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AL ek U R EF SEEMMarRR. MRERE, AAGEEEEAFNFES
PR S, 2R RHIER

WEH MR RS FEYE. BREYE . RRFFERNERBIETRAT B
AR RN THEE, AEEHRCABE-SE ~@RENTTTKF, BT HREE
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Hfgst r e el m e ¥ ERHER, #E T WERET KT, #8 7T HATFEIRIIE,
ESTESR e 2o S S bk &2t N
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BfBFshmE”. HLEY, EEFFRERETHEYRE, TEAINNSEFEEHNK
FRFST 7, FHEEREW, BAIRRIHERAFEAR. BREFRGEEHRT CERR,
SOASH BTN, REIESTEYE. BRAEYE. ERE, AL, BENERFEFEIRE.
A EE . (b, YENETESFLYERY, TLAEZERIATETHA%EH
%, A RERRCESRSMARERT . T, EREMEME, ¥ T REBHFNE, 2
BliEE XY EWE, BE T XAEMWBIHA . LA, ASEEROEE - FHBERI, X
ZRPEEE, L M) IAMIMFTEABNEREMERA TR, CHFENLRER, T
BEHRAEFEEKRIFRAERMTELE, TR AGHCHBFEEN.CEEZRER, B
FHIC. FHAR, RN, NEFSL, BHITE, LREAN, FMRHGERR
IR, HENFHEEMRANEARNOLE. FRIAGHEEREMESY. FREFME
FRE MR, ABERATEXFEHRONE, HN, BRAFGERETERS, K
W IETREN . Z5F A3, Ak, RREURREFSEMEY THFEWHEAEFERE. BT,
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AR EVRAER, NAREMERLE YL, AEFTRMTESARTR TEAEY
g AL S EANE., g, EFEESFBEHEVRESMH THELWHE., Lwisiay
FIABNT R, MR T S EENFFENEN S TEW SN T8, LHEY
HRAS LML BEEMGZEEN, MBI FHEENE L, MACDKBR S
B R A A M AR . XM R R AR R ARR R KRR R
BN, S RKEHEAGMARFARERTRIEENEBNTAEL. ®
R T BRI S B4y AR,

S TAHEFRELPH -, BUSFAERIGERM, Ao rEwErEie e
A, WG - HUR R G A B BT AT S, AT K L (8 B 2 4 3 e R A T RE 2L
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B B UG, MEEEHETEY, MEERHVRTEERIIRY IR, FARY
B ED A7 ST B AL R = I, BB EREE MR AATT RSN, BT TEEE
fk R EY T FEFRAFEAEAR, mﬁwmnﬂmﬁﬁ%@m%#%¢%Mﬁrﬂ@
SO TR R u%&z&%%ﬁﬁ%ﬁmmuﬁkﬁ%%m s, EITEE TR
B AE SRRSO EEKZE ; REMREEREZ m¥ﬁﬁ%WW%E§
PR & HRRZ S DS (R ﬁﬁﬁﬁ@% B, MELMPraE S0 ERoTE H
WL G R o AR, EREERT, AYS5Z2ENSe L5 ERER. 8L
AT R R A IR R BRI i B BT IR B 3T LR 2 R v R e R TR L B

fpepetdy A AR A (SAR) TRENS FHEEMRAMEE, 60 /LR, W
ZWHALEFHEE, BT EBEMHER (QSAR), VUM L EMHEME SR
SRR . SRS, SRS, BESIYRAE EERA M AT HEEEAMEE, M
iR ow FENBEUMELERERRBHEERNLEY. AT FamE
(40 20 AR AT S B R e Tt UM 0 B, FTLIE B T MR M R e e M.
By (MTX) fE T S i E BV A iR, AT P 20 8 & L BR T 35 L) Ha R R
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E£—F HEFRN

P2 Yt ORI
%% HWEANTE

PUARAHRE - EEERY SRNEE), RIENERNIE, ARR LM, RS
YIS T SR B, LENRYBLFONERR, —FESNEXNEYHTH
VERE LR, EEYAENBRSMLEENSER R E2E, ERENSRESFRAN
B B—HE. RAYSFHIANER, SHIRSHEANEDAST BAK. B, B
M. MBS RELFHRWELSEER, SIRHAYRE., HETFHMTXLHERER,
Ariens WM EA B REMRGR e, MM, HRAHMZEHAE. H1-
1 REFRANEERN EESBARRE. |

ZHAB (pharmaceutical phase) REFHLAFEFRIBBAYIAIS, 238 B 5 RAH R
BRI AR, SR ET R R B BURS . B R A RARRRI RS, ®
AL AT A AL T B AL A e AR R, A AIRIBE (pharmaco-availability) B[]t
B, BEREIERG EEER, RTOEEZREDHENENFRSL.

25X 31138 (pharmacokinetic phase) BIRZFHRE A\ B+ , [ EFH AR BENS 4.
SEHERGEHNASHESREAS. 0% AERBSERRBEE URERST
B, —ENBRNZNREALEFHEMER, EECRTREEPSTYRE. RlEL
BRSNS TR, RRMEE, WRTEENZ LS ERMLE. SR8
% (bio-availability) MZRINFEEY, RIEEHANELE.

25%(# (pharmacodynamic phase) B HHE B HEL 5 S WEH X FRERHE
GHEER, TERERXNWARLLER G0, 5IRE—RAGEWLF L YRR
fb, SEEW LT LRNB MY (EHEREE). X HEEEERAYAIENER. &
LN BRFTTE. RERAS TP LERIGWAHLENER.

o4 BuEANXD

ARSI R, TSRS RBESL. FWRREAYNSHENREL
. KAXFmAHEERER, SOFEORNBRTSFPREFERRILFEANSE
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WEW . mRGYHENSEREAEREMNNE, BSEHERRS SRR LEEX
f, NFHREREREEY, EEYNERRSEMYRLSHTES, TAEERSED
GEME RN, W NSRS RESY.

—. GHIERRLEEY . ,

?mﬁﬁﬁﬁ%%Wﬁmigm&$ﬁ%M%Rﬁ%ﬁw#ﬁﬁ,Wﬁk#ﬁmﬁk?
HRHTSREER., XAHYRECEARSKAHRNYEER, BTSN 4EY
YEE . TSk G H 2SR 2 B S MR L I 3 R 82/ . Ferguson SR T 3 &R RFUL& WY
WA, KSR, RSIE. REIEHL RN R A B AR N 60 R B0
fh, BEIUTRSUELE. ENOERELS ERYERERMRE. LSWREAR, 24
VA SN AT, SRR S S A R X F A TS
FRiiE . VAR IEEA AL, TANTUAMEN LRSI, £
e MR RIS IRIE A (BTSN 2 AEIPaES, BREFHTHRERR, BERE
MBS RARMEL, XBERIERNEEHE (thermodynamic activity), EXHETH
TR A, ETT, SME SRR EEAR M T £ r R R .

ARSI, TR R NS WA P/P. RIE, PSSR E
PSR P AR REERBE FTHRAESE M TFHEREHWHRAFEZE, B S/
S, BIE. SHFEEMRHRFEE, S. HEREFETFHRRERE.

PSS, BEH, MR G PR S, £, BRATRIR H 254 34 2 4 R R i iy
WA EEE., AXHAENDEREAORE, BEXDTURNEHERRTRESHER
e, SIS R R B (P/P. R S/S.) —HEK, K% 0.01~1.0, T
ﬁﬁﬁﬁmmmm.iLdﬂ&—&%ﬂ#ﬁ#ﬁké%ﬂ¢ﬂFE%ﬁﬁ%ﬁﬁﬂﬂiﬁ
HREE.

% 1-1 N HFRBRE (ﬁiﬁ/) P, B FILAHEAE (kPa, P,=101. 3XN/
100); P, % 37°C T A MM MMBSE s P/P YRS EEL: P RIS HEMBERRESH
WARRN. ARTFTURH, KNWROHATH, LEauERRs, SEAMMGIE
INEURBRME B B R AR S EHBRRE, E58MRTE 37 CRMBRSEMNLE, &
LIF 4%, 7£0.01~0.07 Z[H]., BRIB/—ARERRIELY.

FEMAES B2 B R RN — R 3 5L %, RIS RBNBEW
TYREAR, KEAETAEARNE, SR, RRE. pKa, S FRELH, B
GER WA EBEAERER, UEREORERRM SR, IGHRNHNESFE
%%ﬁ%%%Aﬁ%% mﬁﬂ&ﬁiﬁﬁﬁﬁﬁ,u&ﬁmﬁﬂmemﬁﬁﬁ%

. BRI
, ﬁ%&%%ﬁ%%%%ﬁ?%mﬁﬂﬁm%%.Fi&%%ﬁm%ﬂﬂﬁﬁiﬁﬁﬁﬁ
WFEMGIERYE, EEPATSHRNERRST B EZARETLHREHEAR
A, RGN ERNE. 4FER, GBRARTR. YheERE. HEEER.
AT GHERFERRUD , URFAZASE S N TRER, SEH~ERARENEM,
iR & A B B TR M 9 L P SR 1 T
EXAT Y, ERNAMTS LTRSS EWEENRAEL, ROGRENYE, WA




e R

F 11 FRRUEHWI R ARSI

fk & N P.(kPa) P.(kPa) P./P, P

N:0 100 94.7 7906. 0 0.01 1.4
HC=CH 65 : 65.9 6892.7 0. 01 1.8
CHsOCH; 12 121 813.3 0. 01 11.6
CH;C! 14 14.1 786.6 - 0.02 14.0
N\ 5.8 5.9 253. 3 0.02 31.0
CoHCl 5.0 5.2 w.3  0.02 40.5
C:HsOCH; - 3.4 35 ©oner 0.03 ' 50.0
CH:(OCH3), 2.8 2.8 84.0 0.03 75.0
C;H;Br 1.9 1.9 . 96.7 0.02 95.0
CH:OCH,CH,0CH, 1.9 1.9 84 0,05 100.0
HC(OCH,); 1.0 ' 1.1 4.7 0.07 - 120.0
CICH=CHCl 0.95 0.9 60.0 0.02 130.0
CS: 1 L1 .7 0,02 160.0

CHCL, 0.5 - 0.5 3.2 0.01 265. 0

AR ERNE T, EEMP—HEERONE. HmESEs - AR FHRBR, X5
FUREDE (5-FU), MIERERGRMY, % RNA SR RN LTRE, 550 MREsE
8 4 BN, NRAMRZEY. B RRM NCH; #R N-BFE, AYRRFLRX
(isoproterenol), HTEWPHRENTE, WERAMES, SEFBEEER.

SEMEE RS R R RN, BODSEEENT 0.01, HiEERE TRV
HEEEKSTERERESY, HEILHN%—5N. KSR TESm O/ AitE
ML, BE RS TFR Y 200 AR, FHME lomg SIEBAR, MIH 6. 02X
10+ (200X 10°) =3X 10" AT . ARAERMRERKLR 3X10%4, —LHH
I RE 1 X 10T, FARTHSREANHEE DOMLTF, MABR ARG TFRY
B 3X10%4, BR, BIEWH FATHEARS 3X102/3X10° =10 MEASFRE, &8
ﬂmﬁﬁ&%%TA%ﬁ&mwmmﬁﬁ%ﬁr Tl G R4 F RIS A IOLIL

HE=H %%”%%ﬁﬁ%ﬂ%ﬁ%

XFHY—SRAEEANFRNER, BETHFSFIE. BEEDEFAS TERE
R, MAKEMATIE. BROEH. IENEDER. EARNE. BREWEERS
. A A AR RS0 A ﬁﬁU\Tﬁ. ETBEE%?K*J:E%%‘%YFHB‘DH‘&]‘H&E

. 5#EFH (occupation theory) = :
% Z {645 F 8 5 #8242 1 & Clark il Gaddum: %zf'ﬁ SrmifeAnRRERER, ¥

HHY— FERGERRLG, ASHREANRESZEAEAD T FERNMERER, 2
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L G - g

Ko FHEEEE, ABEHBRERLR, THTAERER:
R+D :v——L*DR E

R ERHE &L IEMNFE 24, DRZY, DREZFEADLIE AES) W2E, EREPHN;
k k. AR REDEREHRBANREEANEOIHRE . ZERSENRERRTR
FECHMORENRAER (GEF) NREHE., YeWIFHRELE, LR,

IR REETEREEEEEAS, M, BRSNS ESRE AT
(L. AT MR EYRR; FRWMshm B ERE ST EN B ERHBERARE
?‘E%j&xﬁf

. ¥UATNAETFESR

Ariéns T 1954 X G B E T REAFEABIE, BIRMS (affinity) M EFH (m-

trinsic activity) 2. HEPIAN, HY—BSERTAERSIRBREEBFESAR: 1) 35
WEZREERSER, FEEESY: (D 1’5&1‘“%9‘]%‘%&9?‘1&%&%&&&%%[

BAATHKA 1 R

D+R-==DR E o -
LM DEZERESERESY DR 1‘5@1-‘!’-&3‘1‘, WX, B
k, (DJ (R) =R, (DR) @)
(D), (R) A1 (DR) ﬁ'ﬁﬂﬁiﬂiw &ﬂ-fﬂl"%&‘]mﬁ X2 5.
= e
Ko WEEYHEREY, & RIr ﬁf&ﬁﬂﬁ\mﬁ, ) L
(R)r= (R) + (DR) @)
B 3495, .
R g e ED] <
Y2 WF A ST, & HFBIRT Emax, - .
Emax=a (Rlr ®
) (DR). _E :
BT Ry, — Fmax ™
2 E= f{?fccgjj @
FHE S RE, NV E SHEHHIKE D) ZRENHRRR, B8N E:%ﬂﬂti& #—%u,
By 1 Emax f(mf gg]] Ko= (D) Y

Bl 2 o BAMN ﬁﬂﬂﬁ%?ﬁﬁ%*!“%ﬁ‘]ﬁﬂ#ﬁ Eﬁﬂi%ﬁl&ﬁﬁTﬂ‘lﬁﬁE
3%, .

A1 PRIEAEFENSHE k.. T ’

E=k, (DR) - - - Qo
Wk, —1 0, BERYESHTLIMIRRAN, ZEHHETLMBIF (ull agonist) ; ks
<18, N4 B3R (partial agonist)) ky =0 B, X % ¥ 3 H M (competitive

5




antagonist)

WA Ariens B, ﬁtﬂ%]ﬁ#ﬁ?ﬁ]#%%ﬁﬁ%ﬂﬁ Eﬂﬁ%juiﬁﬁtzﬁﬁlﬂﬁﬁl
&Y, BRERHF k<D ﬁ'miﬁf%ﬁ, TF‘iWA‘M’FFE XN EEENLED (ks
0, RIAFHTIER. :

Ariéns iP5 B2 RAH TN RBBRELYERANNYYE, WMEIHARTINSR
—ZEEE, HFEEARNRR. ﬁﬂﬁﬁ%ﬂ\ﬁ?ﬂﬂ‘ﬂW*ﬁ%ﬁﬁﬂﬂ*ﬁ#ﬁ%ﬂﬂfﬂ
L.,

=. KPP (charniere theory) o

WMAFIMFRATURZBRREEFHES, FAHEEMFREBERER. RT. ¥
A REENG B - A& MIETHRE . T MEX —B R, Rocha M Silva 2 H Bt 8K,
A SHYE SN SREH ML () KRB, TERDROHEALES: @ ¥R
WAz, SRPFGEREERAEER. BINAERANBESZERBULE, XHEE
ARRAHHYFRES, FAAESYE, ERRNTLELHAR. BHEBIESES
EZKERRTBLLEST, ZESRNEHA, Hﬂﬁﬁﬂ}\i‘tlﬂﬁﬁﬂﬁ, L7 SR AR B 2 3 6y

CRIER. PSR H B, SWSRMENN Y REEHAZRERY

e,

M, P

Paton il Rang & H B 45 (rate theory), tk)-’:lﬂi% MM e 52k HEm
MBERE, BHROGLHRSRSRSEANNKERLY, TRSAMNINENLFRZ
B RERE L. BRERSSBERNFALE, AREERBEORRESBL
LSk, %EEEDE%%5%#%?@%‘%$ﬁﬁﬁﬁ$%ﬁﬁ,ﬁ%%&#mﬁ~
Wk, MY AR—% ‘BT B, |

W S 2HME S SRRBRR, TANRERXTESEE, BHAMNEARSLE
W BT A%k Gk, ERFNMGSREXFREEE, D TREEREN.
R LA SR T R Ak 1 S R, PN SE SR U 2E S| R R = A PO AR R 2 W, 7T
A7 S R M . SR A R ST B PR TR WS b Sy MR 7]
#ﬁmmgﬁﬁxmm,@m~gﬁeﬁ;ﬂmmﬁ,uammwmm%ms&mgemm
8 A

ﬁE#ﬁMKEZﬂEﬁ&me§EH§wQ , IRBAEMER, XSEFRY
B3RHF & &K%&ﬁ%ﬂ%tﬁ#ﬂﬁf—¢ﬁ&%ﬁ%m T S HEHHYN B—4
Y LRI .

R, #8584 |

Koshland Z£F KM —MHEERN, RUNSKLZRONFESZEWE, RERSRES
23 (induced fit theory) HHGW—BRGHEIEN . SRREROELEBLR LEERE
MERULSEYE LM, BESRWHELIEAN, B8 EEATERNMREETORRS
REMBAL, BUEETHMESS. XFNRNFRTLRTYY, TUEK, HERY

BRI — SEME, SESHMESMERE, HRRETEHML. MM 52HK

FERREE  FERNERTIIEEDFEEBANBREREEE BAREESRAEAREL,
FESREREMNHEELRARTRE—N, FENEYH TESZEREN LEBUR

N

RIS AR =
[CRII RS 7 SR £
B aid aiy



