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& ISk AL A AT AREE BT, H O Bt &, H O O bt ¢9Bs I B TR EEE
W P e R B P

A —Fb L& EAH RABIR R EARIRATE B T —F A T oL, N -
WA IR AR R T, NATREH G RES FIAT.

# RAEBAAR TR HledmAFEA TR TREARX -
R,

$ kRIS F AN, AKX AIECSWAR LA SRR, X
E{3#7 kP 53)#% % ( X Handbook of Exp. Pharmacol. Vol.
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25, Springer Verlag, 1970,pp. 53-55) , #lwfiBAKA TS, AHZH
8, R SR SR A BT 2 Mish ik L. T M5 Br. J. Pharmacol. 102,
774 - 777 (1991) EAEF ERZ X, (1) ok Re X A 585
% Fo g SERR 5| R INKRIF e 4E .

TSRE T 5 2R 8UK B k2 6-094® 75k (R B, lonis
%A, Proc. Natl. Acad. Sci. USA; 17(1981)2630 ) :

1. #ededk: H - 423Uk (&5 NEN Du Pont 3%&4%F)
2. G AHRAY

a). TES £ #5:

25 mM TES ( SIGMA, Cat. No.: T — 4152)

1 mM 1,10 — 3E=%k ( SIGMA; Cat. No.: P - 9375)

b) 3&E %% 7 Al

25 mM TES ( SIGMA; Cat. No.: T — 4152)

1 mM 1,10 — 3F*&sk ( SICMA; Cat. No.: P - 9375)

0.1 %% &%8 ( SICMA; Cat. No.: A - 7906 )

140 p g/ml A8 AK ( SIGMA; Cat. No.: B - 0125)

1 mM —# %458 ( SIGMA; Cat. No.: D - 0632)

1uMFJmAo>1 - C(28) -3 -zE-2-FPRAAKA) - L -
i =Y.

A S molar Na O HAMmAEAAHAEPH 6.8.

3. BEAGH &

DS IBEE R 2 E P e AW A 0.9 % NaCl B A %.

X% 2ocm K6 w i AEAS B ok A-dpag TES A4 (X% 1g/10ml ) P
fEkis P B Ultraturrax 394K % 30 #. . §394bdpidid 3 B Amad st
HaEsk vk 50, 000g o9k B &S 10 54,

3% b ik -k SR AR R KRG TES A b, BB F KA
50, 000g #gi& JE &5 10 2-4F. FRBARFEA M (K 1g/5nl ) 7/
A - T0°CTF, A onl F454, ELEATTFLA.

@it L O WRY 5 kB A R IR A TR T R G MR B KLY A 15
pg/100 p 1.,



4. 4R E:

AR EIEHRRAERT, EHEHEHK (96 x 300 p 1) E, 2200 p
| 694 ARBHAT 60 24F. FTA REMARAIEFRE A M. A, Fs50n 1
AAHEEALK, S0 p | KB NA 100 n | BREFREGRR FH KT
A A egILP.

a). fafeiki (#i4afe) :

B&CH - EEMKER: AAET0.05 - 3. 0pmol/ml &3 0. 05, 0.1,
0.2, 0.4, 0.6, 0.8, 1.0, 1.5, 2.0, 2.5, 4 3. 0nmol/1 A ThefeiXsP.
& LSRG, BREAFRRASO 1.

R FHES BT RESSRALRG R LS. X T m
AGKE (1 - 100 p mol ) KARICEAARRLE BUK & AR ih € F i 2
¥eahH) kAT £ H KB T4 H O EL40 (10 p mol/1 ). A3k, 3§ 1. 862mg
M Inl —FRAEHR (DMS O) P KimEgAEFE+FRHE ( 1:
25 ) ¥ 50 p | R eyER B AR ER R LAY, BitmA 100
pol REAFRITERA.

b). ZHEE ( [Cxo) :

ARy , #A—F A4tk ( 0.25 - 0. 3nmol/1 H-%%
BOK ) FooR BlRBLES RAT LS A R AE B,

W50 p 1 KB AHAIARASL 107 - 10" 'nol /1 693 EmF| S0 p 1H
- R & P IFAE A 100 p | BEFRFBARE. £i2KBP, B
B ZRHE=AFERIESR, AM10 pmol/1 #5H O E 140 kB € 470
4o,

W%, B EFXE AR Innol /1 &R EX ML — PR EH ( DMS
O) PHHIEHEM DM OffF. K5, ARFEFMNEmERAEE (1!
25) .

G, WS Skatron aufe Ak B Fes. M 0.1 % PEI (RT
Y ¥ k) 269 Whatmann GF/B B4 A LibiE, KGS M 10ml Kk 43p8g TES
G AR SAHS. FRBHEHGESAF B BRA dnl RIRH G QIF
Fob. BRKY 120G, AR, RGAEB RS TR

c). ks

14



B, EMARKEY, AUER 1 - 2 AREGXERAM (107 %le
‘mol/1 ) . R TERAARSFAT, 50 % A MBI E B, A4
VR 8 AR EBATE S S (B .

4. 145

i@ it Bed itz 4k 4 ( McPherrson, Minson & Rodbard, Marketing:
Elsevier-Bl O S O FT ) é475 skt AT3#48, P AR A4 ATRE [Ca
Fo KA B 56093 5. HARA AT AR A FaAe ] Ao B B b & A0 SCATCHARD
B, HILL B H O FSTEE H.

BB TH LBk, MEAEMKTIRE, 72
-

Wit dr R, BARERY A 3008 1945 28 ( Morioth #, bk, ¥
M) A sedfakd, BK KA 20cn #EI s E 8 kA Tyrode ik (32
FAHE) AL EERLFRASBASY. RERHEE AL Sem Ky
. XS BB R A AA Tyrode BHke 10ml BES P, F5H8EMR
(R Z M) EE. BWRFA lg. # Tyrode Bk 37 "C KB P&
P BA IR T R

30 o4 )6 e,

REABAKE, MAZBKERLREN 4 x 10°n0l/ BEBIFLE
G JE. KRG, A Tyrode Bk 3 K, M 20 546 B K mANZBUK.
KRB R (AR . RR—E NGB R k. ALK HH

(EAAERGREA 10 54) . KB B AMAE S5 2T B a6
KR, EEXREE ELHREBEX.

Tyrode ;% (mM): NaCl 137
# A8 5.05
KCI 268
NaHCO, 11.9
NaH,PO, 0.47

MgCl, x 2H,0  0.49
CaCl, x 2H,0 0.68

15



KK E: TF6 V3 M Fleck, Mainz 3k4F
£XLEXKE: Goerz Metrawatt SE 460, BBC
L 3k: M Bachem 3R4F

A T BRI XA K AHGEY, B RITHR, FHREHN
400 - 450g 6947 2% ( Dunkin Hartley ) &t

AT FFRER I s B BB AR, SRR B AR 45 ° AAE AR S
k3R 5 X iF.

Krrbasres. K 2. Sem, % 3 — 4mm & o F A B KA MAMAEHE & A 10m]
BEBT.

wikAsy (mmol/1 )

NaCl 154
Kcl 5.6
CaCl: 1.9
NaHCOs 2.4
nEE 5.4

95 %650 Fo 5 %HC O FIBBNBME 37 CogkBR Y. PHAT 4
I B LR A A 1 0g.

A Hugo Sach A E EASHMARE GESRERE) RMLFKMKE
it FAERAILFESR ( BEC, Goerz Metrawatt SE 460 ) L.

A1 DB AR, SRAREFAR2 x 1070l /1 REAREGRX
HOBHER (EBUKFIRFFRSE) , MmAS x 10°- 1 x 1070l /1 #%E
6 RIS, 10 4PRP AR, BRMAZEKE, HrRBakiKs
BRAE A gD

REX (1) bWt B R RAHKAERF koL,

Wit ST S R B ( 1nl Narcoren® + 0. 5ml M%&) &L
(/LG %, FHegzMH: Mollegaard, Denmark, 2.5 — 3. Okg ) &3t
HmAFAIRS B B kR X, HKXY L Sen 3B h &%
B e BED ( Krebs—Henseleit ZA4H) b, smikAA 0.5g.
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KB 30 04be, @i ggEak (10°M) slRKE, FHHEAmA A
B, VA 10°M @R E AR, TR e sl P (n=6).
F 5 15 DA PR R) ek w2 UK T | R e I FI4E R, FlIeE, A3
k15 04 E, BESREKTIAGERBLSY. RE, BIAL—HK
7 ) s b ek Sk 45 Bk S| R A EAE .

LT ARG ENEE ( BEBSRATRARBAEY) , EHMAREBAK
$8 5 A — 02 AR R AR BB SRR S,

FA L& R KRB 1, 6, 9, 12, 235378 HEZHB
SR ERAE R AEA 1Cofl, PPk E3b R TAFTRA, JFRRIAF 23
B Eh Bk P KA A ey R T 107,

AT oRAFES R, HERLSSE FREMN, F bR, BT
F X HRABEARS, FRAAFRFT EARETHLHEMNE, wh A, &
B, BREERE, K ERERETR K BRERER. TRA
8 PSP R 68 4 h T AR, BURALEE, BB, R, LB W
i BIEEE LBERES, AR ERER. AAXF, TREET
SEHBEXRBERNBE RS, & T RRIARD R REN G ZH) M kX
Sk, wEfedFe B,

BB TAAKIGHER, R, LARERK, KFHEREHE
BEN, XE, wETH TAAREN HFBLRXREER ATWARS
Mo ke BB HHE

HTEAER, BASHEFREMN, AT R X EEHRERIRS,
FARERF P RETHLH M, ok BEHKREFR K B
HohKE &, LTRSS M, T=—E- N, N, N/, N -w©LAR,
BB BLE, XELEmIKRFAERFMNT. FARRAGERTE
AR FTEARF A ERBAS AR EN, R FAREX SN EA
HX k&%,

X (1) A AR S A6 R ARGEBRERA. B,
B8 F AL T35 97 Ao/ R TAB 14 UK Ao 55 28 UK EL6G BRAF-. 51 R K
R RERER. XOETERM, X, BHXRAWER KL
Fofim, FRAEGIEER, S8 LAFX X BHEAEHNS,

17
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Bk, MRk sk, MEFEKRE, SRR L, BHEchaE Adthgs, X
FE, REBm TEYE HEm XEjIRGETRK, SRX X,
skym, Bk, THh, TR ERIIROGER, KEERM, M (£,
A, B KMmidkm HEX BMBRX BX £FX EBWESK
R, &%, Ak (irritable bowel ), &M, WK, Kok, it
Kk, - KEfedafit, F75, il 5iEEKPNEE
BAEEGBAK, SMEARGXETK BEE REHERRT|ARN RS
B Ao R .

S, WTEBKEAR, i 7RE A@R=I, RBUK AP
BB R AE £, ik, R (1) B ER & fo/ R TRE by X 2k
AR RAERAGER.

Ht, AKBREFEAAX (1) S HH e 6830
2RI,

HHE AL AR TGN (1) FHAESYH (2—RREHX) LM
KA W T 2H BRI R

Wit Mpid, EMiE, wk F,i.m K i.v.-, &TF, £& (epicutaneous),
8 fM, MHEA, ok KFEAIBEAGF XL TERLEH. ST
SERALS A A SR TR sk, REPFRRLHF XK.

Wit M, Bh, PERB ARG EAHNEALNH M.

RER, IEHAOCE, BESALKTATENZERY.

Tk, AT, 24 RAKRLHERH XEFL JFEHRASDH
REARETESHE, SHFFRARENIR, Fl, FEFEEA
% PH 4% R, WABBIEFAILH, XL CHBBR—RFARER. &F
BRFLBR.

R R GMERRTEFRPRES, FRAEATEHAZERHNZE
HE.

WAk R 4G ST X6 A A kb4 S Bk, MUKk E, B (rods )
RBHY, EETHAZGSHESY, HAATEHEMERSH, &
LB R B R LB A BMRIAGKEG ARG TS RE .

18



A0, 01-5mg/ | B9ERRELFLHPBANLHETHHNE 0.01-
10mg/kg & 2GS haE A 2.

W@E, FETLTF 0. Ing/ 4K - 1000mg/ TR 2. HIATHAEEX
24 15kg B BRAFA

%5 &
AIBN a, a’ —4BR= (FTH)
DEI R b T R
DCI BT R B
E LR LB
FAB Y &0
DME —FRALE
DMF R B
DMAP TR R
NMP N — 97 3wk e AR
H hY; 37
RT E i
CH:C1: —A¥k
h AN
ESI BT REe S
T o JE
T 5| 34 A T AL A,
FeA) 1

4-03-(N- (3 -FHRANHSKEREE) - N - FREE) - 2,
6 - —H FHRA Rk

a). 2, 6 =R -3 -AEFEE

A 150°CTF, H—:2£ . N&Kk ( 70g, 0.24mol ) F= AIBN ( 5g ) &R
A akomB 2, 6 - =% - 3 - mAFE (100g, 0.48mol ) &9R¥K
( 400ml ) &P. 108G, FBABRZABMK ( 35z, 0.12mol )

19



AIBN ( 2.5g) 9244, it 1. 5h 5, HRAMAIHFMA LK TE

( 500ml ). A48H= Na:S O 5, Na:C O s NaCl Bk bFmasW, T ( MgS
O .) JF#k%, ISy IERARH K.

Re (E/H 1/1) = 0.7 MS ( DEI ) = 283 (M)

b, 4- (2, 6 -—8-3 - AMEFERL) (%

FERT F, ¥§E#4] 1a) 472454 ( 62, 21. lmmol ) HeF| 4 - XX
jreZek ( Helv. Chim. Acta 25(1942)515), ( 3.3g, 21.8mmol ) F=K:C
O, ( 3g, 21.7mmol ) &5 DMF ( SOml ) &¥P. 90 546, ¥REWAT
B 2B (S00ml ) AEIFAA (100ml ) 263 S A& FAMAFE (MgS
O .) JF#k4%, MTBRTETELH, FIFELSHGELTH K.

Re CE/H 1/1) = 0.5 MS ( ESI ) = 355 (M + 1)

o). 4- (3-&HKA-2, 6 -—RFaK) ¥Fik=

¥ SnCl: x KO ( 12g, S3mmol ) HmP| g 1b) 458464 ( 3. 8g,
10. 7Tmmol ) #3 ZER LB ( S0ml ) & ¥, HKRE4AET0°C Thodk, 14
BJE, BEAHETEFMBK (X2 300g ) £, BidhmA 2N Na O HE
B PHAE 3R RAMWEADNRET ALK TE ( 200m] ) I3 K.
A4 NalC O 5 (200ml) F&R 2ES e AMIEIGR, TH (MgS O ) 5F
e, EHALREWATTERORETERY.
R ( E/H 1/1) = 0.4 MS (ESI ) =325 (M+ 1)

d. 4- (2, 6 -=f- 3 -AEX-_FERHARBAKEFERL) 5t
K

FE50°CTF, 3 lc) #44ks4 ( 1.2g, 3.7mmol ) , 4AFX—_FEBH R
B2 ( 1.3g, 7mmol ) , DMAP ( 160mg, 1. 3mmol ) Fevt?€ ( 2ml ) 4£ NMP
( 10ml ) PegRSHMk. 2 DG, FRESBAIFERT FMBK (X
#5200ml ) F. BEFRGLREE, ARREFETSAP TR
Re (E/H 1/1) = 0.3 MS ( FAB) =512 (M+ 1)

20



e). 4 - (3~ (N-4RFX_FBHAB- N -FRRE) -2, 6-
ZAFRL) - KobE

FEO0°CHREAT, 550 % Nal ( 170mg, 3. Smmol, 60%F Hrihag B
& ) mF) L] 1d) FRA4LA4 ( 1.8g, 3.5mmol ) #5AAK DMF ( 50ml )
b, 30 4P 6, B ESmARTE ( 500mg, 3.5mmol ). £ 0°C TH
HE 2 PEE, BRSHmEIK ( 200m] ) FIHA L8 LERGERAY 3
k. BOIFGAPILBUR KA 3K, T (MgS O .) JFk4s. £ Si
O . L&#&EH, ME/M /1 HAHRBA, FRIFENED.
Re CE/H 1/1) = 0.2 MS ( ESI ) =526 (M+ 1)

f). 4-03- (N-HRR%E-N-FERE) FARE) X5
FBRTF, FASHE (0. 3ml )3 52564 1e) 47284054 (750mg, 1. 4mmol)
B (20ml ) &P. 148G, BREWEKREFMA—LKFE ( 20ml )
HAR B R BRI R RS, MRS EASes AT
TatsR LT &P,
MS ( ESI ) =396 (M+ 1)

g). 4-[3-(N-QG-FarAAHBHEAR) - N - FERL) -
2, 6 - —RFREA) Fifgd

ERTTF, SRk AB—Fk ( DCC) ( 170mg, 0.83mmol ) FoiZ
K% =nk (HOBt) ( 150mg, 1. 13mmol )Am#] 3 - FAL AHR ( 130mg,
0. 75mmol ) F=DMF ( 2ml ) . 30 54FE, A L#p 1f) FFHILE4
( 300mg, 0.75mmol ) & DMF (2ml):&. ZERT F 18 JB})G, WRAMAT
B8 ( 100ml ) #BHF4 %18 100ml 4852 Na.C O 13%3%&, NaCl & H,
O &K, KT, (MgSO.) jFkEs, £Si O E&EEMN, ME/M
3/1 A B, 55|58 1 A8,
Re (E/H 1/1) = 0.2 MS ( FAB) =556 (M + 1)

Lt 2
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6 - (3- (N-Q-FaRAHHESHREL - N -FEERE) -2, 6
- Z&FRA) b

A L) 1 EME 5 AR 4RSS,
Re (E/H 1/1) = 0.2 MS ( FAB) =556 (M + 1)

It 3
4 - (3-(N-(-=ZRFPEAAHBHEREL) - N - FHERKE) -2,
6 - —RFHRA) - 2 - PARPEE

a). 2 - TAK TR

F0°C-10°CHRRAT, HTBA (9. 6g, 120mmol ) B2 - FA
A ¥E: (152, 120mmol ) F =k ( 12.3g, 120mmol ) —HFi%
( 100ml ) &P, 2HE, AR FR ( 100ml ) FA4efe NalC O ;
HskAe 5 % NaliS O kb —k (100ml ); KETF8 ( CaCl. ) k4,
52 AL ey I A B K.
R (E/H 1/1) = 0.2 MS ( ESI ) = 166 (M + 1)

b). 2 - WHRAHRNK LB

$% PSS ((11.7g, 53mmol ) B L34 3a) #-AR4bS4 ( 17. 5g,
106mmol ) # BT &S ( 100ml ) & ¥, FF§RAHMmME EH 5 ey, A
FEEE, JAK (100ml ) F485 NaHC O s (100ml) Zbik—K, KEFRAK
( 100ml ) #Ek—&; F1E (MgS O «) JrksE, MRS HEHRY.
Re ( E/H 1/1) = 0.235 MS ( ESI ) =182 (M + 1)

). 4-FRKE- 2 - FEAFIE4

80 - 90°CTF, J§3=s64] 3b) 474454 ( 19g, 105mmol ) , 10 %
Na O H ( 300ml )A=Z5F ( 40ml )&y RASWE BB SR HekE ( 111)
47 ( 138g, 419mmol ) FeK ( 350ml ) BFR¥. WG, H2EFEAL S
- 90 CTF 400 RE¥REHAHEER. REALBTE (3 x 300ml)
P 3 RIFRE A MPRBUR T (MgS O «) JFk%. £8i O, LE&s#%
EHr, ME/M 1/1 A HBAN, FRIFELSWIERTH K.
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Re CE/H 1/1) = 0.3 MS (DCI) =180 (M + 1)

d). 4 -FK- 2 - FEXFES

¥ 9234 3c) ARARALSH (16, 4g, 91. bmmol ), H&ER ( 57 %, 70ml )
2% (15ml ) Ae2r% (4.2 ) ZHEA10 8. REBAHLIERESG,
A (200ml ), A1 2NNa O H¥$PHiBZE 5, M LA LB (#4 200ml )
I3k, KA ADIBUR TR (MgS O ) JHk%E, FREFRILSD
COEI RS
Re (E/H 1/1) = 0.4 MS ( DCI ) =166 (M+ 1)

e). RX. - 4 - ZRFTRAHBE

FEO°CTF, HEmst—& (335 p1, 4. 6mmol ) mmF| 4 - = FFHK -
E - B4R ( 1g, 4. 6mmol ) Fewk®€ ( 375 p 1, 4. 6mmol ) &§E7K CH.CL,
( 1lml ) &, KEFRLehdp, FRABE,1 I8, FAFE0CHiL
&, B

KA S HegiER ( 1ml ) F o XHERA T TENEAETERT.

f)., 4-C3- (N-HR8%- N-FERL)-2, 6 - —&AFARK)
- 2 - YRRk

e 10) — ) R r 2 A3 AR4064.
Re ( A&/AK 10/1) = 0.3 MS ( ESI ) =410 (M + 1)

g). 4- (3- (N-ZRFAHESHRSL)- N - FEAED - 2,
6 - —AFRA) - 2 - PEEE

FERT F, B 0XA60 L4 Je) ABaaEk ( 2ml, 1. Seq,
0.9mmol ) Ae®) 3f) 47424042 ( 245mg, 0. 6mmol ) #—& Fit ( Sml )
w. 188G, MAAEF NaC O 3k ( 10ml ) AR FH (3 x
20ml ) IR 3 k. BAPARFE ( CaCl.) %45, 4£Si O . L&EEH,
LR LESAE A BN, 133 e 3 478406465 JE BB K.
Re (E) = 0.45 MS ( FAB) = 608 (M + 1)
h) . FEHp) 3 7RSIy 5 —FrE- T ik
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ARTTF, 34 NP ( 10ml ) ey Est) 31) AFAE4 ( 200mg,
0.49mmol ), 4 — A WA AHE ( 106mg, 0.49mmol ), 48 - (RE (T
SABA) BPARAE) -1, 1, 3, 3 -wPi4s (uronium ) v
MEE (Totu ) ( 160mg, 0.49mmol ) Fo=ZA& ( 49mg, 0.49mmol ) ZH
RGBS 1 e KE, HRAWMLKTE (100ml ) #E8, A
FaFe Na.C O s 2ui% 2 RIFMARAE (4 100ml ), FH (MgS O4) 3k
. ASi O, L&i#EEN, ALK LEAENXRBN, 3 5e 3 IR
&4,

At 1 A3 (£1) EMEGHETHI E#®EP 4 - 41,
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31

% A

R R! MS(M+1)
4 04\4@ CH, 555
NH,
5 om CH, 583
N/
|
6 oF CH, 490
|
7 0\\\W CH, 480
8 CH,4 540
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MS(M+1)

608

570

570

530

576

504

494

566

R1
CH,

CH,

CH,

CH,

CH,

CH,

CH,

CH,

CF,

/

\

SO,

o~

% #9

10

11

12

13

14

15

16
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% 7.4 R R! MS(M+1)
17 OMA@ CH, 554
18 OO CH, 626

(o)
°<
19 | CH, 687
o o)
-z
Nchg\/@/
20 | CH, 587
o )
g9
NHz
21 CH, 567
236G
0
22 N CH, 583
N\
O/ O/
23 CH, 554
OW/Q/
24 CH 540

o
\
\
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MS(M+1)

N
O

e X R

40 o%\é\©\
CF
41 07\/\©\

616

S 42
4 - 03 - (N-FaRAFTAFRLZHRE) - N-FEARD -2, 6 - =
FFEA) -2 - PEEES
ARTTF, BFANP ( 10ml ) Pay5ies] 3f 8444 ( 200mg,
0. 49mmol ), =S F R 2k ( 63mg, 0.49mmol )f=N, N - I =k ( 80mg,
0. 49mmol ) HHk 4 id, KEhA 4 - PRIFEE ( 60mg, 0. 49mmol ),
FEH 18 )G, AR TE ( 100ml ) F4-RAtefe Na.C O 5%,
5% NaHS O & Ao . O #ie—k (4% 50ml ), XETFH (MgSO.)
Sk, . £SO LEEEN, MLUKRLEHAXRFN, FAFEILS
P e 3E A K.
Re (E) = 0.15 MS ( FAB) =573 (M + 1)
A 42 G T TR LA 43 - 44 4004,
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S
Oy~
N
Cl o T
M
T
®)
% 365 R’ R MS (M+1)
43 CH, COp — 614
N
=)
H
44 CHj AN 645
co,
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Feedp) 45
4 - 03 - (N-FRERARACHEA- N -FERD -2, 6 - —&
FRAI - 2 - PR

a). £RTTF, ¥N - FREZAFEABIEE ( 112ng, 0. 49mmol ) A
B 52640 30) FAALEH ( 200mg, 0.49mmol ) Fe— -7 ZB& ( 63mg,
0.49mmol ) NMP ( 10ml ) :&P. 18 8tj5, HRAMWMmMEIAK ( 50ml ) F
I+ LB LEERIR 3 K (R 50l ) . &R PIRBGR T ( MgS O
o) HFKGE. f£SI O LEEEN, MLBLEEAXKN, 55 THhP] 45
ARG JE R B K.
Re (E) = 0.5 MS (FAB) =544 (M+ 1)

b) . ] 45 AFBALESWEG B —F o R T ik

ARTTF, ¥FHAE (5S2mg, 0.49mmol ), —FAAZE: ( 63mg,
0.49mmol ), N, N —#K4t—=ke ( 80mg, 0. 49mmol )Feb o ( —HJ4* L)
DMAP Hi4F 8 /I Bf. RGN 52364 31) #4449 ( 200mg, 0. 49mmol ),
18 G, WRAWMmBIK ( 50ml ) PH M LB LEII 3 & (Hk
50ml ) . RS APIRBE TR (MgS O +) FFkH. £Si O, Lg#
B, MR UBAEARBA, 2] 64 45 380 E B K.
Fe 46
4 - 03-N(4-RX-ZRFRAHSHRBL)- N - FRER - 6
-R -2 - FRAFAA) - 2 - PR

a). £0°CTF, 2, 6 - & VPEA-3-MAFER2, 6 -7
A - 3 - AATRGPER (5. 8ml, 0. 145mmol B S48 ( 5. 8g 60%
5 M A& ) G DMF ( 200ml ) s&P. 30 54, @it 2,
6 - —F -~ 3 - AAFE (30g, 0.145mmol ) # DMF &, Lipe), B
FERLG20°C. ERAHNT, HRASHHEHF 1.5, KREMH K (XY
300g ) F; REMTMTE (3 x 800ml ) FRIR 3 K, HILBGERFHE ( MgS
O ) JFAZRE. |

A£Si O L&EEHN, ME/M 1/ EAHBA, 53 =Mt dme
R4,
1. (2 -9&KA, 6 -5) ik Re CE/H 1/2) = 0.5
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2, 6 -—WHRE -3 -MBEATX Re ( E/H 1/2) = 0.3
2. (2 -&, 6-FHRE) F#HK Re ( E/H 1/2) = 0.25

sFEAR, FTARFHKEH, MS (DCI) =202 (M+ 1)

s F o FaL EHEH, MS (DC1) =198 (M+ 1)

b). 2 -WHRA- 6 - R 3 -AAFEAR

1. AR5k, B EHap 46a AL eg MK ( 8g, 40mmol )
5 g4 1a) ARSI R .

Re ( E/H 1/2) = 0.35 MS (DCI) =280 (M+ 1)
o). B 1 Ao 3 R F AT e 46 ARG
Re ( E/H 1/2) = 0.4 MS (DCI) =604 (M+ 1)
Rl LA 46 KNG F ik, TTIFE] et 47 Aw 48 ALEH.
£ 3
S
| ; [O)—
N
0 3
R R'g i
N
N
\ 0
% 4 R' R? R’ MS(M+1)
47 Cl OMe 4-CF, 604
48 OMe OMe 4-CF5 600
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