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agonist useful as a bronchodilator in the treatment of
bronchoconstriction associated with reversible obstructive

airways diseases and the like.
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*A]-F &
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CH,4
PhCH,0 OH

\”/OCH;,

0]

ERAKRESAHATRGEM(LT 23%2.6FEF)
&K THF(17T E# )2 B R Y SR ibwm TR 4B R(S5.3
@ = 1l 0MmmETHF ¢ 53 £8 5 ) & 5 R T H#E-
BRELASHMAETE FHHELIHE XK TLC 4 # ( EtOAc/
e 1 1) Bar 2R E - A EtOAc (200 £ # ) # # %
RERAH  UERAK (2x120FH#) #hmk» RER
K (MgSO,) ~#BE - RER/INBEGESH  RF & BK
#h o B 1 1EIQOAC/T R A AR AR OB ERR %
(2x200 2R )bt R E[ARnEdEDH U
£ CH L, FPHBERBEAANERF|- B2 A &ILEMBG R 54
’ B2 REFEEKRY - et 2.6 2 REYME ERE
(deblock) #F 8 £ 1.2 2% (56%) #hiL L H 2B 4 -
T B DEFE[2-2K5-5-[(1S)-1-5 % -2-[[(1R)-2-(4-%

ARE)I-FEAAIBRAITAIXREA]-F &

HN
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€
o
I

ZT

CHs
HO OH

o)
je 5 B HAY (300 % > 0.555 ¥ F) -~ 10% Pd/C

(400 2 % » &£ B %) R EtOH (30 £ # ) 42 A5 M A& 50
® psi(344.74 kpa) (£ & ) &4 22 ) - f& 4 1L # B K & >
U EFEE ARG ABFFINERAILS > bk (200 %

HN

T8 K FE[2-84-5-[(1S)-1-5 X -2-[[(1R)-2-(4-%
AXE)I-FRCEIBRA]TA]-RXA]-F a5 - (28,35)-2,3-
—rATHhR=_8 (1:1) (#8)
ed FPRDFY EHBEERGISOZE L EHEN 0.9 F
B i-PrOH ¢ - Hfw 151 £ % (1.00 £ £ F)D-8 % 8 » 0.3
ZH e H,0O P2 BR -BRERSHHEHFALE 5°CTF 16 18/
B - RAEBALELELRER RSV EITHRBEERETUABLBR S
BHEHAELRBER - A ABFKL IPrOH (& 10 £ ) ¥
ReABEA R AEAR(ISEH )OABELDE(R) -
BHE 3 Iz HBAEBE - B AHHEHR - ARF
MEZER® A 5S EARARBRALE RAAZTRTAZH
B 60/ 8% 28 45 | 480 £ L B2 BMAIL 4 > MS m/z:[M+H]
361. 'HNMR B % 835 T o) & #% — &% -

™
7}
oy
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By v Bo ik & & B AL F & & 5 #

#dh 2RS4 R & ["I]-8 3 % % @ (cyanopidolol)
% [PH]-CGP-12177 # 3l t A& @ B A P, 28 (KR AD
CHO wmis ¥ ) 2 H XL LMENRAELALAHHENE
EREP P2 HO R AN - IC5o0 AT AR B T4 50%H
K FIHEELAORE K A# ICs oIt K
M B F Kp3t HE M R & (Cheng R Prusoff’s # £ &, )

EEBEARBRY O BRETEH 169t He K >10 pM >

@ B cBERE20UMBERAEP LBRAERE 099 (M B R 3
HoH 44% 8 R E S o Bi/Prth & AL Z>10 -

B BRMAB R R (arformoterol)fv 38 X 4 B &
(S,SRYZE# e 5 % & 0.155 uM (B,) ~ 0.004 pM ( B,)
Fo 41 (B,/B2) A A& 2.50 pM (B,) ~ 0.075 puM ( B) #= 33
(Bi/B2) o

AEEMS>H (B2)

ZRCE AT ER I MAE AN EABERE AR
_‘ » CHO mpe P th A &4 B S 2 cAMP 4 X 3 oty #
HoHmBBEATARMYN L & F H & (procaterol)3f % 49 cAMP
W EZREY-

BRE®G 1A MBHE T9% KRG EH -

By BFRATBESREPSOSRBEFE> NAEA
98%F0 91% ey K B & M o

Bi A B, B b gt (haetrey)

# & 5 8 B Dunkin Hartley X 2 § 894 v & ¢ E & &
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M % M ( positive chronotropic effect) %“ WA # ¥ LK £ B,
SR YDEEREEXER - T RAKRZ S50%89 R E
ECs °

# & % % 5848 Dunkin Hartley X % & 89 8 2 K % A
ETHAHEFLRE BB SDAEARLREER - FERAK
Xz 50%8 R E & ECso°

EBRETERY BEREZHFTHES 1S HE B
M Ay ECso» B A £ B E 30 pM R £ & 2] 3 /v 20% . Bk

@ x oA THH ILOHEEREN P LR ECs b
62 nM o B/B, & # b & >484 -

TR EBBOBAELEESRRS 3 oM (B;) -~ 0.041 nM
(By) XA A& T5-°

EBEHEAERTHAREN

BEREEG W BEUATERANZETALESY -

e ARAREBA~B0E AN TRAILS YA 150F A8
0.00SMEHRBEBEEHERTY » pHS5.0 (~0.2 ZX/EH)

® e R BUBW T BANHEA M BHER AR
3 p—MEEREFEBA INHCI(~0.2 EH ) HiEKt
pH 14 8 % % pH 3.0 -

e R CEHBL T B RAZ0EH NG EHERAS
#3825 —M@EAAEEP B A INNaOH(~0.2 EH ) B EXR
&) pH 14 A # 2] pH ~8.0 -

g NFEE pHAE A A 1 NHCI &% 1 N NaOH # #
TAB AU ERA-B-CTYTHXRILEHRERMEL -
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B F R

o FPMlBKR —HHBER MBI HEHEEREB I
11 P HF 9@ INMEBAEL-20C XA B &85
% 4 30°C #u 40°C -

o £ BB THMMMBIK-20CHEHETH L &M MK
o> % A5 4 30°C Fv 40°C -
e HEH/M(30CRAC) MU BHRBFTET £ -

AR A PR 6 0 | 4 | 8 |10 |11 |12
@ BT B 1 80 B

(30°C &% 40°C)
¥ 128 BEBELE20CHEL B IRLALE
BEESR  BREPEOXRMHER -

MASH AL 1288 HPLC F ko M A A 81 B &
2 pHSHHE ORAGBERFEABRERR - AA UV @R &
HPLC ¥ < Blie o (FExBEHL2A L 1)

12 | 8 4 2 1 0
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<

% 1 HPLC # % #% #
% ¥ F ik ta &
. Atlantis dC18, 3um
ks 150 x 4.6 mm
K /HCOOH
¥4 A 100/0.1, v/v
8 48 B ACN/% /HCOOH
30/70/0.1, v/v/v
% i B E 35°C
BRAEREBE 5°C
X 4 88 FR 5%
MR 0.6 £ # /4 4
® K PDA 200-350 %& %
¥ F i R 50 o 48
0 100 0
. 8 100 0
R R 15 70 30
45 5 95
46 100 0
50 100 0
* 2 SEP-229115 £ KE R ¥ 84 &
(£ pHS.O Tan R E &% (0.19847 £ 3, /E 7 ) )
% pH 3.0 pH 5.0 ~pH 8
B%' Faﬁ
30°C 40°C 30°C 40°C 30°C 40°C
(wk)
0 98.31 98.31 |100.20(100.20| 97.78 | 97.78
1 99.95 98.87 | 99.68 |100.40 | 69.33 | 30.18
2 99.12 100.33 [101.08101.07 _50.77 8.85
4 100.91 |1105.71 |101.59(102.09| 27.72 0.52
8 101.16 | 106.72 |105.28 {104.88 6.96 0
12 101.54 1 106.51 |106.61 (106.74 1.24 0
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S A PH3 X S BRETHE 1LIbbHERELE IC
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s KRR ED 128 -
G ESETED
£
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®
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103 4 A 18 H&iE

|
\ 2
T T T

——ﬁ;ﬁ(lﬂb’a‘%@; | NP & iF.
F "
N
CH,
HO OH
HN OCHj3 |
T
® (1)
XREBE LT HEXHB
PHRBFFEEARBE 1 Anitd o AR D-BEL®
B ey A o
3.4 F A [2-54 & -5-[1-58 K -2-[[(2-(4- % XA )-1
FRACAIEAICA]I-XR IR THREEABHORS D K F
BRAMELED IOEFTNHEMEY
(.:)H
® A

CH,
HO

OH

HN \H/OCH;,

o

A BREFFEAHNELE S 3EBS R
B L BB YK

e EFTHZEHMBR

S—HEGRBFFEMNEBAE IR 2BAMT RIS

| =
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103 £ 4 A 18 H&H#H

My Fik o SFFasEBaAX(DEASAHHa TR XD A
W R

HN\\H//OCH3
@

O
(1D)
EY P REAARFREAMGRE A
P3NH
CHj
OP?
(111)
EYPPRAARFRAAAREALP REAXFTRMAHE
3*
,‘ 4% 3@ X (AV)E & 4
OH p3
L
CHs
PO OpP?
HN OCH;
T
(IV)
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10344 B 18 H&#H

LB AKEBREMEEAP PR P RRHE
TR O HMARBELTRSOBEMARB -

6. -~ REGRBEFFEANEBEZIRNIEMZERZIRS
MKk UA xS BBRX(DLAH R TR S

R
®
HN \H/OCH3
(@]
(1)
£ F P REAAEEFREAREL
P3NH
CH,
oP?
®
- (111)

AP P REAABEFREBARERALP KA X F 12 8

s

43 2@ K (IV)E & 4
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PPR A BEF KK

(e}
I
R

10344 A 18 HEHaE

CHs
P'O

HN

\H/oc Hs

0]

(IV)
KRB BIRAIETAAER
2 HREBELTHERGEK

A B

n,‘F'#;

£ Ao B o
7. @K (IV)EE&H

OH 3

T
N

0

(IV)
xHEB

AP PR PPAEARAARE FREARE

opP?

PR R PR

%A R
APt TRAP PP PHYZE
—HF R EABREL -

8.— M B & mmdy o £

SREFFEHNEBRFE 1 & 2
BHEZRZICLGDEIRBEFIFHFEHNEBRSE 3 % 4 AL i
Z R A

MBEBRELETHIHORA -

IRBFFINRBAESANBLa HEt—F e
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103 £ 4 § 18 & E

2 48 B &% o

IORBYFEHNEESY IR BREaRY  HFPIZH
Bl 8 & 4 # % # (beclomethasone) -~ % % K ¥4 &
( triamcinolone ) ~ # R % % (funisolide) ~ % X #
(mometasone) ~ % T & % & (budesonide) & £ % + #
(fluticasone)

INARFEFFEHNEEDLZEEZ 10 TE—RANE R 4R

o Bt —FaL2EHFEHRTEERA
® D RESBEHEEE | Ao SR ash A bul

H obr % B H B £ 2 & £ & (Ipratropium) &% K € &
(tiatropium) «

IBRBIFHFEANEEH L 8E10E T2 — A B % 4Rk
o R —FeasiERE e

AR BT FEANLEE I3EVE L2t £ FER
BE sk B & ¥ %% 4% (glycopyrralate)

IS BRBIPHEAKE S 82 10 F1£—Ae B %4k
th o R —Fa >R B -

16 RBEFHFEAHNEB R ISHEWE LA £ FHL
RE A G HE - LB FRESE HRE R 2-MRAT KR
iR B -

1T HRBFPFEHNEBRLSEI0RFTE—BHE & 48R
M R - asnBE XA -

1B RBFEFYHFEANELEAE 1ITEHB R £ FHEHMN
B RXBAEBERLRFFAA(TNFa) & =K A KB IV ¥
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’ 10345 4 B 18 FBRAE

BF -~ R/RHERFEXNE F4 IL4 5 ILI3 eh 4 A& -

19. —#ANGHRATENRSREMBRELERA MO LA
EWEH B LAY HOSARETORBEYFEAN&E
# 1mai s -

20 - HRBFHIAEBE | A bsbpzAE - A
HRAPEHEAATERSREREERAMOSIAT K
Y2 B ogh oo

QIR BEFFEHNEEBSE 1R 2EAHLEY  EEAR

’ -‘A% °

a TR

M BRBEBIPFEHN GRS SEHEEORLSW Rtk
G B o

23— HRBEFFEANLBEBF 3RV EBRY RSO
B EGANEBERATENRSTREREERE MO X
AREWKRMBZ & -

2. —RRBLIYFEAHNLE R 28096 AR - £
HRAPEBHELERATEL ST REMRERFAA MO XLRAE K

%Z%%a% °

+—ER
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