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- FAFKIE) -1, 3- —5hf-2,4-diphosphetane-2,4- —5fbdh. &
AR RF A HE —BFHEREN Tetrabedron Letters, 21, 4061
(1980) . BARMKMEZFH TEHRT: FAHFERENRRE SRAE
%ﬁmﬁamﬂﬁﬂ%mﬂﬁﬁi:!ﬁ?ﬁﬁoﬂﬁﬁﬁwtiﬁ
150C REA | EIONBETER. ERNRARKARETHRERAF *
e R EF Ea Bt

K1) WRHREREETH TE#HE: FLRHER-RE-6-2
WAKI ¢, d] l5(2) SamRHEERN o sk BB AR, 1 -
ek RN, REHLS ERFERFRM, THEERXD) LEH.

#Flangh EE B HF, 576,959 5 vp Rk oys - CN%?&%%(% ]
B-L B RERA() e, M- ERARMTEM() 5 _F 5%
ﬁﬁ&%ﬁ?6ﬁ@ﬁ&%obﬁ@wi%TﬂW*ﬂﬁﬁ%ﬁﬁ%
RN e, B, TH-BBE -HAEZR S RAR X X $R
TRE, XEEEXELRT) PEARMN mRKEERFERANERE
ARF) KRB, AL EERWME. Bk, RRBEREIAAE. A
HE A RA N EFEERL ZEREC NN - KRR TR,

- 1 -



NN - TSN N - OB TR , kX
B k) [, BHEBREN L N-TEHE-1- THEE-, 1-ZEBrk
(EEDQ) »

RO E W R(1) LA RA L AW, é &7 R AE R
BRI THEMELF-ERE--REWEEXHA ¢, d] 9%, £AF
WAFR T E 0 E £ R A4,

ARAHGZELTEZTHE —RATEH A HERXANKS%
BB ENRRN, REHEFELAN B IRERXT RS, RE
HIAEEIVR, R ABERFIIEHRE, KRETRERSE,

BT &FARLANSMBARGEFER - R3E-0- R EEFEZHE)
WERAc, 4] %2 Emtedy, ARFFERES HE, TXA
FlavghZEE B & F4, 576,959 5 AFF B TR BB &R BT o



B PB4, 1

o o] OH
d \
,,___._,,-,H NaBHl sz
HO EtOH - HOAc
N HN HN
CO - CgHs
XX XXt XX
Br OH Br 0 -CO-0OEt
E0-CO-Cl a
MLEE
DMAP*
HN EIO-CO-N
XX XXV

Br

lD PRAXFR

perbenzoic
acid
EI0-CO-N
xxv
Br 8
Zni,
e e——————— i
y-3
EtO-CO-N
XXvI



B %% 1 (5)

8r
=0
n - CoH,NH,
——————————
HOAc
NaCNBH,
El©O-CO-N
XXvit
Br »
NH-n- C3H_7

EO-CO-N \

oo EALE | T
v 5% B

Br ICO - C,Hs Br
N-n- CQH" N(ﬂ - CJHT)Z
E0-CO-N B Eo-co-N
THF
X XIX XXX
H*
H,O
)
Y
Br Br
N{n - CyHp), MnO, N-(n- CyH7)e
HN HEN
XXX XXX

~11-



FEEREREEF, ¥ |-KFBERE-5-4-1,2,22,3,4,5-XNEX
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BRS-E-1,2,2a,3,4,5- NEAFRHc, ] F%(XXI) (Korfel d FIRIFEH
fadmit, RAY H). EERIBENFABRSEHA YR ALE, #
S-BHETFE RS - B[ £)-5-8F-1,2,22,3,4,5-<EFEH [c,d] %]
W(XXIN)] o« REETCRFRAFE( £) ——H S —ZETEY
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(XXV), EHEAR-AEXFRAACIEREEIAEAL, FHLY
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NaCNBH; T =R L ER( TFA) ¥R EN- T B X, fM-—EREASY, W
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Lo, d] 7% (XXX) o Sbsb, MFRE(XXVIID) ¥ F 8K E W AR PR KN F
ETHEERAERLEY XX ZEWH |- CERETRAEE LY
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XXXI & ft, #1452, 2a— X E4T44M (XXXI1). EERMEEEATH
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o BlImAETHNRAEEMCTHREIIN-|FELE( A Morrison
and Boyd, Chapter 22, Organic Chemistry,Third Edition, Allyn
and Bacon, Boston,1373) . EM BB, MEERE#E LRH K.
X A A AR - R E Ry — B h . ARG RENREN
B BE 1 2 BT REAT B R o

ERPERT, BRAERT ZEEKEENFTEH(XXIV) FHEF
WHATE R E, Enti-E£20F, LTRARXERIFRLEKF
B, ZRTEHE, ZREHREEL

T R BB AT & M 38 14 b Wy B 3 Ak KR T ) A6 - B 6 - B
PTEMo

NR'R2

XXXIII

R7-N

XBR MAFEERACREAFEFRE iy 5 — AP BER RN,
LB R B, X B R N EE CHRZE: Schoenberg and Heck,
Journal of Orgasic Chemistry, 39 , P3325 (1974); Schoenberg,
Bartoletti and Heck, Journal of Orgenic Chemistry, 39, P3318
(1974) o |- A&IFRART IR K F BRI mw IR, XBRRERE
#, "EARPEREST KR E P, HE-KARETEDH, &
R - EEFF A Cl CCH0C0- REXFBEE. REFEHRL
i, YR f/ HREREAH, TAHGRIARPEEXTRERGR
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&, FINMF E LT3 Xm:

T. W. Greene in Chapter 7 of Protective Groups in
Organic Synthesis, John Wiley and Sons, New York, [981; J.
W. Barton in Chapter 2 of protective Groups in Organic
Chemistry, J. F. W Mcomiec, ed., Plenum Press, New York,
1973,

YR SRR R ESH T, RIFEHR AT -EENE
. Hl, UR'RE, CREREEMIZEFRLN, TAX( =
KIER) AMEEFEMR, FEXXIE AR FEEANICTR
B, 436- FEKIETED.

B4, T FBach FEEELF, 110,339 5(1978) PR T %
H & - EBEA--H 1,0, 00,3, 4, 5- A ¢, d] B % 6-BER
TR LR F HHE& SAERFEBRLAERGFOA-ARHTE
MG NRF . ZRRATEY L TIHT LR AR MR Hil-
AFEWRP AR X F BN, TR TEHETH A AR - BN
W BER Pl - AR E R FEE R,

EFH—FEF, THleanna EARBH XXXV, S-FRE MY
[ £ WTetrabedron Letters, 30, No. 30, P3935(1989)] #4rpM
BHREE, ErER: HiHF5-XE2LRKEEBRAREE, KE
EZRAYRY S ZCHMPFRBERAR L. AgAH e d AT E,
|- K B4 - B A NEFSE o, 4] ke A IR TS AT

R RRBBRITES o
0 I I
>——N

CeHs
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LTI By R AN R (1) et adpe p iR gt 7 —
W 5 kR, THIRMNZE DS —AF M QB R s R A e
(8)-1-EXETHEEFEAWXXIVER, £REEH. Ao FEnE
WRERTHE AL Nt B ik, FEREYBRFEWE. &
AAERTH THAAWE, FEmiid.

Bt oA = T R s A AR TN — IR ARt AR T B Y
48k FoK T WARR BT A REAM) ERBNEKIF [, 4]
we T A RMBIN 1,34, 5-WAIEH ¢, 4] . Y EH LMH
{- FAIMA A I ey, AR g fRI - A2,

TRERA LT RBRR WS MES P RARENRTE, WA
EALN B AR RV TE B BT R, R Btk AR
e M |

(*)-4-( ZETAIL) -1,3,4,5-WEXEH[c,d] "|%-6-KB ¥
4]

Ao () -1-HHEEE - ZEWERHE) 1,3, 4, 5-HEXKH ¢, (]
v - 6 - 3R R YR Y Y ] A

H0.335g(lomol ) 4-( ZIEFEIE) -6-3-1,3,4,5-WEAKH ¢,
d] ol R Sml ) I-T AT Ap 0. 19g (1. 2mmol ) A A4H( 25 %
(FE) 7 awm) frisel TRADRASERIR P, F0THIE DE,
TR/ FHEBRAFEH-18C, HAFEL-TSTHL IMRTRAER
AR (L.Sml, 2.55mme! ) AEE MANLRE G, MENREAEY
40T, #WA 1A, YHBERSHAHE 13T, RN, 3
(dmmol ) AEFERFEM Inl TRER, AREAICT, mikK&LER
B, J CRRAR R, BT O A MBS BRI IR, KA B ANa HCO 54 o
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KERALATE, RERA ZKFHEBEH. HHLAEH T AN, S0, T%, BE
ﬁ%,K%%%u&&iﬁﬁ,%maﬁaﬁ/$XU9VN PR,
BN AH, AZEM, Folng( £)-1- FEEHR -1-
(liﬁﬁ£)4JAJ—mﬁ$%HJPW”GZ&??o

B. ¥261mg(0.64mmol ) ( +)-1-HHEBE4-(_FFEN) -1,1,4,
S-VOAEH o, o) F%--HBRFERAFE( 10nl) BRmANd 2. 0g
K,C0s. 10ml KFr20ml FEEFMBREAR P, RERTWHFHIAR, &
WENFZHR R F A EHEWRL TR, RAEfENCl KBRS
BREBAY, A_EFRERILAK, A#ﬁmﬁ JANa Cl A 35 3 2k
%, AN, SO0, TH, BMEREET, BEHMAYY, TEFX/B
R ELE &, Fisdg( x£)-4- ——EEW‘ELE J-1, 3,4, 5-ERIF (¢, d]
k- -3 EBREEE, mp=132 °-132.5C,

ﬁ?ﬁ*ﬁ CcfH.r.&N.z 02
T AR - C,72.58:H, 8. 34:N,8.91;
) 1 ¢, 70.83;H,8.39; N, 8.88,

NMR(300 MHz, CDCls): & 0.91 (t ,6H): 1.49 (sextet, 4H); 2.58
(sextet, 4H); 2.78 (t, 1H); 3.00 (sextet, LH); 3.03 (t, LK),
3,03 ( mult, 1H); 3.81 (qt, LH); 3.91(s, 3H); 6.88 (s, 1H),
T.14(d, TH);7.84(d, LH);8.02(s,1H)o
52 M52

(£)-4-( ZEHEAIL) -1,3,4,5-WAFEH ¢, 4] B%E--BR T
By

Ao (2)-1- FEEAG(ZEREAS) -1,3,4, S-WEFRH ¢, ]
| k-6 - BB LR R A

#0.335g(lanol )4-( ZEFERIL) -6-31-1,1, 4, 5-WEXKH ¢,
d] Bl By B (Sl ) W TF AT im0, 19g(1. 2omol ) BALHF( 25 %
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(EE) 7 P fisal ZRMRAHEER Y, TOCTHAIH,
IBRATR/FTRBBHEL-18T, HAHE-TSTHIIMR THEER
B o(1.5ml,2. 55mmol ) A EEWAR B BEHF, AREH T,
HE D, HERBBEREAYAHEL-13T, H 0. 45(dnmol ) &
AEFREH IR 1ol) BERMNZXBEBSYF, AEREAHT, A
VAR B, AOBRER, CBEITGKRERIMSRIER, &34KH,
FANHCOs AR AL AM, RERA AP RER, R FHRIEBA
FIFA Naz S04 T8, BMERLE, /0. 4% WY, TSirblic EEAT,
FTBRE /BRI V) AR, 447 WHEMAE, #X
BF, Blodng BAFMAH £)-1-ZEHESE--( ZEFEAE) -1,3,
£ 5-MEKFFc, d] BIR-6- BB LB

B. #4164mg(0.4lmmol)( 2)-1-ZHFEHE-I-( ZEFAHK) -1,3,4,
S-VE Ko, d] I R-6- KRR TEH FE( 0ol ) BEHEEMANEL 0y
K205 10ml &Fo)0ml HEEM R ER Y, TERTHFAIIN, A
NaCl RBERFHBRRMBEAY, A_RFREK, &FFHAMHE, HAEK
Nan$0s T8, WMERSE, WHFFX/CRFPELS, Fl0n( £)-
- ZERERE) -1, 3,4, 5-WEEKSF [, d]-6-RRTE, wp=116.5 °
-111C, |
TG E AT Czo HisNe 0z

T A8 - C,73.14:H,8.59: N, §.53;
WA ¢,72.86;H,8.77;:N,8.54,

NMR(300 MHz,CDCls):do 0.91 (t,6H); 1.42 (t,3H);1.49 (sextet,
4H); 2.58 (t, 4H); 2.7% (t, [H); 3.00 (qt, LH);3.83 (t, LH);
3.23 (mult, 1H); 3.83 {qt, IH); 4.36 (mult, 2H); 6.88(d,!H),
T.14 (d, [H); 7.84 (d, IH); 8.04 (5, 1H),

LRI
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(2)-4-( —EEH) -1,3,4,5-WEFEH(c,d] 5 %k-6- Frg

% 0.9g(3.%6mmol ) ( 2)-4-( —FHK) -6-€]FE-1,1,4,5-HUEK
FF e, ] aEBETFIInl X, TERAEFXEFAWAETHAN & Lol
(8. lomol ) IMZ R THEEMBHPRER, AHLSOTHENE, HX
RMBAMABHEZER, ALl Inl FEEF4, Sol PR ERE £ KK
TR, R ml . 0ol A4, Sl WFEE, #4532 B9 RS 4 I N KR 1T
0.SMIEER P, WA, HHAAE, BA L SM HREICEHAE, AEX
Naz $04 T, MERGFHRY, HheEoE, ULRCE /W
BE(19:1 V/V) WM. &6 WW ik, LM, FTLR
Ol / WRTESE R, RS AAAAAHup =161 T,

jﬁ%ﬁ*ﬁ C14 Hie N2 O
HAE C,73.66;H,7.06;N,12.27;
A ¢,73.50;H,7.02;N,12.117,

NMR( 360 MHz,CDCls):0 2.48(5,6H); 2.86 (qt,!H);3.08 (m 2H};
319 (m, VH); 3.86 (br,d, 1H); 6.95 (s, LH);7.25 (d, LH);7.66
(d, LH); 8.31 (s, 1H):10.28 (s, 1H)o
SE M4

(£)-4-( ZEFE) -1,3,4,5-HWEE3H{c,d] Bl %-6-Fgg

FATHRERKELZHN 0.176g(1. tomol ) B4 ( 25 % T i
#AR) A Al00nl ZZEKERF, FhoAdiol T8, RFEHT,
FAD. 335 (1. 0mmol ) ( £)—d-( —EFEHEFL) -6-#-1,3,4,5-WE
(o, d] B B 100l ) BR, X SHOURHT. EAICTHERS
Watn | AEGE, TEETHME I A, ATRK/ FHBLHEYL
-18C, AL 4ol WL IMR T EEER, A9 FT, ABEL-51T
R4/, BAHEH-18T, b, 193nl TADMFFr 0ol 7.8
BERAAR, T-183CTHRAI0H4, AREZR, WK, #5350
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ml AFe2Sml ZERAWN K FLRAWF, AA®RER, FXS0nl Ko AL
& Na SO FHRAYA, R, BERLE, H.15ed, RAEKE
M, ZRBRTE/ BE/ ZTRAAL 18, VIVY) 3% 6347
B PR, ABRAEF, F0.19g(£)-1-( ZEWHARX) -1,3,4,5-1
AR o, d] A k-6- FEE( HEH) -
NMR{300 MHz,CDClz): & 0.95 (t,6H); 1.50 (m 4H);2.60 (t, 4H);
3.00 (m, 4H); 3.80 (4, IH); 7.00 (m, 3H);8.3 (s, LH); 10.3
(s,1H)a
SEHE 4 5

(£)-(N-FH)-4-( ZEFTLEE) -1,3,4,5-WEXKH[c,d] A%
-6 - 2R B RE

EHICTH. 135g(lomel ) 4-( —EHFEEL) -6-8-1,3,4,5-HE
FFc, d] Blvkey TEE (Sol ) BEA A 20g(1.25mmol ) EHH( 24%
(FE) 7 HdoE) sl ZRARGBEERF, TICTHI AE
R TR/ EHEBAHEL-18T, ERA L SIMRTE4E(L. 1ol
2.62mmol) BQRECHEMR, HHRIKWBALYAREL T, FFERE
EHHPHEFLHEALN- 11T, A—RNEAUENBEEWBES —
SHRATWRAHE 0,250l (4. 24onol ) FEER F B Fl 0ml THF B9 Bk,
WHI e )JEmAN0nl FE, AEFEIST, AALE, XEAHHT
BRI, &HBMTIAE, A IMBBRBER, HAHEKEILHH, A M
NaOHF B AL ZPHIO, Fl — A W BtdR B, ABRBFFO Mg KRR, T
Se M FEAN, £EALILRLE/FX. CRLEFRSINFE
BB TENMR, G750, AFEEREFHEn( 21 %7H) ,
mp. 161.5 °-163.5C. THERYEEREFH/-TELIMN
TCE 4T CeigHazNs O
I C,72.81;H,8. 68;:N,13.41;
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W A C,72.75:H,8.84:N,13.20,

NMR (300 MHz, CDCl;) & 0.90 (t, 6H, CCH;), 1.48
(sextet, 4H, CH,Me), 2.56 (sextet, 4H, CH,Et), 2.79 (t,
1H, 3a-H), 2.93-2.08 (mult, 2H, 3p-H & 5¢-H), 3.03 (4,
3H, NCH3;), 3.22 (mult, 1H, 4B-H), 3.46 (gt, 1H, 5p-H),
5.82 (br s, 1H, NHMe), 6.89 (s, 1H, 2-H), 7.12 (4, 1H,
8~H), 7.33 (4, 1H, 7-H), 7.99 (s, 1H, 1-H).

ey

(£)-(N,N-ZZ#)-4-( ZETRRKE) -1,3, 4, 5-WERH[¢, (]
o) Wk - 6 - 3 BE

A(E)-6-R-1-ZRFEFaERE--( ZEFAE) -1,3,4,5-
AR ¢, d] T K H &

ZE0C T2 00g(5. 9Tmmol ) 6-3-4-( —IEEFESR) -1,3,4,5-HE
3¢, d] B ATHR( 2ol ) EH A E1. 255(7. S0nmol ) B4F( 24 %
(EE) 7 o) fsonl THEA R BB &R T, W04 E,
AL 90ml ( 7.18mmol) ZRIBEREA TR (triflate),
BRI 04 )E, HRBHIFENSHNICOs Y, FCHLCIz3RE, H
NaCl 3 PE3R BUAK, Nap S0, FM, #EFECHCl., FEeEw, Ty &=
LB LJEE, FEHI:3EtoAc / BFERRK, EEHSETHEEMN
W R W MR E ) .

B. ()-(NN-ZZH)-1-Z R WEFRERKE--(ZEFEE) -1,
3,4, S- WA ¢, d] "5l -6 - R BB ) 4

Ho0.30(0. 65mmel ) SEHEH|6 B BAP Hl &M - FREA KA
ME-T10nl B8P, ZE-6STHB T A 90ml (1.3%mmol } 1. S4MA T
R RERRE, T-1VCEHEMHI0 045, R w0, 7ol (1. 34nmol)
NN-ZZEEEFHRA, AEREIC, HREHEN (ol B2H ENaHC03
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B, WAEHEANTEP, BNClRERBOE, Na 80, T8, #&£7T
Bk, TSeiam®meE LR, £ERAFE, L 1IWEoA / T,
& 1:3 Etohc / FHEM, S WHHHEHEIMERR, H XY
(100mg) Fig R L BB —%, LA TFX, FMA 1:98EtoAc / FX
PRIR, B3, YR EBEN AL RN HEBARER 1 (1% F),
m.p.84 °-87C,

C. #0.20g (0.41mmol) SEHEH|6 F BB H| S WBRE WA T5. 0
ol THES, FOCHL. 0nl (MW T XA RTHRARAIE, DS94
W RBENSH 1. 25 BEBRHSal A, JACH O #¥%k, Hl
YRR BT Bl T MR, AFEAM, FAIN NaOHAERE G,
FICH,Cl, AL, Z|EGE NS0, T, KBREF, ZAE W IR
LEM, EEAFHK 1:19 Elohc / WK, KEtoAc MK, 5 — K4,
0. 138 ( FFEI%) o

7‘—5%\‘5}7{% C2eH5; N5 0
1 C,74.33;H,9.36;N,11.82
W E A : C,74.12;H,9.32;N,11.94,

NMR (300 MHz, CDClsz) & 0.89 (t, 6H, CCH; of NPr), 1.02
(br t, 3H, CCHs of NEt), 1.29 (br t, 3H, CCH; of NEt),
1.46 (sextet, 4H, CCH;Me), 2.53 (t, 4H, CH,Et), 2.79
(t, 1H, 3«-H), 2.89 (mult, 1H, 3B-H), 2.97 (t, 1H,
sa-H), 2.99 (gt, 1H, 38-H), 3.24 (mult, 3H, 4B-H &
NCH,Me), 3.63 (mult, 2H, NCH,Me), 6.87 (s, 1H, 2-H),
7.02 (4, 1H, 8-H), 7.12 (4, 1H, 7-H), 7.96 (s, 1H, 1-H).

S 1
(2a-R, 4-8)-1-FKHEHFHE-4-( —FERHE) £FE-¢-81K -1,12,1a,
3,4, 5- AR o, 4] %k
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Hsoml | -KEWEEER-4-( ZIEWHE) £3-1,0,22,3,4,5-KXNEX
3Flc, 4] 79 H500mg, #1.4anol) B ZERA WAL 00n] KEIKP,
BEBRFZEFN GRS . 78R, KFogkB( 100:20:3, &KH)
HBEEH(25nl) mMAFHEY, REHEERR(I60g, 0.42nn0l) Fr
B( 218mg,0.89mmol) Au N, MHBENT, TATELBEEREIFISH
o, BERZBEN BN, HAKLPYETS ol AP, X 15l
NaOHACHEA(SN) P HEI 24, F & RlE, 2HEHT, 3Bl EE,
AAEZR( F430n1) , RETFHEB oy 8 EHE TREER
PR ERR(2a-R, 4-8) -1 -KFRE4-( —EWH) fa-6-8R-1,2,
2a,3,4,5-NEFRHA[c, d] %

IR: (CHClsz): 3010 (w), 2961 (m), 2934 (m), 2870

(w), 1638 (s), 1467 (s), 1453 (s), 1382 (s),

1222 (w) cm—1

NMR: (1H, ppm, CDCls;): 7.3-7.7 (m, 7H), 4.25 (br
m, 1H), 3.65 (t, 1H), 3.30 (m, 1H), 3.20 (m,
1H), 2.80 (44, 1H), 2.45 (m, 5H), 2.15 (m,
1), 1.25-1.60 (m, S5H), 0.90 (t, 6H)

M.S.: m/e = 448,

5ﬁi%ﬁ}$ﬁ : (C24Hz9N20)
W Cc, 59.02; H, 5.98; N, 5.73

A EAH C, 58.78; H, 6.04; N, 5.68

wm bR, ARACEGYRS-BERXER, ATHAFTATY
HRAS- RO . RS- BERXNHFN, XXARLeY5FHLT Y
Y5 - ¥, F B 1 F A Ao

ERAH AL AMEY ST ARSUTIAS R LA LB/ ESY, Tt
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HEZFHRNFELS RN BT HEBMGEBSHTIAZ A&, X(1) e
WY R-THRITEENN - B EnRs, TARERAERELE
YRl R B BAER. XBRAEE: WRE, WHE, RAEFF
WAERERE, BPE, R, XEMER. AN EIREFEELAFAX
EHR(]) Ed.

AXHE “HELERE” —ARTEALZANS N —SEE, &
RERGHINS - RO ith. Y, HEARXALTHLEHHRE
HEHRERFIGEEEAT R, HEEHRELNLEN, HHNRE,
HBITHEERER, AHEFRER. FLAMAGY TEILHRE
%, BEUE, B, HRRK, HT, 8k WASKBRERES
%, Ofpet, KEALMEGHA TSR —FEREHN 0. 00Ing /kg
F# 10mg/ky, HANDRANEZL. SEH I 0ng /by, RITFEA.0E
#5mg /kg, WMEORAH, ERAHMARKRN AT —RK, #l sy Nt
Bt — R, WMERBMAEREY, HAEIA 0p g /g ZHI000p g,
HIF RS0 g /g A0 u g /kgo

HT BAREFARZANAS - BEEHAETER, #TTIAER,

LW —RBENT EH A ALY, URNEENRmEAS-&
FErq| WS - 248 RS -~ #2303 Wk ZBR( SHI AA) Bt BT 8 BAE 86 ) o
X — 28, HiRXBRAAWE. 01 N HO HF UTEAES TEHLS
—200g EyWistar KK, 6004 EB k4o, MELRF A -ZER,
SHI AAFo o 3 B 8 BREN IR )E, LR EET| T &I

* 1
§ - ¥2 3 ) Wk fo ofn W R R 8 R
164 B S-Rel SHIAA Mo 3 BB B
(mg /kg) (amol /g) (amol /g) (pg/100ml)
S 4] 1 0.1 3,20 4014 1,98 20,07 14,92 4
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0.3 3.38 0,13 1.89+£0.04% 39.6%+3.5¢
{0 1.52 0,16+ 180 20.04% 44,626+
) 0.1 3.00 0,06 2.50%0.12 T.4x1. 43
0.3 3.27 014 288 20.09+ 44.7H[.7¢
¢ B 41 --- 3.09+0.08 2.5220.08 1.8 0.6

+ P < 0.0}
L Z R PR RN EIW LA W he Y, MmIREK
BEARE, HERAFEI

x 11
S-#H | 1mol /g
1t &4 # B S-FB K SHI AA
(mg /kyg) (amol /g) (nmo!l /g)
SE M1 1 0 1112004 2,42 0. 04
0.01 3.2 &0 103 2.280.04+
0.03 J.09 0,07 21T x20.05¢
0.1 3.33+0.08¢ 1,94 20,05+
0.3 3.22%0.07 165 0,09
1.0 J.02£0.11 [.59+0.05¢
t P o< 0.0}

FAFH T R A4, DA I LIS B B Sk e RO R A By
Y. ERFERLE, MNETSEME, 3,4- —REAXKTER(DOPAC), &
FEBR(AIVA) AP W ERFHRE( B 1nl /) « FEKfE
F FRERILEEBAKE, TDOPACTHVAR £ B RBAK . ZE75)
F&I1,
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Bn: S - IR0 MR B GRS - BE XTI W T —18AF.
YRBRBEW GG, B -BEEERGHTE) ERRD, EWTI-2E
FER W K. X — B, MR T WA kb WERBENFE,
BPABRTEBPSHTPERN . BEH TESERB LSS T
R HEL T AR 30045, BEAEHNELREIFA NSD 1015
( B—HEXH , AEH 00 /by £THHF0L94EHARL
%, %fﬁ?ﬁﬂﬂ?#%mﬂ%iﬁﬁ; ZERF|TRIV,

F*z 1V
SHTP A
SEHE) a4 T ERSHT? 3R E
FE(mg /Lg) (nmel /)
{0 .18 £0.06
0.01 .31 £6.066
0.03 1. 09 +0.05
0.1 0,80 %£0.03s
0.3 D.81 %0.04s
1.0 0.82X£0.02+
t P o<h.05

AR XA T LG LA A E A, REFELLRE, HREd
M0 Iy /g BT IN HCL W, AABRETES, REHEN
T B R BT kAL TR, WS- e RS HIAANIRE, SR IFY.

x v
% A B
1M i 5t B B B 1] Bds -2 % (1mol /g)
( /NED) YN SHIAA
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(0.3mg /kg §.C)

0 4.64 £0.16 .04 0. 24
l 5.25 £0.15 .34 0. 05
2 5.17X0.125 2.640.09¢
4 4,28 £0.10 J. 140,14
8 .54 0. 14 3.39£0.09
24 4.32 0. 19 .59 £0. 13
+ P <0.0}

e RPN LR At R RS A t. WE T
A x5 - FEG R F R REBK B, FRILER,
* VI
5 - ¥2 3 v5| W o o 5 B 5 B
.44y # OB S-BREK SHIAA Mo 3 B R B
{mg /kyg) {emol /g) (amol /g) (g0 g/100m])
5 H2 0.1 2.66%0.07 2.06x0.06% 5.5%1.0
0.3 2.8140.07 .83 %0.11s 7.1%0.7s
1.0 3.29 40,28 1.93 0,12+ 40.3 2.0
it BB 41 m—— 28T 009 247 0. 04 3.8 40,2
+t P < 0.09)

FREBR AN EER LAY REIRSERETEFER
WEWHEA, BEATHEAEWHRANELHAFEDOPACK i %, &
AR EARELA BREESHNEL) , TFEELRFARELA
BAE-15%, -13%F-21 %,

TR —ERY, BB AAWN. Ing kg BEEABBKLALRA
AR E R TEH. RENE TIHRMASHIAAKERE, R ALKV,

# VII
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SHEAAR

&4 W 5t 5 By B T o J3 S HY AA SR E
( /ED) (amol /g)
{(0.3mg /g §.C)
L 0 2.62 0.09
1 .81 0.07+(-31%
) .99 0.083(-24%
{ .31 0.17
3 2.57 0.06
24 2.36 0.11

ARAEMZET LEHE | e EXRABE SHTIA T &0
Spiperone RAKREHEE o LIRWH & SWong FAMB N F EAE,
#0, ). NewralTransmission 64, 251-269 (1985), LR EZEREF TH
VIII,

# . VIl
ZHEERED (10, 1mol)
14,64 SHTI A Spiperone
oy %7 L1 52,1
LB 3 103 45

FEAMERERLFIET RS HENEREORT. B, K
R 7 — LA R e A TieT BN EESEFTE
BT RIS I AL R, BT T REEREARALe S T
RO EILF . RORAHTE, WRKLANGH S R B FH A
E#RARBIEF R RA, RERNEE, FHEES). -5 7
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MeftAdn, BAI: 0.01-1000meg / kg ByF] B 6 7 & 2 B & M ALAE,
Rl R MmN AMEN. DRESRI-1K, LEAENEXRY
0.3-400meg /kgo
TREREFRKZ ALY E MER DG HTHNES
AR RASprague-Dawlcy RRFHHEAR, AFALTH, E
F1LAAER, FRIEASTRETHIFH. EZBRABH— KB
B, WU E AT AR AR ESHiRE. XEFRNHE
TAXTFRFE: EXBRATHNBEEAR(Non-Mters); ZERBMFERE
AT XA T L AR By AR A BU(Non-Ejaculators); ARIEHHE 6
SAENAEREAR. EAHZH, FAHRBEAREIHITHEENTAR
BRI, WEAEWETY, FALEGHREE, FHITREARK
o ATREERAHEWATARE( ZREHTURXRBEFH
BRHZ) , THAMENREFRENITHRETHEMERRE,
TR, B RAFRGTHNREBANEXAXHFE R RN, WX
R e SaEABEN G B EMAEE, 2H5EEEHAREHN
I PR T,
ARRBEROTBEAHACRANG R HIT, H—RTX
BB A BRBNEFABE - RITHER, B EHE R
THEHEX. HHESAENARTS, THOXEREREZSNR
BRI, BRI X AFE N STAR ad e B 1] R R
ERERABATERE AN ABEREL TR LAY
(F)-4-( ZEHHEEI) 1,3, 4, 5-WEKHc, 4] 5 %-6- BB TEP
A B R F KB . BAEF B oM B A0 mMAE & FC4 K.
ERERI Tk 1Ko RFH N ZFRERFTHFK. RERERE
HFH %, FHATERNFREA KX
F IX
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SERE A xR X BT A B

B T % %

5 E X R FEFHHE KR

( HFEHAR ( %5HHE)

St i 753.6 +108.1 0.0(0/12)

10.0meg /kg 591.7% 50.7 58.3(7/12)
BAoEMAE -15.1+ 1.1
N =9

st i 712.1 £85.3 0.0(0/10)

100. 0meg / kg 4151 57,9+ 60.0(6/10)
BaENE 43,9+ ¢ 4
N=11

L BT RRERTFELEFEFERA;

2. X PRARLR AN 4 R R BT B B A R A B P 3R AR A
3. B A BRI R A SR T AE R 0 4 ek HEAT Y
§ORREB R KA AR,

EHEH, RFHERAMEDHEu A Eit, KXAKE
—EPREAEXZ ARG F ETEZHEE. BB ZLBAA
Ky 24 1 ) o

FA /2 o e 0 B A e Rk Ay, B L B e R O 3 T R AR R B 2 A
Hlo EHERLALAYE, BHHERERL FRERS, RARK
R, BERERARGAN, ZREATURKE. FE. KAHEEL
Bk BREMERBEANE, €T UREK. FEERRBEPRAERN
B RAAR. BEAIANT. Bk, A0 TUE R A,
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W, gER. FEN. BEA. BA. BER. AR BR BEXE.
SEZF( AEERRBETHBNEF) , 25 ZE W% EE) EHRSY
W, RNYFRESAREE, B, XEESEPXECREEH.

EEHAEER. BUF RSN ErasE: . S BEE.
R, HEME, KN, Mafiik, #R4E, ¥RIL, EFK
A, BERRS, MAEdEE, ROUBWERE, 4%, K BE
FRAER, REAXTRFBINER, Bl EHRRENT &,
HH FAIEEER, BEM, A EER, BER, #StekAScy
FHle RRXAMSMARE LI ko A# & HF, UELT
WAEEBRE, ERERBE MRS

ERHLA S WEFHERETH ERR, BETHNESHL —
S00mg WE MRS, EFMESHAI-10ng R KRS “BTOFEHLR”
— I R I E S B, AR E - EEAAXTH Y
HMER, B THESERTENGEFmERTERNT SRR

#25 £ 'Y A,

TERFHA L REEBERRLA, TARMSRXATEHR,
Gl

A TH®R A ARKE:

. & % ¥E(ng / FHKE)

(£)-4-( ZEREHX)-1,3,4,5-H

AEXAlc, d] B %-0-RR FE 25

T 425

R B 10

# it 460mg

W ERBARS, HLUIng W EENFHEKE.
] 57 2
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F T 5 B4 A b

. & 4 ¥E(ng / R)
(*)-4-( ZEWEAH)-1,3,4,5-1
A c, d] 5 %-6-R R TR 15
W AHET 625
Ty — A bk 10
R 5
3 1t 665 mg
¥ ERROBA, FERF, BRE .

] 13
T3 R & FER B
. & HE( %)
(£)-4-( Z_FEH)-1,3,4,5-1
A&, d] B R-6- FEg 0.2
. 29.15
FIEF( BR-ATF ) 70.00
B3 100.00

WERNENE TERA, HERBEHABLRERNIL P, %
HE-NC, BEHAXKEY, UFERERAXNTETRERT, 5
RAfTHEEANFRE, FHEERERMNKE

54
TR RS RE R 20 0mg &M ROW A
& ¥E(ng / F)
()-4-(ZEWAFE)-1,3,4,5- T
BRI ¢, d] k-0 - 2R B F 85 60 mg
A 45 mg

..33_



WA ER 15mg

ROl b (10 %R ) {mg
% XN 4. 5mg
TERE R 0.5mg
7o [ mg
3 it 150mg

WEMERS, REMFHEFIXESERF, £oBe, BFHRT
Wik R BORAN, RELEEER, REANERETI—ITT
¥, ATXEIEF. HEFRX N4, FhnsgoRahtEE0
B EmANLERF Y, By, TEAIWEERSE, EFEISIn.

] 71 5

BT 5 kg B8 0mg 25 4 W9 fc &

(£)-4-( EWAE)-1,3,4,5-1

B¢, d] Hk-6- BB T EE §0mg
iy 39 mg
M AER 59 mg
FE PR BR e lmg
&I 200 mg

WIEM B, FHEFE, EHMERRERY, EBEISERF, U
200ng WEBANFEHABREE Y. XHORAFEETELSTELTELITHW
A A
1 6

A TR #E&RT, F8E8115ng iEH R

() 4-( FRERZERE)-1,1,4,5-1

BERHF[c, d] k- -EREFELER 25 mg

a0 R B H e B8 2000mg
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g it 2025 mg
HREERSTEES BF, SFRAERBESEHEST, AKX
i ft, REWBREWENALAXFERN s RBERE P, %4,
) 17
JA T ¥ R4 H A B &K, #5nl 2500 25 4f:
(£)-4-( —EWEFE) -1,3,4,5- 1

BRHHlc, d] FIR--RRFERFE MR L Smg
REXAHERH 95 mg
REX [.25ml
EHERBRK 6. [0ml
g il EE
#1485 EE
KK mE 5 mi

WhpdXES BF, A5RFEFERNPBEIBRGRATH
HFRe AW ABRETFRER, FEANFFEH, KREMANLRATF
¥, WA, WMAREHK, EEERAER.

#1518
F T3 B4 - o ST
(- 4-( ZEWEE)-1,3,4,5-1
B c, ] R-6- KRR FR [ 0mg
S5 HK 1000 mn]

bR R A IE T DA B Ll 2 3 R RKE A 4 B R WY R AL
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