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F—F BRIZBAFAHEMIS

FEH BEZEBR

P RO THRBES S REE RGO, FHRET “26&” 8. &
FILIRANTE A, —MiEEYR (5%, MEBRWEET) BEVAN RERE 0 £
BN, —ERRAA ML -MEFENEEROYRERM. 70 SRk, X PN T
BRERENEE, ASULERE, MAZEXERER T RAMMA. SN AR TFRME, FIEE
TRBTFAE. & 10 4R\ TR A T B LR AL AR IC M IS YR B IR AR R IR 4T, UATh
RERFES LME T e RME R TEEER YO ERANS, KERNE SO, HHEZE
HY B SEEN T — % Fr AT X :

AAERERT ARHAN, EFEERFESEWRE, XERTRENASIEFRERE
MAFRYE. FEEH TRAREARMBMESERES0NYR, KY “WRZR, FHEOMAN
MHRLESE, EEMRESHENERNZAERY, RRUMROEDHN. F—FHH%
R H MBI RS2, TIAR SRR - Fm R E R, WRER & H AR 82k,

HAE “ZEFR” CrEabE&as &g, Py RNERER, By TEws
M — P EES. WA, MZEOFRARTANERRERRE, THTREB RS G
ARH B, ‘

p

—H FEERF S

—. REFHNRE

1. 1878 & Langley N B R EBR EWMITH N RE ST WM ERERER, 8L THSERN
SREMEHEFESHYRE AW “BZYWR” (receptive substance), W4 424
i ZHRMRBEXNE ERBENRN, BiRE “BRYR” FETHERMY 5852 M,

2. 1905 % Langley 7EMI8S 5§ 8 Xt B SCULVE B e MBS A 26l b L R 1 T X FHZG B 40
REEALA K “BZYR” BIE, HHFZH “EEERA" (active patches).

3. 1909 4 Ehrlich LR ARE SOEAN R0 R =Y vt 2 e BET “ZM&K” (receptor) X
R, KiE. MECEETHYATIET, RH T FEREEESERNILERER, 45y
AR PRSI E R , S RS (SH) AR SR (SERD 54,
Mi ¢ BOHE ST T, fEil-SH B2 PR # 2 h, SR E T “Si54 8" (key and lock) 224,
BF 2 299 00 1L 0015 LA 40 AR R fh 2 i 4, B BTV 2 AR 45 & A B 7o A AR YU Y W 25

1. 1921 4 Loewi T2 E 2ol 51 & S Y8 T A R I . b 7E 78 A Bk O B0 e B M o0
Bk UERA R R ROOE L KR MY, R R I, T LT O A R

1



AT AN O AR BN . T IA S TE RIS E S, R AR A “REM R, B
ELHERR % 2 BEARRY , 35 R HERG AE 0 22 40 3% R (transmitter) P T HOR 3264 52 BT 72 40 OB
H T

20 SEARLUG L8 R 0 5 2R B BF R R AT . ZBRARES Ve 4 4 258 R T 7
TERIGZRAE AL SERIERI BB RR S8 R B T, A5 & IR, 10 2 BEAE R 3
LERRSCULAY 20 O T B B AR SR, R R AR SUULARM U SE O R A, B A 2 BRAE
K2R TR,

=, BSR4 EE BN —EHE )

1. R 1939 A MBI K Clack B LR R L T 259 52K ERM “ &4
S % B AR e 250 7 Sk 3R A Tk BE I B BT 3158 AR A R . 461 40 7, B R
755X 10~ mol /L fy ¥k B B 6 B @ M 00 85 ek O, 29 B0 1g WA SUT B Z BEFERY B 29
A 10“SF . HMME RN 6 000 cm?, =AM RVETS lom?, B EHEMMAE
A 1/6000 (0. 04%), B FIRE . ARk b E R T E T B ULEVE B tAR L, I 25 8 R
240 1 3% T L) LA SR AR BN — 4%, BT A A “SBfR” B2 “Z 7,

20 SERE 50 44X Clark Fl Gadum B LRI “B-HEE7 H—H L “HF2LH”, &
LEER. REEEMNLSERE, ALY PEaRmLHEMWEXR, BR/IWE
I ER LM RES RS YR IR B AT L., I Z BRI E Z45 B VA B R 4 i B
B O“B-MER” (WE -1, £1-D,

190 ¢

LY

0 1 10 100 1000 10000 ng/mil

B 1-1 BRI o ) - S I il %
M. WBUAERL O CRUBERY B9, WEMRES T, TMUEE, R. RBEER

®1-1 ZEERRERSMHEEE AR

LTI AL M ERE
Iﬁﬁw@ H-COOCH,CH,N* (CH;); 25%
ZBEHREE CH;COOCH,CH,N* (CH3); 100%
P R RS C,H;:COOCH,CH,N* (CH,); 5%
T BEAER C;H;COOCH,CH;N* (CHj): 0.5%
I Bk RE RS CH,COOCH,CH,N* (CH,); 0%




52k SR EEEET UV FHEHAEML . Ariens 41 Stephenson 2%t 5 AT A IR
BHTEHETEBSR. 2R “Ekf G R, 2595 28 EEREEP I E .

FARE AW
(2) FEEHEYY;
K
A 4+ R —AR>—>—>rciiiiainiiene s E
(¥ (FR)<—— (B89 B

ERESUHRGRAES THERSZEGEAE. B “FEMA7 (affinity) . PAHERVY
B&MR “NTEETE” (ntrinsic activity) . Arien 45 Stephensen B W2 254 A it = 3K 3h7)
HAEPAH (agonist B antagonist) HEEFHEM S, ME~EEEY. § “WEEHR" &
MBI, T CNIEEET BBV

F1-1. B 1-1%, B/, 2. ABERSAEIM, FEAER S F AR 1E &5 3
HZBEAERE) 25 %A1 5%, (EFEHE Ny BET Al B KB, FTMRZHN “T2¥
#” (full agonist)., T BERAFSVE 3 3 LA BERRE /D 10 %, A ZBEAERGHY 0. 5% . BIfE 10
FIRBUAEEBIHE, 2. AEBEGAFREIEY, W2 A “FB4 8 305” (partial agonist),
B e 5 2L &, A5 4B, ZHEHN (antagonist) , HEHI BB
M. PSR CBHER BTN A S0 AR BN, {HE% W55 8B A M 8 sh 8y
YEH . Bltn, PABERFEEN, B FEER M 100 FARESREAHBENREE ., XHHE
PR RERN BEBEY. MAZBERAETUABELHBRIEN, BMEIZFER
(competitive antagonist) . X —1& L Al LR BARTIE R 5 Z B B FF — % k. EH SR
2GR oZEER G, “EREERRF BEYEHNITE.

2. HEEZE (rate theory) 1956 4E Croxatto fil Huidobro ik A5 X E HEW
EHY Y ZHREEH —BEE . 76X ~ER L 1961 4 Patton 2 HA EHMIEARBEEMNEE
R TERXRAREGMEE, RNZHRZ AHYEHAERER. vy 58S
WMEZEPIHEBRIAE, TS EFEHELTR, FNHFEERRTEY — Y0 FH 24K
Wi A — e BRI, T SRR R SRR, FEEEERERLBEMRL,

M4 EERXTHEEE; FRFINEEHERR, MEEREE, WO A H%H
mEEE,

3. B A% (induced-fit theory) RIRLMFIRIAZZEE SR (LG, fbfilayit
Flff A RIEZRERZEE, ZRHNEY “BEHL” MR, BE, RRNERENFEY
FILAS B E L EALEH , (R RY-BE A APy, MR T 2 “BS R A%, A
NEHYPHRE T, ZETUREWEEL, TARSESHZERETEHESASESH (&
1-2),

4. BEBNZMEFEUL (motile receptor theory)  ITAERH —HIE B SR T LI, T
HIERERL B, ZEREVKRS FH T4, EMUEHAMBRE, fHTUBshRMERKN. 5
AIRZARANZEREOR. MRBASE “HoBHR” HEG, BUPRERES, BHED
BERERE—-EBE LadEs,. REFZATHY.

' l-a M EEE (bungarotoxin) 1N ZBHREERFERF (FfE), & 11 KMAIEZBAE
RZERERBEN. FRERBGE. LBHE ZRIBIEARE, TiE 5%« @R Es

3



2. 25404y F S RAE K y/%\w
= EHE b. 25494 F 5

Toge Al
“EME

12 d%nrr5RENEHRETAER

SW—kEbh. BEXSAREMABASE, REBTRER.

5. A% (two-state theory) Changaux %5 Karlin F 1967 4 HHRE 2 & &
B Wi . A FESEk, 3IRMSIE, AT T BTEE Gon channel), 5&
ERAFEARA . FHORE 5EHRE . BWRA AN TG IE EAFR, FErE
SR T ECR A YA, LI TR R BB B . 7ERE S 2R Bt
H— Rk, RESER, EANBEYTERMESAZE, TNLTFHEPES.

A+T =———R+A

K,nﬂ HKAR

AT ==—=AR
X AREY, TREAEDNENZE, RRBEFEHFHRZE, L ATHEHR
(allosteric constant) . AT Pl 5 HBMOREZEE S = E M, FEHXAZE (XK IBE
BB BAEHTFHZE HBEZE); BRANTTEHREZERES, MRAESRHIEHT
HEEEE, EMEARSFEER.
(E£54%)

FoW BMEIENEABL

— HARBESHS
U AA T ERATIRLE S RAFRIVER , HE I (RS TR
EWRSZEMERN, ANERTH “ME”, TR “BA” Qigand). FHAME KR
BRREY, MERTTHAT, CRTERAERRUME., MRELLMY.
Nt 3T |
1. MRAGWEOHRE EENERIME B, TESRSHEEE, XEES
4



WA E RS, RAESHENHREMS Gffinity) . ZREEZFS, DA EEIAE
BEARMBGELMEM S UBLHKE (AMB) SREMEIER M, A%EH 100, BEE
10, RYEK A REBEERNERMS. WA 1-3.

100 B
A r
% ¢
D
A " so}
4 #
4 I3 (%)
(%) / B 1%

A ¥, &, ARSE, B. AEER: C. KRKSX
13 MEKE A 1-4 BRR%RE

MR EEE UERNMBEZENES, IHBPRAT/ERLEESR. iik@Rus
%41 (Van Der Waals), BKHSEESRESNMRSBEEN . EAMEZHKRE#HFEK
#iE, MERSZAMBKX I REM. SEEAESFZEEREYIER, D&AEFEN
BABER, BETREHERS|. HIMEREREAEAMZEEIRE L, #HREH
ERZRAERER, KAEXMNESN.

KESHRACHUMNFENNRETHRRE S ZEREHGTE. —H2ZEABE S —FK
R O BWNEABRRAMERUD SRR EE KR ERAERY . THREE RN ES &S,
MG RZRC# T TR (8 1-4.

WREGZENETLHE R EDFERY 0 E R R4k R Z BB 44 7 7= IE U R . T
BHE. EFRBHE. RFRBEEBEET. 2t KETFRY LB EEHEYMZHE R
HER, XN ARG FEAB G ERE NN ZRESHEZENATR, BESK
HeYWmaEEER., UBRSELH, REFHTREEANENAZ 2K, — B R
THRRE, ERCHEERE, KRE5ECE: B—NEENAWE, CHRESR, BE%
REEWEME. BRI, MEXZEMOEMATEARNEERERFANEW, RES S
R T EREZTR (GTP) MERORERBOEEZRNER, CERENES KLY
BERENRHEHREY, HEERNEFRERpH FERAEEHESSHRYES, ]
YL M ARER, WRER B TR T WML,

LHMREZBECHAFUMYERTENE KESTHERNERIE Y, CRTHRSH,
XA, RS TE. SR BN AT R E S SREANMEELE. &
RILAR AR — M S v e 0 TP .

[H] + [R] z%‘t [HR]



(H] REBMERE, (R] IREEZAENERE. (HR] BHR-ZHEESWHRE, K.\ K,

BRIREE R R BRBERELL.
d [HR]

ERRMEE Bga#m SURIoK, [H] [R]
PHEEEE AR — LRIk, [HR]
R
K, [H] [R] =K, [HR]
K, _[H] [R]_
K~ [AR] 4
K,_ [HR] _,.
K,”[H] (K1~

K R RPHHE

ERHME. WK LH/CC R -H ERBASEZESHRNE TR0 TR
R, BB ZBERS K242 FEFECH 5X100M ™, BB BREEGZ AN s X10°M ™, K

ERERBMEZERZ FEE N 105~10°M ", T 1-2.

F1-2 RERRZEHTERH

WMRZEE

EEEE M

B-¥ LR AEZ
e LA X
LH/CG

ERME )
B 5 K i3

B
=]

L))

2 FR AR
HEEKEF

5X10%°
1.5X10°
0.5~1X10¥
0.6X 10"

1.3x 10
1.2x10°
3.3X10°
1.3x10"
1.9X10°
2~5X 10"

FEESRY RV ARM, TAZESHRNESREFREEM . R Michaelis-Menten

Km+ [S]
VABRKEMNERE, [S] MERYEE, Km IKERFE, vd [S] REURERAHE
FE B B S R
£ v=%5‘1’

v__VI[s]

2 Km+ [S]

1__ 8]

2 "Km+ [S]



Km+ [S] =2 [S]
S Km=S§

Ko {055 FB2 5 R 0 B — 208 o= S VO S 1R IR B 5 R 4R LR
Bk RRTHRAS . BB

_ K, [H] [R]
Rd=g,="THRT

(HR] = [R]

W Kd= [H]

Kd B¥R 5264 AR AN R SMENRE. Kd H8/), &x (HR] #1¥
R-XBESUHNMER/D, IMESZREAZENARR. R2Z, KdEAAKX, BRI, &
Kd H#FRAEMEE, 0E 1-5,

R

R;’ e W&k e [H]
K
15 BRSZREAERMA

Mg
16 MESGZAhMEGS



3. —EMBHESHN SESZEHEIERANEERMNERY, EMEHESZRES
MERTEVRERIRLS. —HAHRAH “BRE” &8, B IAERBEH “EHR
¥ 4. mE1-6,

EERHEESRETHARBZ FA GRS EREIEMREERM IR, 8
HNERKESZAREEE —ENEE, UELRKEELH, 458K 500~250 000 4~/48
M. % 1-3, |

¥ 1-3 BRRELESHN

BEZK TP N/HHRD
FELERRGESR 4 5238 4T 40 400~ 600
T R R ' 110 000

LH/CG 6 000

EREE 4 000

B & & BF 100 000~ 250 000

A& 50 000

ZERBEATRARS F/ERAR (A1) FR, IXEMNEFSHEXEGRE 8. 2X
107"M/mg, HF—ATHEE—1TREMEE, AT REBZEHE, ZERELTTEEER
WA, PlamEmE (10 X)) KEBWE hCC BREFEN 2. 36 X107 *M/mg, T 31 XX
B 5.55%X107"M/mg. '

(% 38
FZH RH5ERES

Bk AR R S AT A S U BRI 26 X R Y, HTXTHGRE0 59097 25 K B
B XSGR R RS2 PE B T LU E R B LU AT R SRR 25 BT, 3 L
HRRF O EA R BNIR AR SIS 10 BERFHEN BB AEBRAL KRS
£ FERBEETENAS, REMERLLER SRR REARX, XHEFRHRRE,
X BERHRIE . BESIITEHRT REHR, FATIRE T EHRNEE,

—. BRSER

BRMERAMLRAATE . FHEROERSROBHOEL, HEHERESH
FRAN BB BT R B, R R R AR S T H MR
B

1 ERERHH |

(D FRAEBFLIEM: RABEEREEY XXY, RO EA, BERD LR
A, TEEHIESE, WRER T BHE. LB H 0 BRI EERR % 2 TS,
B HER. —RARKEXRBAMG RN NE, B—HRARN T EAHD
EREAERANER, SEORREAMORREIMRY, EREREEAZE, Kk
VLB R 52 2 PEPERET, A ERPTRISUS SR (hF FREIE 5% 8 ML 2

(2) MIREQIE I SELEREARRETAREERED (LDL) ERMAHZ
8



B CEAMBEG S, BTERNRESHRLDL Z4&88, ARHEL. —FEnlieRE
HHEGHR LHEER, EXRRATHASTFHRLEAE I0XHEE S, ENALNERAH
—¥, RETHEEERE, ARESERTEFEN AN 0X; B—MRLRREERSH
EFRAERA, EFERARELDL 468 EX, FEI4EEFEABEANTRA, ARA
RHER LDL. XMBRBERERELE SR (B WL, PEELAFEREERE, MERE.

2. FEZEHTARRE IRETIGEZEREFTENRERET=EZENE SR
. ZHREEKTTSARBBEMHBFEH, WERSEFNEIN WLBRIHE 5
REMBEHZ; EERFERMMIFIESTEE .

(D EEPLS BEFRILN ZBHEBZ R ERIER AK 70~90%, i 90% X h
BHARHE CMERZERG IR, HERESSERMBERTR ., ZRETSZHES,
B R AR T S2IR ZBEIERM S GORIAD , EXRT LIS Z BB R AR, B2k
HRA. mEfEeREE, TS RRmE kR SmER Fx.

(2 BRFE CEETERGENENERE, mBHER B RMERRE, #iimbass
BMERZEOHIIE. BRRIAVRGEREBAER, X2 hTRASNESEZEBENF
PHRETRT G R, TREEFEMMERGESZRES OMRAD,

) RBEFREM XIMHRETHSEREEEALFGE. BEKNS %5 TSH T4
HEW 1gG fifk, BRIRIBORITR CURYFRBRXA T, TSAL) ., B AR ETE
B “REHEAFRBAUMS” (LATS), BY5 TSH 2&44, SERRBER T, £ T,, A
SURRBEFRRAER CRIMED . EXRHRPRBEGWIETE, MRIFFEH TSAL B
HR, MEHEERTRHRERR, SNEHELHTEX.

3. REMEBUERMER

(D BEfG B-ZEEMINETEHIFLERER, Wit pFhERE. M5 RV#
[ E R ERN.

ZHBEBOTA FHWRBEH. O WEORBAERKEN SRS o 2R E S
MRV 2 68, T -2 E M T X IBA . S SR SR PR 1 12, IE
WEPIBI SN 1+ 30, BF 5T K BLBERG B 45 S 40 L B B3Rk b 820 4, TTIE M AN
1188 4, EEhe B 54 B- R R B FIRT o- R ARECE M, o/BEEIEH AN 3.8, Timem s
HH 113, MHFZHBBERSOBE SRENRBANERERE.

SRR WY SRR R, X RS RNRE . TR
FPE LRRFRPRE TN SEEEHYMT. SEHBER (BE - 2HEMD
M EFISHEE AR SR TR, TER AFRIIE, Bk o e s e Sk
RETRE, RRUEY o ZHM3NE 8RR,

BB PURMIE R e85 B v E L R R ) B2 bk, RATRES B,
TR YRR :

@ MERREEME XARBEZOREP D, 243 E IE¥ AN 50~100%, 5 L-
dopa IGIT/S . D, KB HA FREEERHKY; (BR, BENWEMATDA & S-S HMUBL 50%.
SR EREY DA BEIARZH T RS DA ZHMLHIMER N, REZHRT D, THT
A,

() WISRE HHrEMREYSE T FLEE, W GABA M2 TET. NAE

9



FEER A& DA MR TS, 70 ERE L THMRER T D, TAREMFR, A
BB RV EIESE , BT R L MR AL | DA A3 & A FE R BRE REWT
g 1 RS R E, RERARMSORE. SRR D, ¥ E B EHR A 50~
200%; ERNAITRMRMESRERR DA SAENR , THEM 1 RBRETREE.

@) ERF XMBBEORE. DRERFEEMN DA SHKEBERS, BH. BHE
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