 3k .

Q)Y HRE. ARAGREREEZ2ERASHUEEER I THEN SOV FERHNER
AR MIBMEER AR RBRERA, A AR £7, iR A0 5 008 . KMk
. AREFRLATHIACHSR  EELAACHREMARNERLURE S, H
W R—ANHRATUREE I HRE. AR EASABENASHOEER . SYHLEREEN
ERIMATH LT LR BERHNGEVEFLE KK AUTFEEREANE, Rk
TRAERAYRITR HERENLTK.

B=N AYREEMA YA

Quality standards and purity of drugs

AWME—MIERNE S, KRBRL AR CEREERE ZYRBN AL EEEWARKY
SEREMEGES. ATREAYNEL B RBFEE—NE— W RRE FUSA
ERN THARGYRBHHE T HYHRBRE. (FEARLMELG IO FEHRCFEZR)
MCPEARIMEIAERARFEARENERSSTE HERGRERLHIT.BXE
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a2 B B R, R E MR R AR . ARERERX A REE AR EE R %R
FiE B AR FLRE , 20 A 7 VBERY L A IS 30 N 29 B R T L R A R AR

REHAMNAGYHRERET RENNE REFAE - REFEGRLHRCGERL JUEHE
2 EXE) MEEHX G TR AN FRE AFL FRERE MR BER. L. 4
ERE . EBME FREHN R AN ARPHETANE, URESRFERNZE.§8.F
. :
EHAMAEP . ARNARMASHREGENFITRAYTARANEIRZNAFTZ—. ARA
BIRERERE AE. T, EEXRAIARR BN TEE R MERE. HEAY.F
X HERHITRAN FEARTR,GETHSEM TR ERRE, FRREITMmEE, L
ERAGHRE, RIEHRSNEL AR ARRENENEY EECHE - HERBTRYN
B BTHEFMRE BERBRENTERRE . GITREITHRERE. D EIBEARML
B T VIAE R 80, BARE SCRr AR EERIE.

YA E RS YR AR T AR S B R ALAE , R P A R R B A — R K
. ERPAEER REBERENFETELMEREEMER B, RSB ERE
Xt AL G B R . 2 W0 0 Al B R 5 Al 2 i R sl 3R ) 4 B B SRR (] 24 W ) 4 20T LA AR
MY TR R FEVRRROVETIR . AYHRBRETRTER a2 yie e hmr .
AR ENYR. L AERREFTRAERFIER, REREBEIGYHESEH
.

FEZ YR BT T (A7 06 B A0 i PR E A 56 07 T » 6 U ORIE 2 o) B 4 BE , A BR AR IE B W O X
ML, BHEITAGYHEGH SSUER BAFR ZAREMNSENES T EXRITELY
WA, AMTEARAREWHAENEIRERR  MAYH S HEIMBNAE, A T
EHACE R AR AU RF=EER  HEWGYOREMSE RAN S UES B BRKE
BE R FRERE M. Bl . AYHARRELERHAWAEN N EEEENY
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Basic Principles of Relationship between
Drug Characteristics and Activity

F—7 EABE

Basic concept
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Effect of properties on pharmacologic activity
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