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D RELTFRETRAYBERT, MABALTHRAL, EALX,
HATREACR L, FB1-FR-3- (4-2EXK) - Ak,

@ BEBANETEFTRY, ABLEHOITERLERFZOTHEH
1-FRK-3- (4-8BXFL) -ABRUREFLHRLE, BHo-2 -5
ARUFETESTURCE, FRERFEWE ERROM T TRBH R,
FHiF BB TRRRSF A MR, F5] 1- (4-£EKK) -2-(1
~$ﬁ 3- (4-XFL) AR,

@ BEOHTHEHHRAFEEEIRSFR Lk Y,

2. RERAEEK 1 89F5%, AP EOFRENMREFEANGEAESH
689 ~ 2067kPa.

3. MRBERARR 2G5 %E, KYRABEN 80 -100C, A AAFE S 2
~ 3 5B,

4. RBAAEK 165 %, LFATABEA FiE,

5. ARBAAEK 1 6953, ATYREOF Ehuldkiibh 9: 1 8T8
L ETHRAEMBTEL L.

6. RERFEK 1 HF%, EFPFQFP1-FH-3- (4-£EXKE)
-~ AR, 0~k -ELAFRCFEMEBRMERLA 1 1.01~1.1; 2~3.5,

7. RERANZL1E T, EFEOTHTMWATERRKELS.

8. HMIBARAEK 1 hFik, AP RO FEIMAALL - FMKMEALR
AT #4769,

9 WRERFEL 8 5%, EFPRMUREEBEN 40-55C, KEHA S
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—Fp R LB R AR Ao R G F o BT

HARARR
5 AL P A —FR LB E (PHENYLETHANOLAMINES ) #7 %444+
RAnF)E 3eha 8 3 8% 3 [RACTOPAMINE HYDROCHLORIDE ( ##% RAC) ]
R &, |
LR 5%
RAC B FRTBEAAY, €25 TP - F LT R,
0 AP EARZOERFRAEANMEL, ERTHHERARTRMGLEAED
2 EAERGHER, RMURERT ERE AR —LZIANHENL,
RACTOPAMINE HYDROCHLORIDE (RAC) ¥4 % 1- (4-%%
FE) -2~ (1-FHE-3- (4-£EX%) AL) s, £k
AN-[2- (4-£EKK) -2-2FXTHA]-1-FX-3- (4-£XFK)
5 AAREEE, HAREHRXN:

CHa

[HO—@—IHCHZNH&CHZCHZ_O-QH] HCI

RAC # £M4L% 8 (ELI LILLY & COMPANY ) H#|&5h 69—+
AR EFR AR, FUEAE) & ireg$ ) (£ B $ F) ¥ iF GB 2133986A, 1984
#3878 8; BMEAFENO 0117674, 1984 49 A 5 B ) f5h AT LA
ey R AR R T ARk, STAA B4R S48 64-F %) B3 F (ADG), #2% (G/F)
20 FRAFE,
i+ LEk, AR keBhERFEFHEFEY RAC AFH
B R AR 6 R R S R Aot AR ATT RENAL, SRR
h RAC 8432 543 10% A4, REFHAMES- 2% URRZHAF 8-
9% B st R A AR GEH PR AmiE & (20ppm ) RAC 21 B ¢ Rk,
25 SAHETREER. ERHHFREY, RAC #8HXIER AWt 5
WA ABER, R, €558 RAC AtEAH atptimmfl, &84
FTHRRE D, NWEAILA AMGREES S TR, &N ERS TR, ém‘“RAC
AR R EA REMERARKR, AL —IHDY EREoHH
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AXRACHARS %, ARAAYUIRFIANABT T LABA.
-HEEREAXATEA (RBEA ¥H, GB 2133986A - 1984
F$8A8RA) NEHHEMT*.
1 MR & FRFest —REXTHEN RS ARAC -

™ T
CsCHLC
W Ho <)~ CrcHC =0 — CHGH0 <)~ HEC =0

10 FK N, Raney mm:2067k‘?’a= s
» > CHCHO @ CHC 2
CH,CH,OH CHOH |

CHCHO
5 @ HO ~©—?HCOOH ———% CHMEO —@-ciﬂaooOH

OH OH

CH;
20 |

() CHCHO -©_ (lI-IOOOH +  CHCHO -@— CHCH,CHNE,
OH

25
o
—» a0 ~{)-CH - CNHCHCHE—(O)— 0TCHs
DCC.DMF l
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@—l
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THF H, 413kPa |

BAEEHORTBEEL, RARRFEA R RO MERAF %
L% &, L #%&RACARFRS -
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2. A EARCH kMR £F80 K4 mRAC .

OH ?Hs |
HO ——@—‘éHCHzNI{Z <+ O=CCH20H2“©’—()H
Ha, Pd-C -—@——CHCH;NHCHCH:CHT—@—
379kPa :

Cl)H (I:H3
HO@CHWMCHCHzCH@OH. Hel
GFTEREREY. 8. bR, ARANEER. A
T # & RAC AAER® -
S P EAEEARAIRERRAERE . FEFTFHEA (T
15 BEWEA, 94111947.5, CN 1116620A , 1994 % 10 A 31 B) 4
hk, BARREARELFRARM, BARTRBLRE, REHA
mE, HBFHBLEe -2 -HEAEXLMPZLRAREBATAR
B, BRAEAHBRACFEY, KAkl TREX#AT:

20 P NsHCO, o
() Ho HiCHZCCHy + HaNOHHCL ,—~ ~ HO CH2CH:CCHy

10

CH,

NOH  Hp, Raney Ni I
2) H0—<: :>—-Cl-hCH20_CHs T 3050 Ho—@- CH,CHCHNH,
(i3 ?
) I~10‘©—CH2CH2CHNH2 + BrCH2C ‘@OH
CH3
30 L N(CoH3SY3 uo ? ?
THF. 43h ! CH2CHpCHNHEH2C OH.HCl
2. Hcl
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M f
n Ho@cmcmcm}mzc@—on _HCl —‘*11;3'9-
gra O
Ho-<<::>»-CH2CHZCHNHCH2C, OH. HC)

RS RBEHBRELEHHE LT, REZHKGNIRE, BER
I F RN BHF. RARAI GEAFEA ARG, i+ F
BRLRAZES 3 Feh N- s ACE R > 4K (20% - 28% ), HrhiEAAL
5 e,
KA A%
ATRREREAR. EHBHFMEY RAC o8Ik, AERARE T —
Mk, RRERN. HBGLFRM, AME. B4~ 25045
% RAC.
10 ARPF i QIETRFR:
O KELTFRETROFERT, ABRLEHRAL, BALK,
HATREAE A, FE1-FR-3- (4-£EFL) -Ak
@ BHBMETEERFY, WARKKNFRZOTG > 1-FH -3
- (4-EXRE) -ABRUARETLHRLE, Bho-£ -FEEART
15 EETEZCMIE, FRERFEND LEARSYY, TEHRHBRLH )
i, B EERETHRERATMALMMEE, 133 1- (4-LFEFXHL)
“2-[1-FX-3- (4-2EXE) ARXILRERE;
® KEOVHEHATEESIAREIFE LREHX F% RAC,
ALEPFEEETPEEFR 941119475 + 354 FRH/FRBEE
2w FZYHR, ARABHFLAJATRIMCEE, WAf. AAF-HH N-
AR E, CAIY ERATTEREGH, BRES ST, KERZK
1%, 4% RAC A FHERRRZ, RARRBIK. LA REBE B
TAEX AT

1 H()O CH2CH2CCH3 + NH3 + H;
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_CESOH Ho—@cmmgzg
Raney Ni
; 2
2) HO‘©—CHzCHz CH; + BrCH OH

1) EA\H20, Cat. ?Ha ﬁ
HO@ cmcmcrmncmc—@- OH. HC

2) HCI

W H

| fo 9
‘@T%%’ m—@-cmcmcmcmc&-@-orl .HCI

3) HO@CH;CH;CI—WHC&&—@—OH HOl 2
] |
HO@—CH,CH,C}NHCH,CH—@—OH- nal

BAREETRETRNOE (Flr FTERCHE) BRY, AR LENL
M4k, @A 689-2067kPa RA, £ 80C -100CHRAE T, #ITRAEAM
B, BEE 2-3 B, iEREZMEAR, BEXRE, ATTIKR, A5
BERAH 100%. ALBRTE: £k (9: 1) ARSI EL S, FFEFe
CEAARATI-FR-3- (4-£12FL) -Ak, TLEREHNTEHIT%.

ZFREAH N-REAR R, ZEAREGXETR, TR 6
1-F4-3- (4-8ELXKL) -A"AE, o- & - FEEAXTRFKERLA
GEERILA 1: 101-11; 2~35, ¥HBMGTAER TR ENGKE, #
AN EHET R BMAER 1-Fh-3- (4-£XKK) - AkfiE
FHLKRLE, RA—ANPMERGEREL, Blo- 2 -MEEARXLRE
THEEHLHRIET, FHEREE LRRSYF, =+ 04EHE
4, TR 2-25 ME, HEREZEN, IFEKRETE (K4AF
B3 ) &, BAASBER, B, $E. BaEREAATY 1- (4
~HARK) -2-[1-FE-3- (4-£1E6X}) RARX])LHEHRE,
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HFHHFEA Y%, BERR CERRARKELESR, FEH90%,
RE—FRHEREABI, RIEFEEF 941119475 #7 kRATH
JEEA., B AR ERET LR, e ade - ERRMAH, £ 40-55
CRETAANRA, #HF, SARLE 5-8 o, S8, AERE, A%
s TR EEK, Fihh N-[2- (4-LRER) -2-ATHR]-1
-FR-3- (4-FEFKE) AEL%HE (B RACTOPAMINE
HYDORCHLORIDE), &% 100%,
RS R RAC $5 kR E R AT, BRAER BN HRGLE RAMH,
BAEGAE, TRV, &ML, HTFRESHEN, FRYR LA =N
0 FRARET, BTRZKERE 0% A L; SKREZT 95%, BAS
FREART A, RAARA F R AEFHTIRE; BEA BRI
Ry FRAEF RBYA.
AT 44 AR RO REAGFiEEL—F A,
AR FEHF N
15 SE4R—
1-FR-3- (4-8BEFKKX) - ARGH &
E—AEBH 250 EAHBEHEEFHALETR (0.1 BER, 164 )
Fof by FEEER (15%, 150 £H), lABABMLA (£ 15 &), @&
A 1378kPa &4, £ 90-100CTF, #HHRE 2 1. RELR, TER
20 HZEHEAR, ABEEEHERERERMZLEHFOECRR Y, &
165 %, MEDEEEAH 100%. HE=HH CHETEARETKR (9: 1) 6
RABKMATELER, BOCBRKNY 1-FA-3- (4-8AFK) -&
B, ARE 16 %, FEHAH 7%, MF m p 114-116'C., =ty tibsids
F NS L

'THNMR (400MHZ, CDCly) 81.14(d,J = 6.4 Hz, 3H), 1.65 (m, J
= 8.2 Hz, 2H); 2.58 (t, J = 8.0 Hz, 2H); 2.91(m, J = 31.8 Hz, 1H); 6.66
(d, J = 6.0 Hz, 2H); 7.26 (d, J = 6.0 Hz, ZH).,

s EAR
1- (4-g2A¥F4) -2-01-F£-3- (4-£EXE) AEAAXICT
AR 2k 8% 3 6 4l &



00104734. 5 oM ET/8m

10

15

20

25

30

A—NEE 150 EKF 100 FH T8 T8 69 K AL ¥ 5 A B4
COI0 ER, 106 %) oo TRBWE (05 A) . AleAl - FA -
3 - (4-2KXK) -F"k (005F%, 83 %), HirEMmAmina
Wi . Bo —B%-4-2E5KX28 (00505 FFR, 109 %) ET 80
EFCLRCEY, BRAWH LARERAMT, Ao L —/NiEak
Hey Ak g . ERTHREBERLEA N, X$9 6EENE.

BREHE, #HiE, BRAK. CRLE (25 FHX 2) 25k itmi,
WMEET, ARBEKLET 120 - 150 EAPEERE, B A3IM LBE
B BRR PHME RN . TBRAE2 - 3 0, MM Bind,
wmik, BEETHR, HASE 1645, %4 953%.

AMERH A K LB ELSE AT TRBGEN RS, E 151
o FEAI % . mop 1945 - 195°C (5 . %A &6 HEHE A
AE4e T .

'H NMR (400MHz, CD;OD)81.14 (d,J=81Hz 3H); 1091
(m,J =160, 120Hz, 2H); 277 (m,J = 60.0Hz, 24 ) ; 3.34
(m,J =162Hz. 1H); 4.65 (s,2H); 6.75 (d,J=1.76Hz, 2H);
691 (d,J =260Hz. 2H) ; 712 (d,J = 850Hz, 2H) ; 7.99
(d> J=92Hz,2H) - MS : m/e3002(M"+ 1), 242,163,100 -

7] = .
1- (4-8EFK) -2-[1-FX-3- (4-84%x1) 7"
AR|CIME®REGHE . (FHERKLETA)

BE—ANEA 160 EF KA 100 £H LB LB 500 £ B R PHAL P
w4 (0175 B%F. 186 %) fem TR B4 (05 %) . #IFE
fEE RNl - TR -3 - (4 -#EFKE) —&mK (005 E%, 83
L) » BRARARERER. Bo - R-4-EXT8m (0.055FF,
118 %) T 100 EALKLET, AR THIIEREREWD LR
REREHT, 300456, FRERRTRARRE, ERTRIELL
BB, KEG & RERKITE.

EER, ik, BRAK. LRTE (25 FH#X2) 95lskEk2~

S

3R, MBRETFTRLASTR, £S5 H0&4MA%, BHILEEKET 100 -
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120 ZA FET, BAIMEBRER K E pHEARKNE, ZEME 2~
3, MAMRA REETE, R, B2 TR OBFSE 162 50
& &Y 956 % .
WESARMAFLEELES EETRBGEH RS RE 156
s HAEAHO %, mp 1945 - 195C () . B/ B HEEE SR
5] — 48 F] .

g’:'fﬂ@:
N-[2- (4-%%%%) -2-5Ck-1-F&-3- (4
10 -REEAE) ARLBREONE
A A 500 G EALE BT m Al LR TEMNFNG 1 - (4 -
BAEA) -2 -[1 -F&-3- (4-AFE HAR|CAEEE
(oo24§ . 8 R 10 B4 - 5%&&%4&4&%4&%4 1 %, XK CTE 300
A, BALA, £ 50 - 55 (OWMEREE B, TEEMA. &
15 BES - 8E, &r&A%& ﬁé@&% mgé@&
R, A, dRMRHEAF. B eEWERBRERE KL,
AR, B eBEFss, €84, SFEH 100 % mp. 165 — 167
C. gt & B4k F A &% P % RACTOPAMINE HYDROCHLORIDE
(RAC) . RAC & &ty #EHKERELT
20
' NMR(400MHz .CD;0D)81.55 (d, J = 3.64 Hz, 3H); 1.9 (t, J =
742 Hz, 2H): 2.25 (m, J = 6.80, 2H); 2.75 (M, J = 2.40 Hz, 1H); 2.83
(m, J = 9.20 Hz, 2H); 3.05 (M, J = 8.40 Hz, 1H); 6.91(d, J = 8.04 Hz,
s 2H); 6.97 (d, J = 8.0 Hz, 2H); 7.25 (d, J = 560 Hz, 2H); 7.44 (d, J =
7.30 Hz, 2H). MS: m/e 299.9, 280.8, 220.8, 206.9, 153.7, 135.7,

106.8.
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