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ok, 3-RA-2-wbB k. 3-RAE-2-wbw A, 2-RA-3-ws k.
2-F A -4-wbe k. 3-RAE-2-wp A 2-R A3, 3-FAL-2-
A [b]E AR 2-RAE-3- K [b]E9 4.

AZREAFREA—LABAX (1) AW GAEALTESH
$. HNFEGANBRAANBRMEER G E, MEGENRE A
A&, S8R, B8, AR, R ARG AIRE AR T EE
CER L TS

TABRTEA-GCHFEHNE—HZAEAX (1) 9HETLW:

7% A

TR LA —&BX (II) 8. X F RLik, 580%
—f% i X, RCOOH (II1) 9 EZE MR Z R L RN R BT L% RCOX
(IV) . AP R BAEMEHESN, REAMFHALA —KEBX
(1) 4ibed (AEA 1) :

R, R,

~ 0
{N»—N/—-\NH RyCOOH (i %:N\H/ N
=N N/ R,COX (IV) —N R,
() U
MAEE 1

rEIEp el Rehi, EkRiAPHE BELEEE,
g, EEFER 0K, Z Pk WRA TR
) 7 HLah e 2.

5 — B X RCOX (IV) 89 R BATA W &) 4] Q464 — R4
Y, X X RART. RAKRTARRT; 2L (N); 1%
WA 0-CO-R, EA¥ RTARFA 1-6 AKRTHRERKHRAK
A —AREAARTHARKAGFE X OREH, EF RAKFAH
—ARBAREBE ARSI RRTRAERA, K 4-HEAX
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A2, 4-—mAER AREE REFE -XFEZER N-HE
HMEEBERKGFARA. AM, REALRREFHFED, mAEL
B (11) 5 A4 — &KX RCOOH (II1) HEBRA N TRAAEN &
BEA—#&AX (1) 9itdd, EZIHEAY, RARBEREEARK
RENEAMAEGEHTAAE, HRGEEAFHEAMNERA N, N-=
FECEABL_BEK. NN-—FARAEABL_BER 3-C-=—FRA)A
R-1-ZEABRH_B K. ZREETALER -3 2% N-ZX %A
BEESLAGHEATERLEARAL 2R ERFT. BA —KZEX
(I1I) W9 @A A A —A&AX (I1) BBEETALAA N, N-FHE k=
RABRFEAELEGEALTABLARE.

GERERAEAMEM FHAT, MHMEGANREMNG A AHEAL
B, # R TFRIXES; LEARKEKH, #d ,2-=FAEXL
B, wasdhx =R RBRATFEMN, #wR. —FRRA. TH
R-FEATEE, XEELCELEMN. ZARTAERLWARIA
Wk, gk, KAZCHBER -FTASRAEAGFEATALA
EEBRL5ZENOPEZIAGRETHREZRAEKELZEHN, 10 54 £ 24
e R, R PHme S RA 30 04 E 5 K.

7 &% B:

TRAEBAEZE 2 PHFOFEREEA—KAX (1) &
A4, R R EAE A RAREARES L

AR —ZBX (II) k. L+ RWEFE, b5 3-REH[c]
o % 8 ( 3-bromophtalide) (V) R A ®mFH AA —f&#AX (VI)
&%, kA% R L& (Alonso, R., Castedo, L., Dominguez, D.,
J. Org. Chem. 1989, 54 (2) , 424) .

ZRRBEAMWEMN TR, HEGHANENS A AHAL
%, Fr R FRXKG; AEIAXRE, #d L,2-2FRALT
®. WaAKHR LR BERTFEN, FerR. —FRR, TH
R_FTEPEE; XREELXCELEN. ZBRETAERALNUBRIA
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bur, EpReg SR 30 24 E 5 .

AZH 2

B AR AKX (VD) 9BREEABERZABELER S W53
BEA—#BX (VID) 98, EF Rk, GRBEERLER
LELEKXGRADEIFGANENRIEELCETEMN TR, BR
BAR#SENLA. BRAINLBAXAE. iwe., =B
HN-FEALRIFGRALOFEATEALAATREREN D EZ
W RETHZRLEKRRZREI 1D E 24 D rF g Bk,

BEE LA —ZBX (VIID) 8855 JL# i 4= (PhO),PHO. p-
CIGH.OC(=S)Cl. N,N-F X — ok ok X H M B AK K R B A A ik 4
Cu(Ac0), THH Cu(ID B FALENEHTRAARALALHFRZR
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TABEBAEE 3 PREAGTEHNEEA—KEAX (1) GHT
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B, £&X (I1) ¥, R, A&X (VIID ¥, Y REARE
F (N) A5 ARTHBEGFTAERT (CH) ; R ELA— KB X
(I1) 9 AR —AX (IX) B8R N, £&X (II) §, R &
ik, EEX (VIID) f, Y RAKERT (N) XREARTFEEN
FEERT (CH) ; rRRAAEHFEBA—KBX (X) 98, LP
RiAn Y 4 EFF3E,

5&E (VIID) REEAMEN FHAA, LG AHIENG 4
A AMEAR, R TRIAG; AARKKE, # 1,2-
ZVEALKR, wAKHR L, BERTFEMN, #nw. —F
TR, CHEX-—FEPEBRE XEELCELEN. BRAETAEAR
EMBRAR. ElEEk. KA=ZCHER N-FLASKEEGE
ATEAEBEAEZEREBENGHEZIANBE THZRAEKZRR
10 504 £ 24 PRI, KPR BGFHR 3054 £ 5 .

EARA—&EX (IX) WEHRBERABEAEREANELEAER
Ti#f, RO ELEREMNE A NN-ZFRT AR B R,
NN-ZFAERL - EER -CG-_FRA)RA-1-CAZEL—®
B, BREERTARAHABHU-_EHBEAE 1-FF=4K N-24
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. ATRLE. AVEHAAEXTHEAIHGEXMNA N £t
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HEMEFEA—HAX (XV) 98k, P RAPYVYEmE, RE
o AR, ERA. ATFTRLE. AVENIRABEEXPREAXH
XM EFRBEA —FBX (XIV) 9 Loy X, & (XIV) 584
BEZETALERERENANAEAGHERALT AT, ARG RALERK
HikeA NN-ZRCEABFL BB, ,N-—FHEAENL KR
S-B—YFYRA)AE-1-CABAL Rk, ZREZTAER LA R
B EH 1-5H = H -RARABREBEAEAGHE AT
7. BA—KEBX (XIV) 9BPRETAEA NN-BRX kb £ &
HEATABRLERE. ZBARA#H TR, 45, wREXHY

17
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AMEMNREELCETENTLALE., BRAEAEPARLA. B
B CBRARIE AR, KA LR N-PASRIE GRS LD
HATAAEBEERSZEMNGHEZRAGEETREZR KRR
1 E 24 D uF g B,

OH
R, Ri

N —\ 0 0
N / \ N 0 / A\
<\/ N — = ¢ S5>—=N N OR,
_N>—N NH + |l P o VAN

N  ~— O
</t \>—N N CN
- =N
7N
RAER 4

Wit RN AR, A, =R TE. #HAHN Bu,Sn0
KL PHEBAXAHGEM (A.D. Dunn, M. J. Mills # VW. Henry,
Org. Prep. Proced. Int., 1982 Vol. 14(6) 396-399) X X & M
KXA LB (XV) KA RAA —&EBX (XV) . EF RP Y &
ERA R EA —ZEAX (D). AF R Y o LRGSR
EATEY., BRALA#E DIF. —&F5. FTEXHEGHMEMN ¥ HF
BAREWRZ BRI REIFGRALGERATE OCEMEEM B L
ZWegmETHT 1 DHE 24 DG HR.

18
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7 % E:
TAEBAEE b5 PRAGFTEHEALA —£BX (1) 9H47
A2, AP R EHEBERAREARLEEYPEX {A %,

1
N N o)
CyOm =22 (54
— =N N
" N
) XV
R
CN !
. N — O
1) n-Buli
4 \; - <>;\>‘N\ N CN
z 2) compuesto XVI N =
NG~
(XVII) ' U
RER S

BA—&BX (IT) 9. AF R EfEE NN-BHA —oke
MEEFAB AR —KEX (XVI) 9464%. A AE OC-%5ET
A R R TR TR XA ERAWEN PR 1 -
24 D EEG B,

BEA—HZABX (XVII) 44, X Z REABRET (S) &
BT (0) 5 n-BuLi. sec-BuLi & tert-BuLi ££-78C F #wik4ew &,
KX HGERENTHLELPMEFRILESY (XVI) 55 KT
AR —ZBX (1) GRENTAEY, EFRFZ LTk,

7 % F:
TABERAEE 6 PRAG T EBAIFEELA —£EX (XVIID)

19
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MRERTEY. LF Rk, 588 K&K (XIX) %%
FEY. AF Rt biid, REGMEFEA—KEX (I). £ R

R
R, 1

N — (N\ SR
z/;?—m " HN\__/N—« ”—N>‘N\_/N—<R

R, 2

(XVII) (XIX) 0

REH 6

GREEANENFTH#fT, HMEGARENA A AHLEL
B, #_ ST RAAG; ARRKKE, # 1,2-—Fa4LCT
. wWaKHhR LR, BERTEN, #hR. —FER, K
R-FETEE: RTREEN, # 78, 28, FEESRET
B, XATHAFTEEERRARHEELCERTEN. BAE T
AR RBRAI KRR IO ENBR LB EE, K= LR
N-FEDBREIFGANBAEEGEATALLAERSZENGH L
ZRGERETHEREARZEN 1004 E 24 e lR, LPkik
6 &4 30 24k £ 5 hEE.

7 ik G

BEEEeER, AR BB, AR ABRIFNLANLERS
BN TERBRITHREIEGANRES L TE. LB, L8, T
BRUBIARIHGETCEMNTFAEANEEA—HEX (1) ¥4t
s, AFPEAIFRORERLERRAKRBG ARG L,

BRAXATHAEGTZEATHERLA —HKEX (1) 9FAST
EVNBRERATUGIBINZIRTHEGNAHFTERAE, £
¥ R # R, = LA7# (Kenneth A. Hold # Phillip Shadbolt, Br.
Polym. J., 1983, 15 (4), 201-207; Carol K. Sauers # Robert
J. Cotter, J. Org. Chem., 1961, 26, 6-10; Louis A. Carpino,

20
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J. Am. Chem. Soc., 1962, 84, 2196-2201; A.D. Dunn, M. J.
Mills # W. Henry, Org. Prep. Proced. Int., 1982 14(6) 396-—
399; Pierre Dubus, Bernard Decroix, Hean Morel et Paul
Pastour, Bull. Soc. Chim. Ft., 1976. (3-4. Pt. 2), 628-634:
William M. Murray # J. Edward Semple, Synthesis, 1996,
1180-1182; Luc I. M. Spiessens #* Marc J. OR. Anteunis, Bull.
Soc. Chim. Belg., 1980, 89 (3) , 205-231; I. Thunus et M.
Dejardin—Duchéne, J. Pharm. Belg., 1969, 51, 3-21; S.
Fallab # H. Erlenmeyer, Helv. Chim. Acta, 1951, 34, 488-
496) .

THEARBBETEALAHNEGIGRANEG T . EHETERF
MRARIR P o — W 5 AR R TRKR ZAE W eG4 H A .

TRFEATHREISORAEAES AL AR,

# ik A:

£HH 10 2-[A-Q-REAXTEE)-1-RE X ]4-FaAAEZ Y
F &

7 2.0g (14mmol) # 2-RAEKX FEE T 100nL 45 CHCI, F %5
R AR P MmA 1.50L (17.5mmol ) ¥R THRR., £F
B THEZRERRTFES 3 M. EREFMHTEALEN, KR EH
—#H T, LA T 100nl 4 CHCL, FH 22 mA R EXB (0
T) F4A¥6 2.45g (12.6mmol ) 4-F R E-2-(1-% 2 L) FEw A
4mL (28mmol ) = L% T 50mL CH.CL, FifF Rl 69 % . Hank il
OCTHHE | Mot ZEAIER. FZRAERAYA HO %%k, A
Na,SO, FRHFEBEFHTREIEMN. B3R KENE. BALRT
BEAE A LA s fF 2 94 =, MmfFE 2.06g (6. 4mmol) # 2-

[4-C-RAXTHE)-1-%EA-4-FRAER, % n p. =166-168
T.

21
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7% B:
£ 3 2-[4-C-REAXFTRE)-1-REX]-4-LAKEZGH &

%) 2.08g (10mmol) # 4-Z &K -2-(1-%% L) ez 5ul =2
BT 60mL -F THF P33 09 & F mA 2. 156g (10mmol ) & 3—3& % Jf
[ hERFAETRTHEBES 4 I, SR E=CZHEALEREFA
THF A BLEAREFHTREEN, AAFH—FHaH, LB
BEREN K ERLRLEBEA RN %L, KafF3H 2 45g
(7.20mmol) 4§ 4-Z R A -2-[4- - FEAXFTRL)-1-%REA|FE
%, 2 mp.=134-136T.

% 2.45g (7.2mmol) #) 4-Z AKX -2-[4-(2-FEA X PEL)-1-
%E K] ERE T CH-HO (80: 20) FMiFAHERT A
2. 5g (18. 4mmol) # AcONax3H.0 # 0.75g ( 8.6mmol ) & & i 3k &
L. BERERAYHEIDAEKRSHEL TLIC BRI A LAZBHER.
EBEEMTHREIEMN. HBA CHLCLHFA HO k. ABELHT
EEAWEMN, Nafs—fdkd, LA TL R A3
0.5g (1.40mmol) # 4-ZHRA2-(4-[2-(RABREAPRA) X Faci
1-1-%% A }E%%, * n p. =136-140T.

% 0.5g (1.40mmol) % 4-TEE-2-(4[2-(BAEREATFTE)E
PEEA-1-RERX)ERET 300 ZRLENAFHGERT A
0.15nL # ZEFHEiEk A& B wAKkA 2 Mo, EBELAHTAX
EH ik LK.

¥z CBALFET 200l LHF AR T KO, AT R THRHE
BH 78 I, BHEAIE, ARELFHTREEMN. HBAN CHCL
M H0 ik, EREFHTERLEN, NGFa -4, #£1
AL b2imits 0.2g (0.60mmol ) # 2-[4- C-REAX T L) -
1-% % X]-4-CaAE%, & n p =151-154T,

F % C:
LBl 150 2-[4-G-RE-2- A ERX)-1-%EX]4-Z&E

22
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v 69 ) &

%] 0. 75g (5. 04mmol) 4ok’ &rix T 25ml ZJK A 43 3] 69 % B ok
AN 1.05g (5.04mmol) # 4-ZE K -2-(1-REL)EF 0. Snl
(5.07mmol) MW=L ZARZAHNDAKRS 18 I, ARESL
HTEREMNIF BRI ENE. £ CHCl:MeOH 3:2 4 4 26 H
SRR, MmFP 0.6g (1.68mmol ) # 2-[4- (3-H A -2-
W RER) -1 R]-4-TERAFEE, KX n p =186-189TC.

%1 0. 3g (0.8mmol) & 2-[4-(3-FH A2k X FEH)-1-%ER]-
A-LERAEERET 200 — R FRAB[IAGREZR P A 0. 50l
(3.6mmol) # =Tk, x4k AL 0CIHmA 0.1g (0.92mmol )
HEATRLE, BEAEARBRAZRET 30594, NI, (%) @
FREWER 1 28 FERERFEOCT 2 M. HiEE &L
FRIFMA HO %, ERELAHATRE_AFTRAEH —#HFKY,
A B MFE 184mg (0.51mmol ) # 2-[4- (3-R A PELA -2-wket
AEE)-1-%%5K)-4-C8HAE%, X np =161-163TC,

® 84mg (0.23mmol) & 2-[4-(3-RAFE A -2-mboe A B ) -1-
HRER]4-ZAEAERET 160l —KPRAFIGER T A
0.2mL ZZ A= 0. InL PHEBLR. BB RODEELE THREEE 18
DB, R NaCO, BRBFZAMNER, ERELHTREENMFH
—#HHAEY, REAASERENE, CRLBRLBAEDRBANRTL%
&7 455 42mg (0. 12mmol ) #§ 2-[4-(3-RA-2- A ZA)-1-%%
A4~ AaXE®, A np =137-140TC.

# & D

EHF 19-2-[4-QC-RA-S- R AF L) -1-%ER]4-Z 8 AL
6 ) &

# 1.33g (7.45mmol) ¥ 2-FEEAEEMBME TAKRB FAH Y
15ml, DMF A3 2] 6§ & & ¥ A 1.20g (7. 45mmol ) & N, N'-Z 2 — vk
Gt RA 40 24, AR ERASW P mA 1.53g (7.45mmol ) & 4-

23
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CRAE-2-(1-RER)FRFLEERTHREF 2 0. REALRLE
HBEERFA 00 k. A NaSO, FRAERELFS4 TR EIEAM,
M igs —#HhRkdp, ERECRPELATH 1.5 (4. 04mmol )
0 A-ZRE-2-[4-Q-FREEB A - A B R) -1 A ]ER,
# m. p.=126-128T,

% 1.4g (3.77mmol) & 4-Z A A -2-[4-(2-F &4 8 X -3-ubex
R ) -1k X85 E T 2500 THF # 10nL MeOH A 3| 69k ¢
MmN 0.158g (3. 77mmol) & LiOHxH.,0 A ¥ | FHRFEHF 2 I 5.
BREERGRELEH SO, LAREFHTHRIEN. ¥HEHA~H
EST 30nL —fKFX P IHmA 0.45nL (3. 3mmol ) = LR B4 iZ 4K
%353 0CHMmA 0.3g (2.76mmol) HRAFTHRLE, HEERRFE
ERET 3004, #NH, (X)) BLERERASWEE 1 24 F KR
ER¥FEAEOCT 2 ok, RuasgEERFAKEER. ERESFHF
THREX_AFRFEH—FFRY, LR ATHATY, LA
LBRLE VLS MmAE 0.12¢g (0.34mmol ) # 2-[4-(2-R X P Ec -
-t AR A)-1-%EA]4-TEELER, X n p =152-156T.

% 100mg ( 0. 28mmol) #5 2-[4- (2-B A FEEA-3-wboe X & X)) -
1%k A )-4-ZEAETE T Sul R AFH GERFmA 1. Onl F
BB, WHEARSHAEATETHHRE 24 I, ¥EMNEXEFHo
BN R FPIAK b, A NalCO, bk £ & E &4 T X EH miF3
—# Y, RABIRRENE. BRALBRLEHFARKANRTL
A 4% %) 60mg (0. 18mmol ) # 2-[4- C-RAE-3-wbw A FEX)-1-%%E
K-4-TEHXER, X wp. =177-178T,

% % B

£ 9 2-[4-B-REA-2-FHEAEL) - 1% A ]-4-FREE
R &

% 1.5g (7. Tmmol ) #5 4-FEE-2-(1-%ER)ERETAHZE 0
CT#y 20mL THF P33 69 % A 1.25g (7. Tomol) # N,N-HE X

24
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—RKd, FRBREDEERTREESE 3 M. ERELAHTRER
I mA H0, ATk, FAIERFEH 1.8g (6.24mmol ) #
2-[4-(1-%e X E L) - 1% % X ]4-FaE %, X np =125-126
T,

WA E-T8CTHLATALKE T 0.62nL (6. 8mmol) & 3-
FAEET 250l LK THF FiRB@E&R FTEE A 4. 260l
(6.8mmol) & n—BuLi %5 1.6M S ’&k. iz RASWAE-T8C THEH
30 24P BREEE A 1.8g (6.2mmol) 4 2-[4-(1-=kek A B K ) -
1% R A]-4-FELERET 250l LK THF FiR8l695k. HiER
CHERANERNABBRARREZBETHRE 2 I 0. FEERMA
KM TR ERR, FE—#A7 0, ¥R B0k s,
BRLBRLE: TR 7: 3 BREBEHRBAN, AmiFFH 1.0g
(3.0mmol) %5 2-[4-(3-RA2-Ey X ZERX)-1-%E A4+ FTELE
", X m p.=140-1427T,

# % F:

gZap 1 2-[4-C-REXFTEHE)-1- kB2 X4+ FELEw W
-

%] 1.0g (6.8mmol) & 2-RAEXFEE T4AH £ 0CH 20nL £ K
DMF Fiig#|e9 % & MmN 1.1g (6.8mmol) & N, N-Z K — ko 4%
FHEH 40 24k, KB AN 1.26g (6.8mmol) 8 1-(RTELZE L)%
RIFEERTHRE 2 I, BakiAMBAEKRE A CRRER, F5
AWM EREFHTELAMFEATY, RAEEHRTALGRE
3] 1.24g (3.94mmol ) #) 4-(MTEEZHL)-1-C-RA X FE) %
%, X mp.=126-128T,

% 1.2g (3.81lmmol) # 4-(MTEEAZEE)-1--RA L FEE) %
BETAEHEOCH 100l KPP RAAFHGER T A 100l =R T
BALAEZERTREFREF 2 IH. FEZARRAOVWEREFHEMEA
FHE_RFR: LBVLEMEH 1.04g (3. 16mmol) 8 1-(2-£

25
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AXFB)RE=ZRALENRE, X np =136-141T,

¥ 1.0g (3.04mmol) 1-(2-RAXFE)%RE=R &%, 0.5¢
( 3.35mmol ) 2-F-4-FARXEsTH 1.0g (6.68mmol ) B 47 F
20mL. DMF M3 39 RA4 M m#H £ 100C T 1 W, ARELH TR E
BRI AKX, BHFEAKTE, ARG EN L.
AL TEAEAEMAN, KmfFH 0.51g (1.58mmo0l) 2-[4- (2-&
AETBRA)-1-%RER]-4-FREASER.

F i G:

LS 4 2-[4-C-REAXTEBRL)-1-%E A 4-28 4% E
BRAEGHE

F# 4.76g (14.12mmol) 2-[4-C-REX P E)-1-% % X ]-4-2
FRAEZETABAMANLBLR/ACL 08, AaBARE, ¥
EdEFTFHRATE 3.85¢ (10.31mmol ) 2-[4- 2-F A X FEL L) -
1% 2 A]-4-CEEFRE®RE, X np =147-151C,

Ak 1 PHRETREARAGIUALSY, 7T RESHFE.
B 5 Fe KR AR,
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— AR R B P

PR, XAPRARZAHERITTHE, FELTHE,

a) DRAARRA G RREER

AP BRHBRTZARAMNE (15, 10 # 5Sng/kg) WX T B
%N(W)%%ﬁﬁ?%ﬁﬂiﬁﬂ%ﬁ,%iﬁﬂﬁ%%ﬁ%%%
HHEARGGFHEE. S5 ETH AR EAD D EAREE: £E
BT, MEAAE (L) R BHE S8R 5.

AARBYTRAGERERALRIHAG AW ERFRY T BEA
KRR FREAGKREHZ —FARAKREAIRER (£2).

£ 2- DEAAKNGKRBER

5% 7649 FRBE% ( BREEE ) )
# ¥ (mg/kg, iv)
15 10 5
4 100 (5. 8°) 100 (2. 6°) 0
100 (9. 6°) 100(7. 6°) 90 (1. 2°)
8 100(13. 3°) 100 (6. 8°) 60 (0. 9°)
12 100 (5. 4°) 100 (1. 6°) 0
14 100 (8. 9°) 100 (2. 2°) 0
18 100 (4. 6°) 100(3.9%) 0
ZR:L 80(1.3%) 80(1°) 0

b) #K A& BB &b

BEEERA ong/ml/ 4R EFERZEETIRSIRA GG
THRENR T THUHERER. SHPWEZLAEN (EHHARSL
K. B SERMNBORL - TREBREREX - FBREASEL)
ZEHBRARE (£3) .
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w8 ZE30/333

23 HHRAGKRBREE (FRARE)

5 ) BB HF (ng/kg)
4 10.1
6 17. 4
8 21.2
18 14
# a5 21.6°

*MAARETAHWANE, M EFBRH AR
4.

HARFHLERENAXNG AN EZR T RA®R, LHENK
B M.

c) KAAAGKREER

EARBY, AX3BEEHRAESKREEZMA T 10ng/kg K E
W rEhER., RERETEARFRAKRS 1 ., REZL T EH
2, NmitAXKXAG ZHLRaRELENE (X 4).

A4 XEAKAHARREE SH1INL2RAENHKRES

% 764 &# % (mg/keg)
4 56. 8
6 42. 1
8 33.1
18 66. 2
& i 67
B B b

ABRBHLT FHRHRALEMHRT HKESH 4ong/kg H 28 £
EFEwd (RWR) FROREGERY. ERXXAHRATHEHA
AEHTRAGHREERER (X5) .
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w8 ZE31/33;

A5 DRAEANRERERE (OXRWRAXGEEK)

5 3645 EFE% (mg/kg BBEA)
80 40 20 10 ED-50
2 100 73 36 - 26.1
4 87 69 40 - 25.1
6 93 63 69 0 24.1
8 100 70 56 25 25.0
RS 100 46 33 - 32.5

<3

BABEEA (i.p. ) &F 80mg/kg MNEBREFWAITH KRR
PHEE., EXRGHRSHTIAULE, EFRE[0EFERAR
FHR. IRERAVMA PO WEAABER, EXERATS
b A B ERAMELIL, RARXCHRATHRABREK (£

6) .
£ 6- DEAAKAGHAHEMN (80ng/ke, i.p.)
58 | 3054 | 148 | 2408 | 34 | 408 | 508 | 2448
4 90 75 75 35 - 0 0 0
8 98 100 98 27 27 22 0
14 30 33 38 35 20 10 0
16 100 100 20 0 0 0 0
o gl 38 100 90 30 0 0 0 0
AR FE R o EH

# % S. IRWIN Fri£ &5 % (Gordon Res. Conf., f& Medicinal
Chem., 1959, p. 133 L) @B FMH K AL T FBEEFG/4ER L5
RAZREHHAMARENGER., KABEBRAES 80ng/kg # =
WA Tt ELBBELARRE (1/2. 1. 2, 3. 4 4 5 b




01817629. 1 oM P 3E32/33m

i) SR ASREES, SNRBRAHHILEMANGTEKS. 27 FH4E
RENHF SV REANAMARENGREEN, A PIHERAFSE
dEriE s RS e RAm K.

% 7- XA IRWIN X5 65 Msr ] &b (80mg/kg, i.p.)

% 3l F 5] 8 4 J5 8 AU A AN 36 %
Jo W 1B 2 B 3 B 4 N 5 B
4 100 100 100 70 33 0
8 100 100 100 0 0 0
16 100 100 100 66 44 0
7 h & 100 100 70 0 0 0
R kR

1. TERHFHMA/HKA (in/iv) ##:

EHH 4 5mg
FAL4 E
HC1 0. IN & NaOH 0. 1IN g
EHAKREE 3mL
2. K& A
5 et 4 0.5- 4. Omg
B — 45 0. 5mg
IR R4 1. Omg
LERETE 100mg
3. K A

A A(ARER)
L4 4 0.5- 4. Omg
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KA — f sk 0. 5mg
BERE 1. Omg
Croscarmelose 44 3. Omg
Oy 60mg
JLEREE 100mg

Bex B(BEEHE)

LA 4 0.5- 4. Omg
AR — A4 0. 5mg
BB 1. Omg
%M K-30 5. Omg
BRY R 0. Omg
BT %% 20mg

IEREE 100mg
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