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AERL 8 &

ERAVFEARE HYBELRURRRE R,
ERZEFRENEREDS ERS B SIAR 2 AE B LS o

- EFEREWAVERNRE,

- BRBYARK HH KRB A S AN ERTE,
ﬁi&%‘ﬁi}]ﬁ%EKEE*HEEM,@(i%ﬁﬁéf‘i\ﬁiﬂﬁﬁ%&\#ﬁﬁﬁ\%ﬁiﬁﬁxﬁﬁﬁﬁ%)o
EEMEIREAFENER TEBREBLELEN,

NERE

R

— BRIy

Hjﬁi(pharmacodynamlcs)Elﬂfg{ﬂi%ﬁ)&ﬁi&ﬁﬁw#éﬂi%?&rﬂ*&%ﬂﬁB‘Jﬂ-i HIHLY W
A BAe VL 259 B9 R B E B R 25 40 4 1 PR R

() ZEZHENELIHSNESFE

BREHGYTWESATHRE ERERRAB TN TEEABERESE e, X RAR L
B HEAFTHZ — ., 4 Ehrlich HREHZEREME LG, 2R W R BRI P 2 122 78
BRIV, B K 25 B2 ) Sl B0 > —

L 4 (receptor)  FEAE T 40 UMK |- . 40 Jo 5 o 40 M % o, 4 R 25 JO7 B4 BiC A (ligand, Py 0 f) 3

ﬁ\ﬁiﬁﬂ‘ﬂﬁﬁﬁ?%%)WFE*%%EE%Q%@%%(@B@JE%*%?9?&ﬁ$ﬁ%ﬁ§9ﬁﬂﬁﬁfﬂe

2. RS ERHB

(1) #g F144: (saturability) ,

(2) %% 51 (specificity) ,

(3) ] ¥ P (reversibility) ,

3. R4k & 4R %  (occupation theory) 254 ik 5 7 A [ 3 i 5”%&%%5@%%%5‘215% AR
%ﬁﬁ:

R+D== = lRD—»E

(R R W 34K,D K254, RD K259 2k Z 44, E HHRD
4 ERMAAXLHK

(DRAEMAEBGE ki /k  RREGY S5 2R HRES .

(DKo« PR Ak B30 B0 koo /b ARIE S GRS % 45), Ko 7E 3008 1% F 3% 308 K800 19 50 % i £
YWBE . Ko 8K, 360 8RR , 28007t i /)

(3) WAE T # (intrinsic activity) a: SRR 5 30, 121k 2 90 19 5 A3 BL 5 [ RAA Y e KON 2 e (a
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= Enne/ Eunax ) » 2B Il 245 90 15 46 7 32 1A 45 4 70 A A WD 0000 B0 R 7, JLAEL7E O~1 2 0] . R4 o T LUK 259 53
R 524 8% 3285 (full agonist) .3 4> ¥ 3 24 (partial agonist) , {5 Hi 24 (antagonist) 4,

OF o=1,L¥h%.

@#F 0<<a<<l,#4rW3NZY.

@# a=0, TR,

OB MBI MELRERAX TR2WhAim s  ARHEM.

¥4 Je B %

(Z)Z&EERILE

1. ke 9% 1-D
®1-1 ZEhEMH%E
TRy e R 4 AN Fe A A P B L T A 24 5]
A ZE | SEREZE wREZEHN | SEGEREAGY | B¥E. T LR EEX
JiEpdcs FEEHEHRNER | X PREEE
M E 85 DNA
LR R ARG
7K S8 45 40 e o R
MEZAE | SR TEE GRKEB N | EAEAKEELHFE | N-Z B HRK.GABA
Zik KEHL—A | Y EUREEH

BAEZABER | BRECPO] |[$F7 XAV HKR
W R4 (RTK) e

I A Al o B R R M EPO. F# %
B 1 % 32 & (JAK-
STAT)

Ji5 % % .EGF,PGF

2. G & GBI LKA ABH
(1)G % #8132 {4 (G protein associated receptor) : B A R PIEHM I — KX ZH K G F,. B —KKEA
BB T AN B MR L M, N S AE M Sh . C SRAEMI P .

- (2)% {5 f# (second messenger):ﬂﬂﬂﬂl’if?ﬁﬁﬁﬂﬁlj\ﬁ'?%ﬁ,ﬁﬁﬁw'—iﬁﬂﬁi%%ﬁﬂ?ﬁﬂﬂﬁmﬁ
B R A A I 53 4 H L B ARSI R IR E IO . W ISR (A cAMP.cGMP.DG.IP; ,
Ca?t \NO %,

(3)G EH (G protein) : Xk GTP &/ EH . £— A 5BEBRESEIFAXNBEEL EEYFER LR
R T R S AR R, b B Y MR R R SRR« R G EA KKK H
¥ 5 GTP 45414 .4 GTP Bl t, By ERESARMIIREAR, THREMMEY . A AANE o« LR
N LIRS .

GEE BN TR AR EZAEY T, A 20 4 80 BT LIK, B &B 100 BRI ZAREL G &
S S0 EO B4 BB H 4 20 F G & A I3F % E LR R F K G A MR . BAIKGEH
# Gs(stimulatory G proteins) .Gi (inhibitory G proteins) .Gt (transducin) #l Go(other G Proteins) 4.
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(DG EZAEAYLH (& 1-D

& B0
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TP
|
R_EERS

(second messenger systems)

H1-1 GEAERANH
OGC HEHMKZ I SR IAL 5
Ok FAEEAYEMEE GEH . EHBEK GDP, 5 GTP 44 l
QAN T M E N =5 X Bk 2R Z R WAER) « - GTP ILHALF B ¥
HEHk
@k SRS B WE Y o « GTP W BANLEE T W SNE

(LA EEK G EA KM T IE S E B GR 1-2)

12 GEAMMAE

GEHEKR EolEE FEFESER A BN A 3 R4 )
Gs cAMP G * GTP—>iE4k AC— 724 cAMP —¥03% | 45 98 35 7™ A= BE A il 3800
PKA—ZE F B BR 1k B F Uife 38 Bk — Ak BN G bR & BT R 2838 iR
Gi cAMP Gu » GTP—%5 &40 % AC— i W7 cAMP = | FIZEZEZIAE)
H il Gs ZiRE
Gn %44 Gu. » GTP Ml Gs Zhk




(& =®)

GEHAA o fEE FEESEE Az B 390N 0 2 B 2 1]
Gt cGMP G * GTP>Z5 4k cGMP B FR —BREG —~ | /=4
K f# cGMP— 3£ ] 438 3 — 40 I i AR AL % 75
Gq DG.IP; .Ca*" | Gy * GTP—>{&fk PLC>/=4 IP; fiDG—>4} | 258 LRBEEZFM N K

BIPE Ca* M PKCFSMSHAE A Z Y | MBMANERIER
KB R AL i 2 3% AL T i 38 e — A BN
Go WIEB T | G - GTP B Gy B HWE B 7388 (K™, | K7E M2 98 W O BE W 4
(n Ca™ 3@3E) | Ca® ) V15 B A 3 38 1k % v AL i iy

3. RARMEAG AT — MR B RARP AH
(1) 324K £ ¥ HF ¥ (up-regulation & down-regulation) : 32 {4 ) 450 H 7T LA b # 4 B 44 ) Wk 1 % 26 9 5
PS4 3244 8 3h 24 vk B TR, AR E WD, BR O T A 5 240l 25 VR BE AR T OE R B, SZ AR B0 H B, AR
A B,

(2) 32 44 4 JB% 40 A B 88 (desensitization & supersensitization) : 3% {4 %o Bt 44 i 855 Ja% M B 5 B 4 i 7 F &k 4k
VAR AR . BB PR R AR O B, AR s BURME T R AR B . SR DA R AR E WA SR, E
BERREETAHEENEN,ANE FREZRELEARMFEARREFRRALE, WAEXNET LRENES
B,

¥4 V8 D 52

(Z)EMBBXER

1. XA ERBE

(D E 28 (dose response curve) : 242597 )77 B Gt 8050 8 AT AR R , LA Z5 800 AL b i il & (B 1-2)

D25 #1538 BE (potency) : 25 4 3K B e — BRI B BT F5 RO R B . 35 B[R] AE 10 380 0L B, T 75 791 22 8 /)N 1) 245 4 i
BERRA, A 1-2 Ik BN P I AZE Y iR E C>A>B, 25890 5 £ B 5 259 f 32K B 36 A B 2 AR sh
JEBIRR NI REA XK. BT RMMAEER AT NE 1-2 F sk A Ml C , H % A EDs 5% ECs
ST B2 5

@234 7 & (median effective dose, EDs,) ik | B KRN — 0 fr & I 25 Py ) & .

@23 ¥k B (median effective concentration, ECso) : 35 BB KRN — K 25k E . #EHE % T Ko.

@ H: K (maximal efficacy) : B £k 3X B F & B BT = £ 25 W80 . an i 1-2 WP R 3RE A>C,
B R RORE T 5 25 A B2 A R O A R, Bl R S8 2 M sh 2538 BB 4 Wsh 2 .

(2) BB 4k (cumulative dose response curve) ; 2 73 IR 25 ¥ )2 I AN 25 ek, e K B s s A B b
I 2 B — 5 2ORE A 25 0 ) 5 DA S BH P P s A N 1 T 4 B R AR AR, A2 4 ) X 00 D D B AR AR

4



FrfER 4R (B 1-3)

M1z RHmS
#p i %
95%

5%

Eg =
biilE

B1-3 REEBHHE

Q%A B & (EDso ) : (13 B R M B — 2k B MR B 257 & .
- OFBBUER (median lethal dose, LDso) + {5 HE H 1. 350 i) — 2 FE 1 66 25 7 90 28 » BV DA BE 12 S B ek I
FBARE.

@Y7 #E5 4 (therapeutic index, TD : LDy, /EDs, » i B 25 Y Z M EEIHR, TIR K, YL o0 8.

@ % 2Vl (safety range) : RBURAM LK I EDos M1 LDs 22 8] B BE B, th R B 259 % 2 M M35 45, L 1
T8 P TR 9T RO il 2R A BB R A EATRIZ5 ) .




2. Btk Rk o4 A H X
AR T 5 32 R R R T LM T A 42K
AWML
w@%{ﬁwmﬁ%
I e $sh 25
g L]
%ﬁ%{ikﬁ%ﬁ%ﬁ%

(1) 58 4 W3 25 (agonist) :a=1, 532 /A G5 & J5 = 4 S22 HORURE .

(2) %4> W32 (partial agonist) :0<a<<1,%5 A 2 1KJ5 BEA WA LA HHEA . S AWML, 5
PR A REAE T A B OB A L SRR BB 52 M3 25 5 24 5 52 M 25 J6AERY , o5 9 2 KR B TR M
BliRsEAER LAY TR THELNER.

(3) % 16 #3124 (reverse agonist) : 45 & R M5 SR TP MO/ . HAEFHLE N . 259 5383
TR P A o A 3 0 32 e e R R G, P-4 160 9 3 7 3 A 1 A B O3 B 3R M R R P A RS B T R
A5, TR T 33 70 32 ki, i B SS B0 285 O 4

(4) T4 PEF5 P2 (competitive antagonist) :a=0, A Fitk GRS ZHRE S A A HREASEZAE/E
FL R B TGO 2 AR . B R T AR AT A L 32 R G M A B A A SRS L — ELMEh 26 R B K
KA T HH B AR B R BB . ZERABIAR b, A R R AR RS, &
KRR AR AE

Fic fA

s

(5) 4k 35 4+ M 551 24 (non-competitive antagonist) : a= 0,/ A] 0 H#t 55 % 24K, 5| 2 2R 45 M i sk 28, (1 75
WA AR S IS R EEM. e, TR WA EE £ K, A A Bk B R R, Bk LT
B AL B RRFARZE.

A FhECAR EAE R 1-4.

He A B ZLME%,BARLMHA +IEF R RIS, B AL, (B2 ED50 R45;C K 5w ¥
2+ W2, DALMY +E e R . '

D
BN A

EDs #yH
1-4 BREEHBEHER



(9 ) %6 Wi 25 490 30 B2 ) BB 3

1. A F AR BT

(1) 244y A4 31 Bt - 355 BV7 T 32 AN 300 R O , B Ut 245 00 1 D 200 7 s 4 o 5 R, DA 3K B9 T 8 0R Sl B o 28 Y
AR RN, I R LA RS 0L T A B RIEIT A& DR RERGT KON R 2SRRI B KRR EIRITE.

(2> Z5% 30 B A0 25 25 7 2K - T 5 b 0 IR e e, i 0 KR O T DA PR B R L 25 R BE . B RN 2SI AL AN
TR N A . B S 25 Tl B i A AT R B 4R G BT 0 ) 408 R R B B L B R S % B
i,

(3) 245yt i B - % 0 245 400 00 R O R 80  o  BE 3% o R  BR Ah , BSE [ — ) RO R K A 25 W 4 B
AT 25 I RS % 20 B89 A BB

WHYHEER . BREFHRAAAREFEHEL T AN AYHHEERAEZR . in SRR
P9 R I A 7 B BT A 0 B8R P PR AR PR, SURT AR IR . F 40, ZER B WS R A MR, WERSIRBER. X
MmN EER AP EMEH, BR L EEERSRITAYHHEEIER.

2. Wik AR £ K

)3 30 P 2 5

OER EEAHTHEYEER, N HYHRBIE S 2 EEP R, BN ZBWE . #4EIJLb TR
RGMRTE, FERNEHNESRABEFARR, YR EEHPTEE.

QYR ot AE — e BT Y A BR3P A [R) , 76 3 U 390 0 e 2L 30 45 AR IR 10 A 3 AR A B I BE R
Bz, ExAa5RAYRETESHRARBERESABMERS. YN ERZEEEXNEFTIHBHENE.

QOFfik: ARIFEEEAZH  NEYHRN BREHTER.

QO RMEER

OPMANBERE AN AWEFRRESEHY I HAHRL, BRLGYAHAMEBNSRE LXEOTRAX.

QARG Y UBRHE . AR AR N Y 2R E A A RO 2 ) B BRI 2 R X R IR IR 2 W 4
AR BARARE

QHEALER  F BRI R 2 SRR, W RAR T LR . B 5 S 5805 DA K B 50 2 I R A 25 4
PREMESR. FUERESYUEHYHNEALBRESRE, LN ERESET RN MKE A LR H
BB AR LY I T BN E .

(B)BPWHAREE

BIE - “RAG=5.ARA RN RBBIGIT A BN , & #2595 K Ve B Al

1. 230 %K WHO HERZ59 B4 /e O BE, A B XM (adverse drug reactions, ADR) & #§
1E% FIR A 254 T 05 20 IRIT 5w S A B fE R B A F A5 A2 B 8RB RN, AL S
SEAHEAAAYEER RN .

2. 4%

(DA R B SRR BAR AR BN, R B B 5 25 9 4 57 B B A 5%, AT LA R 8 25 W 57 B oK Bl ¥
WK R F A A BR N A BIFER R RN BB

(2)B R : XFRFI B TR BN, >0, ML R B, ELATRBS . % W B 2 N A 57 58 OB o
RBi%.

PRI B SR HY H B (3R 1-3) .

F1-3 AHARRMEBER
x5 ; A B R B & %
5 biilb= % PS 7ol T 5K
RAER ] fi&




(& =R)

% 5l A B B 5 17
Fer-sk & #
P E %

BB o~ B
- R P 25 TP 2E

3 REAN R RR AL E SRR,
BRI
253l J1 2 (pharmacokinetics, PK) EZE R RIAEA I LG Y1 2 B 2%, M — R W T 25382
R FEEFE . PK TR R 2 254 B AR P 78 4k N A4 B a2 Tk 3 I s ) 3 A 1 1 78 R 2 3
RN, EBW R YR M4 AR B A P A DA R HE I S PO AN 3R .
(—)&mnakpdE
1. 25 4 42 4k A #9 % i3 (transportation)
25 HE R P I A R O SRR AN
AL B8
9 m#ﬁ{ﬁﬁl#ﬁ
B
ESRZ

AFERE
B3EH R Ew#ﬁt{
FahiEk
ﬁﬁg{ﬂﬂﬁ(ﬁﬂﬂﬁ

(1) JEEFL 12 38 (filtration through pores) : 7R /)N g 43 i 1ot 5 o 3h T A A4 FL Bt 5 2ok 40 i JIEE, K 4 7. 2 B
BTF%,

(2) B3 8 (passive diffusion) : EEE SRR, Hah R ESER B ERE  AHERRE. 59
TR IRV EA %, dER P ELAR B BB R A 75 Tl .

{HRKEZEBZYER A VLERBE , FEAR B Far il , B P X A 6Bl 1 , BN b HE i Bk h %2 3785 pH
MY AL pKa M, HERFERMTHAYEBRANEACENEALEARITHEE A ALY B, S
HWHAY . :

(3) B4k # (facilitated diffusion) : it I I i 8RR (1 2k & B 738 38 5 32 , 00k 38 6 B a3 i b 24
BE LRI FERE B, B 38 B R, A 41 4 i xoF A 2 R X R i .

(@)EEZ‘;’JEﬁ(active transport) : il i I b A9 B [, th ATP {8 B R] DA o BF 16 BF o e fb 2 Bf B 55 .
MEBREAYELXFH B,

8



(5) itk 2k i % (pinocytosis & endocytosis) : K43 T 249 BL 5 B 40 MO &5 A M 1 T 52 JR 5% 45 , T 46 AR i, 2
ERBGYE.

2. %% # X A8 J& (absorption)
M HHHR(GE 1D

®14 BRAMBAFNCE
a4 K I B R C |

FRAM | BB LA, 8 % R Cfirst pass | WRH
effect) F 4 fh M A T, 2280 B, 5 4t 2 4
Fiz>

FUB | SR AR I 6 R R | KB WA
ML B R AGW 5T RR
B | A L0, 8 5 FFE AR U A B | TSR s D BORIT R R A
IRt W A4 4, Je L8 0k | SR B R 254

A 125
TOKIESE | BB, 25U BE AT AR B L B, %2 | KB HORT 2
b, 11 J 22
SIBKIEA | SR AAIT BV, 7 BLFF A MR K | R R AIT 2
BB
BOFUS | Wb, B AR, 5 TR LR WA | Wty %
VS

WA S | Bl R, 5 TR ERBHAR | ZHRTHY
LELViPN

BN /I A | S - B B LB A T NS, 28R | 384> CNS 5% 36 97 » 0 45 &%
T B ABFE R K, /0 i e i R R

WA ELHEAE T 0 R GE A L X T R | B RRA T
BORBOR B, LR 2 S RMA N — M ER
Bk

Hi@R | apdEA | HXOFRENESBRLY R 2L
BEBR | o H : WA 24
RSN | AR A R X4 B A N WIT B2 R 10 254

HAES 2

EHSE

(2) 11 R 25 497 9 R i }

O KB (first-pass effect) : 254y 22 14 40 18 WS 5 282 I 10 # Bk A 76 JFF JUE P9 AR B8 U 2 2 e 8 9%
PR B  FROA B SRR . XRALAR B R L, R A ROR W EEFE .

Q@M 9 28 (liver-intestine circulation) : 24 4 76 JiF BEAR U /5 28 2o B 457 i JEL 3 HE A B J » S0 Ji BE MR Wi, T
AL XA S BRRIFEER . XX TFHYMFEEMKPERAAGEER L.

OF AN S LTI SE S



