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¥ (1) —a4RRFEF (BTX) £40KXKELEL
FREEFELEL FZRGAHGE TR (HB: ZBE5KRE @) =
(R FR)ARAXTE 50; MgCl, 1;NaCl 120;1(01 5;pH7.4) ¥k, %
MEE 10008 FHw 5 H4F, HEAARKRYE, I RARAFER, H4#F08HE
AHRE 12000g & 20 H-4F, &éﬂ‘-ﬁ-.%rrﬁ HB % . F 21C/A 5aMC'PI)
-o-BTX. lmg/ml BSA (FoiFF &G ) . X H4. AR KA 2mM CaCl,
’st-a"f 0.5mM EGTA L T —8% - 2 (B~ i}aa}a)ﬁjﬁzﬁbnﬁ(so-sopg)
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2§ (/3—)“" C) itiEBHAsik 4k, M TRATEZEMG (HFo4F 0. 07%44
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oMK FAKE, WAKNE (LAPEDL) H4, £ 120008 &5 20
S4F, RiE 2R, REFEFF4F 100un MAKSEEE —F HB549 HB F.
F 4C20 54F &, A 3oM CHY -() -, EEBH4. lpn ML, *
B K E 2mM CaCl, 3% 0.5mM EGTA J¥iX 28 (% 0.5mg) F 4CT3EF 1
Jvit, #£Z A Brandel itk £ B i@ if Vhatman WBH LT ES (BAE
B) (/4 0.5%PEl HigzE 1 bat) i€, & 100uM BRBLAZ AR LA 4%
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E b, MAFEELS—BH 4%,
K I A o B &G4k A IB G 54T

ICo L Aot & R &2 3 (n) A 3E & M o 4% 404 3= ALLFIT
C A.DelLean,P.J.Munson #= D.Rodbard, dm. J. Physiol., 235,E97-
E102(197T) ) it H., #iefod Lind b —MMz S488, #BAELE M=
# ENZFITTER CR.J.Leatherbarrow(1987) ), #f C'*I) —«—BTX #&= (’H]
- () - AT e K MES R A 1.67 #o 1.70, A £if4) Cheng-
Prusoff F#2i+J K. 44

Ki= [ICsod / (Q2+ ([Beqz 4]/ [Ko] ™ V"-1)

HP G n<l.58EAn=1, &4 n2l. 586428 n=2. A 3EiKIEHT
BaK, RERAM—BAL%., A 6ANANESHEHEEME KE., Rt
ALK AZZXEB Y, REPHGLSHZLA D F 1000aM 62524
EFhA (K) 91864, AR EN o B LA A A 695575 & M,

45 L odptatent, REAVHLESHEF o THRAM: M
e AR, PRERATE, AEETHERTE. LA 2t
a7 nAChR B £ F Liadedt., FARMKYGSIHER. LR BIKREELA
HAeH A HRE ML,

TEXRAECLARZLANS WG HEF &, 225 RrPsl KL A6
H . '

— R Kk
B KA RAFELRIEA, NMR 2B UAET T O (5) A5, iX
BHEIRABRTOFEARIGEEAENGREGLIES, FA

& & Bruker 250 MHz 2% Bruker 500 MHz /X 38 73¢9, & iE (AE0%
ityE ) 128 230-400 B &, 238 20-257C.
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KB 1
N-FERATHRE. N-LKF XA TR, N- FEARKRLE FE
Fo N - Ze 5 X AR EA T 8BS 69 — AR

RT AAAN, ERALTHRLRRELAS (BAX VI, 2.00 £
BR) . 0 FRBERFAAREEE (BEX VII, 2.00 £E£K) .
ZCE(0ERY)ATH (10EH) FEA TR 2-8 hoit. KE,
ANEKTE (0.10FH, 2.5 EAR), 4R 1 0, ¥rEdY
BEEREAENETR, TESBEMITEAEKR., wRiIZEERRILLER
A TPELE:, MNB T FLARALR (HS504) #A89: 1: 0.1 85=F&
P/ Pag/ R BRI dib 3R L 8L T
B4 B85 ,

B R T#IF FiERS4:

A N-(d=2 R KAL) B FTEE 1-RBARER(2,2,2] F-3-£88

A 3-FTHM - ERELARFRBLE. WAHRERLSHT
HRIREG B, B3 E29EHKRGIFMAILSY (60%) :
mp 217.5-219.5°C; FAB LRMS */z (#8232 &, %) 328(16), 327 ([MH B A
Br*],100), 326 (16), 325 ([MH" 4 Br™], 100) .

B.N-(4-F E L) BAXATFEL 1-R ALK [2,2,2] F-3-4 8

2R 3-ETHEH 4- PRERAFRAME., KELHREEZ RS Fit
BIRESER, FEEaEEAGIFMLSY (93%) :
mp 186. 0-187.5°C,FAB LRMS */z(#axt3& &, %) 262(21),261 (MH", 100),

C.N-(3,4-—RARFE) REL FTBE 1-RERF(2,2,2]F-3-X8

R 3-FTHREM 3,4- —RARELFRERE. NAHRZRE
dh P L RIRIEe EK, FEE G EBKRYIFMLSH (60%) :
mp 181.0-184.0°C;FAB LRMS */z(#BxF & A, %)319(MI'EH 2 A
C17]1,13),318(11), 317 (MU £H 1 4~ C17],71), 316 (18), 315 ([MH £ H
2 4~ C17],100).

11
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D.N-(4-FREFE)RAFTH I-RLRIK([2,2,2] F-3-4£ 8

R 3-FTHER 4- FPALEFRLAFRHBE, SR EROHF
MEC BRI LB LEBE Y £ a0, R 2 H EEHReGIrHbLL W 43
%)
mp 159.5-160.5°C; FAB LRMS */z(482F3& A&, %) 277 (MH", 16),110(100) .

E.N-QQ-F AL AL Fak 1-RELAIR[2,2,2] F-3-4L8

R 3-"BTIREES 1 - RAREFRME, ERAETHRELR
RE, FHAGHERANLKRLEFT TG, F2 24 EEBKRGHFHAL
a4 (19%) ;
mp 124.0-126. 0°C; FAB LRMS */z(#82F3& &, %) 265 (MH", 22),110(100),

FN-C-FREAARL) AL T 1-RBLWIR(2,2,2] F-3-485

RA 3-ETHEF I- FREFRLEFRKEE. ZAETHAZE
REAL, FHAGOBRRNIBETTEL, F3 29 EBKRGHFM
1684 (60 %) :
mp 130.5-132.0°C; FAB LRMS "/z (A8xt3& &, %) 278 (18),277 (MH", 100),

C.N-FE AR ELFEE I-RERIR[2,2,2]F-3-4£ 85

A 3-ETHEAFRBEEE, TRATEDATHRAZALSLE
BO6KR., AEBKFZRHERHFITEES B, A 10% FEH_RATFK
ERBRZEH R FTR/FTE/ARME9: 11 0. DERKH, F3 4
BiR, WiZARETLERLE/ T8 (1: 9, BEALEXK 10 £H) F,
Wit AR T EAFGFEEFERLE, ERETHAMFHERRL,
FTAR 690 AN TBR B/ T0 (1: 3) P&, FREGEBAKRNTF
R S-4 (29%) :
mp 132.0-133.0°C; FAB LRMS */z (482t 3& /&, %) 263 (MH", 14),110(100),

12
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LA 2 |
N-FEAATHE. N-2FEAREATHRE. N- FRAAREL T HEH
Fa N - Ze 5 BARARA A F LB &) — &S AR

G TAKIHE (50F£F) PHSEGFE (B X XI, 10.00
EBER) Fo=TB (20 BR% ) 9EARAF AL K= (1.622 £,
10,00 FEERR), TERERAATHRAFRRLRSPHPLE(L Iat).
HKE, mA@BX VI 6982 (10,00 EAR), ERAF TR Tm#FF
B iRad) 48 0it, EBAETHMFRALRGHERL, KEAFTHLIHR
ALBTE (150 £F) oK B4MRKER (150 £HA) F. =K
B, MitbFB4mKER (4x 100 EH) REAZBMLEBE., $iZ2H8KT
BEETIR (BABR4E) HERETRL. A S-20%F8 (ARG FH
BtoFety ) Wz AR ITEELS B, MNEAHindiketr., XEE,
HITELE LT AT R P AGIFHRILS.

LBz SR H A TERSY:
AN-U-FERE) AR T 1-f BRI ([2,2,2] F-3-48

EF 3- T F 4- ARAFH., E#ER_REESY, JHELAL
BR ZBs B4, 1HE 24 & BAKRGIFHMESH (11%) .
mp 180. 0—-182. 0°C; FAB LRMS */z (#8232 &, %)273(17),272(MH", 100),
110(52).

B.N-(2-stbox 2£) B X Fas 1-REIR([2,2,2] F-3-XA85
R 3-FTFTHEF 2- AL, 4FH24HEEKRMIFHEILS

H (8% ) :
mp 166-167°C; FAB LRMS */z 248 (MH") .

E & 3

N-Z R B X FaE 1-RERHK[2,2,1] B-3-K8f -FEREFTHR 1-K

13
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ZuSER (2, 2, 2] F-3-K 8569 — A4 A

EI4AESEGRERFEH (EX VI, 1.3 FE8R) A9
skl (15 B ) RAEF AT F MK - SR kads4H (F THF ¥4
1.0M, 13.3 EBR) . ¥AFERBERETE 1 Jet, mAJUFHK, &
EheniiKiE (30 £5) #0828 (30 £H) . SEFNE, AT
BB (30 FFA) ERAKRE, BHHAEBAR TR (FAB4E) HFERK
ETFAREL NAINSEHR LN EABGMRR S Y. TERZEAR
THFAKIE%"H (5 EH) PHHzHMKEBESY (2.8EER) . &
FEEFABRE (BAX VI, 3.0FEAR) =LK (0.1 £5) 45k H
24 b, RELBETAKL. AER (S EH) #F 2.5N HCL (3 £H)
sBIEHEAY, HAEATEHHLIER, REERETRLEZILEGY, o/
Ty, B FAadit—Faik,

B i HRT R R T iS4
A, N-FE X R AX Fik 1-RALRER([2,2,1] B-3-A 8

18 1-R AN [2,2,1] B~-3-H~ -8F [Helv. Chim. Acta, 75,507
(19D 1 FF RABMAELES, ¥ L2 STRFIXFERANFAB T EL
m 2K, FREHERKRGITFHALSY (56% ) :

FAB LRMS */z (482t 3 &, %)233(MH", 100);
CisHN.0,Cl &9 5473+ F46: C,58.10; H,6.37; N, 10.42;
= ®m 4A: C,58.11; H,6.40; N, 10.42%.

B, N-FEH R TE 1-RLEHK([2,2, 2] F-3-X 58

A I-R M2, 2] F-3-BARpfARELESE ALEHELL
B ERFEAIKRAEK, Al 1069F8: 4%, FIE6EH

GRS (86% ) ¢
NMR (CDC1,) & 7.60-7.0, (m, 5H, Ph), 4. 81 (m, 1H, CH-0CO) , 3. 27 (m, 1H, 1

A~ NCH,C-0),2.9 (m, SH,N(CH,), = 1 A~ NCH,C-0),2.1(m, IH, ¥ C,:RF
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#),2.05-1.30(m, 4H, F C; #&= C, &9 CH,); FAB LRMS */z (48 #+ 3% &,
%) 247 (MH", 100) .

C. N-(1-FX) EXAFTa 1-REEHK([2,2,2] F-3-4 B

BA 1-FEAARRER I-2TXH. 5L 24 ERKRGHA
e (34% ) :
mp 186-188°C; FAB LRMS */z 297 (MH") .

% A4 4
N-F A E A FAL (3R 1-F B2 23R (2, 2, 2] F-3- 4 A%

¥FAKRKTH(SEAIFHG GO -(-)—FTEH-3-82(0.30 %, 2. 36
E£HE K ) (M Langlois,C.Meyer #= J. L. Soulier, Syath. Comm. , 23,
1895-1911(1992)). =TB (0.07 £H#, 20 BA % ) oF R KA
(0.28 A, 2.8 AR, L.l $F)HERALERAT IR A 46 |8,
AaAK (25 ), ATBRTE (2x25 £+ ) ERAFKERLS,
HEBRESH, TR (AL, FEAETEL., ¥AAFELRATH
LB/ AR (2: 1) %5ah, HIAHEEWK (0.42 £) ., Hiz4a&BARE
F INHCLQO E£+4) F, AT T 85 (2x25 £ ) EERAIFRE RS,
BRI ERE, PAEBAER KRS 10%K0H KT &R 1B 15 AR D M4

(pH>13) . M TBRA T &8 (2x25 £F) FRAFRKAERSY, HiFixed
EBGRAH, T (#84), UAREBRETAL. RL&/THK (3
1) BRBIPFIF B4R, F3 26 & MRk 4rMaiesd (0,100, 17% ) :
mp 131.0-132.0°C; FAB LRMS */z 247 (MH", 41),110(100);

[l ?=+7.5°(c = 0.9, MeOH) .

%k #1475
N-ZK A R E Fag (38) 1-R| LM [2,2,2] F-3-x48

BFARAKFTE (20 £57) P44 (38 -(+) =& TFIR-3-8F (0.50 %,
3. 93 £4 /R ) [M. Langlois, C.Meyer #= J. L. Soulier, Synth. Comm. , 23,

15



10

15

20

25

30

1895-1911(1992)]. A RE X X8 (0. 47 EA, 4.2 EH8FR, 1.1 5 §F)
Fo— Fl#EBE —T45 (0.013 £+,0.08 £ R) HEBERRT & A0
#1, BRETREMIFRERSY, FHAFEKRE T INHCL (25
EA)P. ATBRTE (2x25 £ ) FERATFKERSY, F KB4
1% pH 10, ARG (3x50FH) TR, FRAGERZELSH, THB (&
BR4L) , HERMAETRE. AFX (5 EH#) B3 cshELNL, &
I EHEBERGIFMIESH (0.8754, 90% )

mp 129.0-130. 0°C; FAB LRMS "/z 247 (MH", 39), 110(100);

(] = - 7.5°(c=1.0,Me0H).

EAF| 6
N- (4-wbog K ) RA TR I-RAERIK(2,2,2] F-3-K8&8

R EAE AR F ik, B I-ETHBE A 4- (2, 6- =R o2 &)
FRBREES- R N-[4-(2,6~— Ak Xk ) R AT 1-R4ERIHK(2,2,2]
F-AS ERALA(IRAALE)T,.HFFFH(L0 EH )T N-[4-(2, 6-
—fotkon gk ) A T 1-RAMER(2,2,2] F-3-485 (0.5 %, 1.58
EAR) . fib4e (0.3 %) o847 (0.32 4) 895 k3EDH. WAL
BhditE, EAETRLZER., WRAYSBRERG tbF KB 4H
PHoE., ARGH—FERIZKERE. - HRGFTERE, TBR (A8
) FRELFBE B, A LB EEK, T3 BAIRG IS4 (69
% ) : mp 149-151°C; FAB LRMS "/z 248 (MH").

%645 7
#EN-FRAR PSP N- 2FLEXTRES —KFE

EERATHOICHEEGTAKES (40 £5) T84 3 - FHEH
(10 EER) BRAFTWAFTER (5.2 £, 10 EEKR) 4 1.93M
BBE, F OCHILAFRAY 1.0, FREFT@OEFR. RS
AN ELABERLTEE (10 EBKR), MENRMAZLE (11 8
R). 3054FE, #8dds, TERRENAFRAERSHITIR, §iF
B R RAF AR (40n1) , MEMAITRKB RAKERLEZR

16
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SchAhmtk., REGESE. 2—F ARG (30 EH) FRKRE, &
FHEWE, TR (FBEB4L) , FESETEL, ABRE#EELEAS
#, B3-5%F8 (ARG FHRIEPE) RA, MIFBLGRELTHR

B .

BRBIETETUSRTH RS
A, N- (m-BEF A ) EXAFEL 1I-R 2RI (2,2, 2] F-3- 4 8

1A 3-FETHEFR-RERE, FH L2 HELARGHFHISY
(26% ) :
mp 203-204.5°C; FAB LRMS */z 323 (MH").

B, N- (3—fok i) RATEE 1-RALWNIF([2,2,2] F-3-A8s

EF 3-FTHREF I-RLASH,, F3) & 2 EARGIFHLSH (46
% ) :
mp 135-137°C; FAB LRMS "/z 298 (MH’).

17
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