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AZRY, RiBFH_BERIBBHMEARKRGFARLR. £
LR OLERE_FEA, X Foek. 4 —BRAELF,
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[3.2. 1]F-3B-B, LMK AB-KI-HH), TRETIHENE C3
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I + 1V > x
(B FEX C)
HO'
v
2V + 11 _—
R\N N/R

;2 ; é & (READ)

BEEGRBE2HERLXC, ELEHRBRERTFEN PRBXT
B, 1 E3HEAGHRE (D 1-1.25 G EL-BLELRK
85 A Rt (IV) £ 60-70C FAudk 6-12 8. B H R T4 H(V)
Ik, €451,

RE, WEEXDAF, $2L2hFERENVNE 1 BFHERTH
SR AH (D ALK —RIREEEAEETHITAE. J?rz-ﬁ&.
AFAEFEAEEYT T 80-100C Th#h, EREZEMNE, HELWEE
mm i, FEEHFX a X b gLt P,

AERX afeb GG HATH R B, X o WTid
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FEAHBEAMBRXAV A 1 TG (IIDEARRILE T T 60
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CTFim# 12 1. ORERED PIRASE M E-BELARKGERE
RHREHE G RX(IV). RE, BR B RAEWHA 90-100T F e
#1200, BHRGREWE L &G54,
A ERIEL A GRET Eb BB L C T .
SR 2% C

HCl

@\ + CIi—™A™l —_—
OH II
N T
: AN
[s] (o]
vII

VII + 2RX ——» X 1

VI

(R F)
LTHERECETRNFRKRELERFE LB i LB X
LA B,

EAK

Xafo bt itoWBFHAEAAZIRA EEHN G R EER. XHE
FBF AL FRAERLSH. 2HFATHERESH,. 2AEHRALH
Frbmid., AX S Hegieie R AW N R BNk B 4E A a4, 9
EHRTREX /R FTEONRY. RAKARE, KLV GLIY
FRFRELFERASAATRGS hENER, mXLFAERALETHE
RAAEMANEE BB Rk m e, A SR mEminte. 3t wm,
REMRAEBELEITE ANAAEAGARAGENGH AT,

SHAEAEMME—REAY, RENSEAKEZNLZFNE,
1285, AP LA A4, NERFAH0.1-1.0 ng/kg £,
HHRGHNEEL EEKRGEY, A58, BR., EShE 08 ER
AR EN AR E.

MBS R Rk, THREHIMAFRAGZR T, RH5ET
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ABKRHARBE, AEANEAERTERY. RAXEAATESF
A7 X Bd.

AEARAMNT, TS HXEHTHRAKHEHNRBH, 636 pH
APH, BZH. BHAN, £2LEH. BF.

IX S A A M 64 5T 38 JLFF I ik o 694 — A Bl K.

Xamb oY TARTERAKREGRA. L. B/ 30
K, BB EmE. AELERHEINE, T Z23ME
B, HRFRFFHAOMABE. A KP4 20K Ml 255K
i, FRABGMUAFHEAERK REXHFEHNEALGHK. £
e, TR RGRESFLY, FE5 B REN G XN
i, b e R MNI B XY TRA.
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T i F 64 5 A R IB K A
£ 1
#H & — (A (granatan) -3-&) K =B B
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ERPEMOEAE-3-8(10.1 g, 65.3 mmol) /£ 20 nL —RAFi
ek, £ O0CTHHE 1 IHE, BRABHEA 100 nL 65 2N &4
A KER T, ARGHTER., FEREHANERRBRETR, &k
%. BB RHh&HE &% 34744 (CHC1,-MeOH: CHC1l,: NH,0H=
4:5:1), %% 9.3 g (T0%) 89— (G6HMER-3-X) X—B8, H—#
Fs AR,

E, ERATRALSHRER-BL:

B A

%30 B A,

THEE LA

2B %, — Bt A

10



Sy %

A B

4,4 -ZBRR - TBL

1, 11-+t—R-EA K

T LA

FRE LR

R-&48 (traumatyl) £
L — B &

B~ Th-1,2-—B A =&
1, 3- ok —gEXA &
LU -3 LB f
AREZFEER

4, 5~ RAR R T BER
R-3,6-MEFH]-1,2,3,6- 984X _FER

s VA 3k 45

Z(BBER-3-A) B E
Z(BBER-3-1L) BABRE
Z(BBEIR-3-K) BRARX LB E
Z(BMER-3-K) - AR R E
(A R-3-RA) L8 E

(B AER-3-K) B BB

(B BEAR-3-K)4, 4 —HBR T RE
Z(BBER-3-E)1, 11-T— R & &
(BB IR-3-K)E L 8B
Z(B#ER-3-K) ARE LB &
Z(BBER-3-A) R 1 B &
Z(BBAR-3-K) Lk M B
Z(EBAR-3-R)HRTHR-1, 2-— B8 &

11l

[ XN RJ
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Z(eBER-3-R)RTK-1,3-— KR8

(A K-3-3) F R, 1 - — LB &

Z (B AEKR-3-K) AR TR

(A R-3-K)4, 5-— R KT B &

(LA R-3-E)R-3,6-NEFHE-1,2,3,6-WAAFAEX_FTE&
A :

£k, BRIREX a fo b PHBEFHLCHRRIAERER
HaEBFHEARAAAIIEGBA, TREMEN - ALRRE.

LA 2
HE—-IN-(U4-ZBEBETFTH) 6HE %L TH (granatanium) —3-3 |
RBE Y

B (A R-3-4) X —8%& (4.0 g, 9.85 mmol) #» 4- LB E,
E¥ A2 (5.0 g, 21.7 mmol, W 4-REAXPREZLALANLE
B R, BEERRAAEGE, ASATRARA)E 100 nL AFF&HE
% F 60C Fimik 10 o0y, FEKERE, AREAPLERE, AZT
.55 7.5¢ 83%) I [N-(4-ZLEBAELFR) ML 2 T4-3-£]
KRB, A-HaEdiR.

£, ATRLSGURB 4-TEBRAKLTRE:

2- LB A TS

3-LEBELFLE

4-HBRA TR

2-TRELAFAR

-XFEARFTRES

A-LBRAFR TR

3-(4-TLEB AR ER) miF-2- A%

A-LERAE-1-RAFEE,

12
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LEiEEH

= [IN-C-ZBRAETH) 6L TH--AI X B2y

—[N-G-ZBAETR) BB TH-3-A]X—M &k Hh

=IN-U-ABREAFRL) BB ETH-3- AR %8 L

=IN-QC-THRAEFR) s MAFTH--AIXN—8&E £t

ZIN-G-XFTBRAXFR) e BAETR-- AR BB E1L
H

ZIN-(4-ZBARAFRCR) BHEETH-3- L] R & =1L
#r

ZIN-G@--ZBmEARAER)AH-2- ) s BAETH-3- K] X
BB AL

ZIN-4-ZBAA-1-BETFTR) AL TH-3- R R -8 &
—iaid,

ARG BEAARTAHEM, ARRAYTRE. #e, R 3-
ABAEFTEALRE - ZBAATEALE, P (R-3-R) K-8 &.
S (E-3-R) AR BB ER-3-A) R TR-1, -5 BRAR
Z(BBAEL-3-K) R E, WTHREF: —[IN-QC-ABALFH)H
48 (tropanium) -3-5] X — BB — ¥, —-[IN-(3-ABRELF
Ry ag-3- Al B2t [N-G-a8ALXF L) IZH
-3-RIHRTHR-1,2-— 5B & i,

T & 5254 590 A B % 4 B.
F 4 3
& N-(4-ABAXTR) I E ALY

¥ 7.1 g(50 mmol) 93 &A= 11.9 g(60 mmol) &5 4—-HEBELARLF
A S 200 mL A FHYRASW T 60-70C Fhedk 10 b 0. 3 i,
pik, HELH(LH-ZATFR)F35 14. 4 g(85%) 69 N- (4-A AL
FROBE AT, A—FaeH XK.

Kian, BFRH-

13
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4-TLBRAETFTHRA
2-THAEXRXTER
3-(3-ZmAaRRL) AL
4-(ZF A TBER)FEE

TR

N-(4- B AAF L) it &t
N-(C-TEBALFE) ftoafh L
N-(3-(3-ZBAREFZR) AL e ik itdh
N-(4- (=X ETBmAal)FR) @it

%54 4
We&E - (IN-U-ABAEFR)EER-3- A IR TR-1,2-—- B 8-
4Ly
¥ N-U-msEEFL) LB A (13.0 g, 38.3 mmol) Fo
3.17 g(17.5 mmol) ¥R TH-1,2-—F A~ § 4 100 nL K=K F
f FEHREPAE 100C Tk 12 hod. E@A AR RS b e
A5l VEBE, ZAHEALXBRENRE. BEHATE-—&%R
#HAAELER[AL; 53 16.9 g(50%) = [N-U-AEBELFR) 8
B-3-RIRTH-1,2-— B BB Y.
E e, @iFKHE:
N-(4-ZBAKET ) &0 8L
N-(2-TBAKLTR)&B 2
N-(3-(3-Tmaik®x k) m i) aiititsh
N-(4- (=R A LmaRk) FR) ko ity

CRZE XL E
ZIN-(-ZBmAEFR) S H-3- ]I R TR-1, 2-— R B &E—
A

14
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ZIN--TEBRAXF R KRG - AR TR-1,2-—BRE—
£t
ZIN-3-B-zsmaitF ) s e -3-AIF Tk-1,2-=
R
ZIN-U- (A LBMAER) G -3-R) R TR-1, 2- = B & &
el TR

T LA R R EEGH SR,

L4 5
HEWN-G-CBEAF D e -3-4], IN-C-ABAX-FH)K
SRA-3-AIR-_BE—RLY.

GAEMAMPEE 18.9 g(50 mmol) ¥ = (J6H-3-3) R—BEA
500 mL &K AEAFERFTMA 11.5 g(50 mmol) & 4-ZEBLEKLF
e EWRAMTS0C TF#s5IHE, AAFHRSB T MAN12.1
g (50 mmol) ¥ 2-FBLALF LR, RE, BRSSP ETO-T5C T Hm
10 Bf, TERKEHBRGGERE, RYE-—_—S¥VR#ATELEH
e, #38 12.7 g(30%) 4 [N-U-ZBARXRFTR) R BH-3-1],
IN-QC-ABRALF R EEH--RIX—BE —R_itd, H—HFHa&
oA,

£, BFHRE -LHARFE LA AP 4A-EFRALFR S
R¥EA4-CHAEXLE R 2-HBARTER, TIURFIN-(3-TH
AR SEE-3-K], IN-U-RTFBREATFTR EH-3-K]K
TR R,

T #£ 64 500 4 -2 C.
LH#H 6
W& [ETH-3-RIX K&
LEEHEY, AKX -BEA(4.78 g. 20.0 mmol) /& 40 mL =H T
ek P 3-A TSy (7.85 g, 48.0 mmol). ¥ ZAR

s
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S 80C Tkt R, AHE, HRASWEIA 100 nL # 2N £ A4
MRERY, REGRITER. SREHANERRBRE TR, k4.
BT G i R AR AR &35 St (BRI, 10%F R0 S5 ER), 85 6.7
g (80%) 8 —[£TH-3-RIR g, H—#EHH.

LH T
Fl&EZ[N-U-ABRAETFR)ETHE-3- AR — BB — 24

BEHEF, F-[£T5%-3-K]18 _K8& (2.5 g, 5.95 mmol)
Fo 4-HBALFHL(3.18 g, 13.1 mmol) /£ 50 nL AW F&IER T
60C Thedk 5 i), KEEXEDHEOGEERK U5 g, 84%), EAXTTF
- N

Ed, B3ELREFRHA, THEAXLEH L/af 1/bHi
CILEN AR HFGETE, Hld:

[N-Z, N-(4-ZBABAFR)LT-6MEALEFH-3-K], [N-
LE, -C-XVBRAATR)LF-28ELETH-3- A1 TR-1, 2-
ZHEBERAY, Z(IN-C-ARAEAFR)ETHRE-S-AIAX=
REREE 8, —[N-(4-RBARETHR)L, 2, 6-=Z PRk H-4-
AIRA L FB R kLY. |

5347 8
AZNAAE N LT ERGERASDI D LS

ARRAGEEFHDMR X LRANGAHZIA AR ER (L4
FHERFLEHERN FlohEIAHER). -G HLAXT AR
FE, FERFGERAHIFHRAARELF. Hib, XBEXMNes%
HEARYTRELZN ST A ZIA 2 /FRGRAR I EHE
AR RERITHMN T RAERRA —F S Z.

B, EATHEIANZMABEAZLGRKIAH,"EHEFT, IS
AR AZREHGHR, MG, FAFGLESIATEAIREE,
R, MAKEHRAEASEECHUH L 2P EaGa44EA.

16
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AFARTREFREGFTEGEY, RAEFELEEEZHATL
M.

a) ZEBEAEHRCUEZERFHELEGRRREARTE. BFE5HE
ALEFRZIEH Yt EMBEFTALBR. ERADREFIAN T T L4 R
RilFh B2 ARCEM LGS FHRF R, EF IR THA
SHHFLY. AN FLEEANZIAGRE, LFHERB 10-12
% 0.1-0.2 EFHEXR—AWA (train-of-four) "EH I}
ARHBRAZHBFHOTNBRATIAGRRZQE, FRERFLIEE
BENCHBERZZLFTHERMENZHG. BTk
0.1Hz & 1Hz THEGETE 248 B3R RFAX AN Z RS2
A A 22 5] R oG R VT 58 69 FLBTAE A R IR A A LA LA 2 ¢ 31
MR pER A ZEE., BFRAMNERTEEEKRY, FELE L GHR
)5 AT SR ES. SEAEMNN AN ZIA B RE, R
HEALER, @ )UANEL Y, MLAET 50%, 80%F /XK 90% #F
ALK BRI E. AR RN 5AREA ZIA TS AT IE, o
wHmEs. MEE., FAUREEERT A4

b) B 70 mg/kg adEEH 0.5 g/kg LA LB RLSY
ZEERERME 10-12kg £ Duroc B E K. RAFRGEA LR
PHALFTHZ, REWAAE, 2Bt RBERCHHRABREALNE
A FE I F e s F R AL, |

SEXR. & WPhEFSNNEGEALALXEZNGHERFTNE
R TR 1-4807, £¥:

EDs = 3% 50%AF ZWLFA B 654 A &, pg/ke.

AR = 80-85% ALZNA ARG BT R, £-4F.

RI= 25-75% A ZMAALEGEIRE 54, BRKL.

VB = 80-85% A Z ALK FABTH E 869 A Z B, %

BP = 80-85% A Z MUK BN B W agshbk e R EMHE, %.

HR = 80-85% A ZMA B M EMHGSEETLE, %.

¥ = £BFHHT.
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LA M ERLESE—REEN, HHMREERKERALED
MR 2-1045, HE&E2-104. B 1#HB T =[N-4-ZEBA
EFR) aBEETH--AIR—BHR 2P [N-(L-TBAR
FRIEEE Sa-RIXR—BE_EUDERAABEATHTELE. &1L
ki BEdiAe —(N-(4- PREFR)RGE 3o K] R _BE =84
TR RAGAZMHEBER. £RFTHEE R £ (54) 65 LA A 56
Fi Fa . o6 B

ARBOBARARKETAER, AXFEHAXAGRARXERT
TRAKEXALCHHEHX, EAKXH LERBEF, AT T HEHH
kG E, TUER LEXAXNBRFEBATEREEIFLECHLL.
B, KAPHFREXEBLAKERTEGRE, UM T 59305
AALW. AAPHEFELEZBAPHGRAZRLRZY.,
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