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HRRFBART E R (P BB BEE AR MRI), E&FX
# X &8 ERY AR PET) foit HAL X K ER/ B A (CT)).

AREVHLECRAFEY, DP-BFALSHTUR THEEYLE
Bt B RE LA RBIK., B kT QA AR IR SRR
AT HETEHRABR LR, AmIEEEHAGLERR, TF
B Jf A= 3 B b5 A Bk, it e DP-BFA LW EES A A2 HA AW
HEHR, ERBRAHHTRALRIANRF,

N ERFBBAARBRHGAGR, REFLEHEMLLSHESLSS
BRI FERESTHRS, AR ARALAYERA, AN T
BERALVGEARL G HBL PR T EheH. BREBRLHA,
LA MmEMMNBEAKA P-BFA e, EAEF, FEHREY

15
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AREEMNTRAOHEEARRAGAX [ L& BDHALSHZ T, &K
FTRESFHESHFHRA. Kikh, HFAEEN, FEX T 44
ARG A ENA, AR AR, KA ALK R ARRE
B . £#F P-BFALSHZ W REZETURA &L WEMRR, T4
REE—AWREZA , #IFP-BFAsT A SRR G4ER Rl ititig 4
&4y it 38 i N PR Z A9 3R 4.

TFTERGEALLRA T, FPRRZLHXR P-BFA & F) W WL % A
PN ERERN, AR TRAPENA B ERNCBELATARZ T
(RFREAGRTERFHABREX G DR TL). — 24 F o
AHEMKRFEOR, Pl R2ER, EKBF, %%, A4AF. £
AT, BRALOGABRHEENR, ANGERSTHREY
AHEEMNRRELEDER.

AXRESH AL DRARYEERA THREGERERER
MBEDERFRAERG, AT X TREHBATRANETEHET A
MRAFEGETRNE., REEABRABRFBRIREHERFER
PARAE Y,

T, AKX AL HAR SN, CNEEREHHARANE, K
MRS RIRBH L F R . I, BARL P TFRAFLERSE
WHE, CNT AL i 2425 (=) 6 35 Bk & 2 48 4%
MR AL N R,

EHEHEH BRI EAREP-BFANBEHEAN, SARETFRE
R—EXBSHHEEAAL T MERER, EEZENEF
HHRBATONBHOERNGEN. ARALT —BRKEAHLEHT
ARAERAER . b, BRI R E G IEF & Fa Y B B K S 8
HAM, —EREAGHEODEEBELTH ARG EPEELR,

BEEXLVRE, TR 4 DP-BFA - F TR E& U428
A X ARIE, Hlde, K ILK K 969 4 F /£ 773X BBB o BTB S F o
AR F XA, AXMHAT, ¥4 DP-BFAs 2t BTB Wy @ &4 A
Wt BBB AR EE LK. — % DP-BFA S FHHA W S — A B4
AT AFELGHSHREF—Z 65 K 5 K-FE. B3t DP-BFAs v g
BFARZEMN Gl EBZERREMNGFTXYAARAEKD . #
AR, EXRGARCLGECEEMNIL, A P-BFA & H3 &

16
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DNESER . e, BALRENGEAZFHERARTHELN, KLABHNHL
AHELTUAR FTHBHKHLE .

do B BARAERKFE PRI, P-BFA Y "ARE"IHLHFRE
AEAGBENASERAGREAHHLESHEE. RERLALY—A
78, ARBERGHAABAE MY S THEEME P-BFA £.
B, REMEAFBRGBERUAAFRAGEGRERG S FRILEDHE
B HREBELLFIARGHRRH AFS M54 P-BFA &, RiE
AEAHA—F®, CEREARBAGETH KLY P-BFA &, FF, £
HHAZEHG@mIEAL KN P-BFA &£,

AN EBEHFBE VESELEIMID, BAEYER,
ZEANERGFEREFTNEABLAZAKET. B, RABRBEAA
AERAZREAXFAEAOTRREHARZAKE.

BANNETEERLEFTERATLERR, B HHFE, B
2, Bk LAk & L B4 2 DP-BFA dak it Ffes6 Rl 0G40 £ 60 H A B
B RAA . MARAARA T EFR2E4ER o8 F=42 & 488 7 DP-BFA
wAE MR £,

BpasPTAREA, REBERREEMNE, AT RS RE
ITTAEHFHN, e RBTFER, &F&, KE, LN, KN, &
R, RE, B, R, BRE, AN, FALRELAREAEL.

AEROEWHLsENLBRBOEERRT Ok, #KA, A,
BF,BN, %A, A, LB Atttk A2 CNS HEHA
MRBNYERFTEF, REXPYR B AL HABAITHHEARHAL
B, S TAMRNESY, KERRAXGEHAS WAL ERL R
HHRAXHFAAIEBALHRAZ, BRARBETARE.

RABLTEHAERMEREHFEmBLPRLA.

g 76 4]

I. FEHkd]

AT HBARL, TEHIHHARZ P-BFA 2 FRAL L WAL RF
k., PREEPOMBMTELERN TLECHRELKPY P-BFA 5FH4
B QEEALRBRT, AFPRIF/HR2RCEFRREEGIE ALY
Fa R taFaty LK ST Foib &4, & TAKF P-BFA 4 F 8 &4

17
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HETHRZE, GERRTHE, 78, EPRELA-BiELE-H
BT,
IR & RS- HARR L NMR, REFTESNPRAER.

AP 1 BEER b B8 AR

#&E X RO-P (0) (OH). #4%%M . R K& Ri(R)-CH & #4y4) X4k
#EANS, AFPRBAKEALTERTHE, R HEIRKELEFHR
F¥#8.

RO-P(0) (ON) . F#&-RA=ZMBEAEA.

F—HE, ARBKRRENBEFKEES S GH (R-00)
(Vogel’s, “HAA4bF s AFM” ("Textbook of practical organic
chemistry"), Wiley, New York, pg. 531, (1996)).

£, MATE A RIS — KA 44 SR — XA

ROH + C1P (0) (OCeHs): + CsHsN — RO-P (0) (0CsHs): + CsHsN -HC1

F BB, #itArid KR SR RTSER = SR,

RO-P (0) (OC¢Hs) .+2H. — RO-P (0) (OH). + 2C:H

BB A-t ok — K.

TERT, BT, +~5K%-4-8 2.4 %, 0.01 BR)HAKY®
(5 ml)ERBEEMARLSEE —XB4.0 £, 0.015 BR). #5
FAETEMAFHKE 48 biF; REWASHEI B KRS IN 8
(100ml)p. 2B EHKYD, ACRER, TREA INER (G KR), 5%
REBAM (5 R), FakK (S R)skEk. TR MS0)ZE, R TE, F
BRARGEEELY (Ghsk(bp 30-60 T) : &, 10: 1).
REBNZE, FKMF 3.5 ;K. & 74%,

R 4+ AR (3,12-P0.)

S AKRP TikH Btbéh (Adams AE4LA) (0. 32 g) 497K BEER (20 m1)
Bk, BEE LRk, REEdMr, ANER, X, FEREA
K EE BRI Adams AN A5 & FHR -+ RE-XEG. 20 8
KEEER (40 ml) Fd At AT AR, FHAARTHR G EERLIG
bR, EBRBANFAARBRE. AT TRBREREMN. &4
WA B HEE(bp 30-60 C)EL M, FHAGSTT TR, KF2.01g

18
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wiEd, & 9%,

BEEE 4—+ oA B —4. (3,12-P0.Nas)

BER -+ A B (1 g, 0.0031 BR) FMT B (100 nl).
A NaOH (0.25 g, 0.0062 mol) LW RAMPIH 1 IHEERK.
MATEEQ x 100 m]) ABEL., mATHE (100 nl) FHEERK. &K
LB ERGO nl) ELRK, FHE 65C (U5 on. Hg) TTR. XF
0.9 g 7548, *& 79%.

'H-NMR (CD:OD) : & 0.89 (m, 6H), 1.27 (s, 22H), 1.58 (m,
4H), 4.22 (m, 1H).

MS (FAB) : m/z 367.06 (M + H) .

BEEg 4-+ool A B —4. (3, 12-HPO.Na)

BB 4-+ A B8 (3.13 g, 0.0097 mol) EMF L3 (150 ml).
Jm . NaOH (0.37 g, 0.0092 mol), B RABHIIF 48 I HIE
EE. mATHQ x 150 nl) FHERK. MATEQ x 100 nl)
BEX. BIGEARAAF Q00 o) A4 EAL on. Hg RETT
Bit . KT 2.98g &FH. FF 8Th.

'H-NMR (CD:0D) : & 0.87 (m, 6H), 1.25 (s, 22H), 1.51 (m,
40), 4.12 (m, 1H).

MS (FAB): m/z 345.11 (M + H) ".

B8 4-+ABAB =4, (3,14-P0.Na))

'H-NMR (CD;0D) : & 0.89 (m, 6H), 1.27 (s, 26H), 1.58 (m,
4H), 4.17 (m, 1H).

MS (FAB): m/z 395.20 (M + H) .

BB A+ A\ AR—4. (3,14-HPO0.Na)

'H-NMR (CD:0D): & 0.90 (m, 6H), 1.28 (s, 26H), 1.56 (m, 4H),
4.14 (m, 1H).

MS (FAB) : m/z 373.29 (M + H) °,

BEk 8-+ R AR —4. (7,7-P0.Nay)

'H-NMR (CDs0D): & 0.90 (m, 6H), 1.30 (s, 20H), 1.60 (m, 4H),
4.12 (m, 1H).

MS (FAB): m/z 352.93 (M + H) ".

B 8-+ Ak ®—4. (7, 7-HPO0.Na)

19
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'H-NMR (CDs0D) : & 0.90 (m, 6H), 1.30 (s, 20H), 1.60 (m,
4, 4.12 (m, 1H).
MS (FAB): m/z 353.05 (M + Na) .

LA 2. BEE 2-(2-AXTIBEKR) TEHE A

Bitx#AEH 1 Y bARAARAGFHRHNESEIILES S, #AH:
CsHi—C  (CuHas) H-C (0) -0~CH:-CH.-0-. M 2-H X KB RAREF AT
— Bk H % (Vogel’s,"Textbook of practical organic
chemistry”, Wiley, New York, pg. 698, (1996)).

BERR 2-( -AX T s ALR) TE—4. (3, 12-MEG-P0.Na:)

'H-NMR (CDC1s) : 6 0.87 (m, 6H), 1.24 (s, 22H), 1.54 (m,
4H), 2.33 (m, 1H).

3.87 (m, 2H), 4.26 (m, 2H). MS (FAB): m/z 439.19 (M + H)

AR 2- (2 -AXTBER) TEE—4. (3, 12-MEG-HPO.Na)

'I-NMR (CDC1s) : & 0.87 (t, 6H), 1.24 (s, 20H), 1.42 (m,
20), 1.56 (m, 2H), 2.34 (o, 1H). 4.02 (m, 2H), 4.28 (m, 2H).
MS (FAB) : m/z 417.19 (M + H) ~.

fkp 3 BEM 2-[2- -AEATOBRER)-TZHRRA]ITLEY
& B,

WA ERHEH 1 P LARAAR G F R SIS Y, A
CsHi—C  (Ci:His) H-C (0) -0-CH.—CH,—0-CH:~CH:-0-. M 2-& X KB & &
WREFf — L —B5 k4G5 % (Vogel’s,"Textbook of practical
organic chemistry", Wiley, New York, pg. 698, (1996)).

Bm 2-[2- Q"-"EATOBRAR)-ZREITE=_H. (3,12
DEG-PO0.Na:)

'H-NMR (CDs0D): & 0.90 (m, 6H), 1.30 (s, 20H), 1.44 (m, 2H),
1.59 (m, 2H) 2.39 (m, 1H), 3.72 (m, 4H), 4.09 (m, 2H), 4.24
(m, 2H). MS (FAB): m/z 483.03 (M + H) * .

B 2-[2- -ARTOBRAR)-TREAILE—%H. 3, 12-
DEG-HPO0.Na)

20
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'H-NMR (CDs0D): 60.90 (m, 6H), 1.30 (s, 20H), 1.44 (m, 2H),
1.59 (m, 2H) 2.39 (m, 1H), 3.72 (m, 4H), 4.09 (m, 2H), 4.24
(m, 2H). MS (FAB): m/z 461.31 (M + H) ".

RERFTEHNERSHLES Y., Hlde, BIELAHE: CH-C
(CisHs7) H-C (0) —-0-CH.—CH.—0—-CH.-CH.-0-4| &- 8% 8 2-[2'- (2”-AL =
TEBARL) -CREI LHBAUL D N 2-AXLLBHRLETF L 5

R 2-[2- QAR tTBRAR)-THREAITE—4H. (3,18-
DEG-HP(Q.Na)

'H-NMR (CDsOD) : & 0.90 (m, 6H), 1.30 (s, 34H), 1.44 (m,
2D, 1.59 (m, 2H) 2.39 (m, 1H). 3.72 (m, 4H), 4.09 (m, 2H),
4.24 (m, 2H).

MS (FAB) : m/z 544.31 (M + H) ~ .

%HH 4: BH 2-(2-[10'-(FFABRE4-R) Z-1-AX]I L&
X) T—4 3 (3,12-0-Cio—DEG-HPO:Na) #5482,

BT LA 1 P LAAEMRGFTEFHERLESY, RAH:
C:H:—C  (C12H:s) H-0- (CH.) 10—0—-CH.—CH.~0-CH.—CH.-0H~. B & ¥ F % %
FiE8:. 4, BFEBR -+ RAB (Vogel’s, "Textbook of
practical organic chemistry", Wiley, New York, pg. 698, (1996))
5 1,10-R—M—AREFE 10-(TxREA-4-A1) 28, £-¥,
Bt (B —FFAEN)FEHE 10-(TABE4-RR)Z®S 2-(2-
PRUEAER) AR EMNER 2 -[10"-(FxREA4-FX) 254~
LEARETH .

'H-NMR (CDs0D): & 0.90 (m, 6H), 1.30 (s, 38H), 1.44 (m, 2H),
1.59 (m, 2H) 3.15 (m, 1H). 3.37 (m, 4H), 3,45-3,62 (6H), 3,95
(m, 2H).

MS (FAB): m/z 565.45 (M + H) °.

TEH S . B I-(U-+XREL) LR EATLEHL R
WX KA 1 PR LAEMBARGFT XMEEHEGH, £AH:
C:Hi=C  (Ci2Has) H-0-CH:~CH:~0-CH.—CH.—0—-. M 2- (2-BRZE&HX) T
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BRAATESHR 1- (TFxRE4-AK) BBEAF A8
(Vogel’s, "Textbook of practical organic chemistry",
Wiley, New York, pg. 698, (1996)).

4—+ XA BLR,

& 4—+ <85 (12.29 g 0. 051mol) Fox} F R EXBLHK (12 g 0. 063 mol)
BBFoez (100 nl), FHAAZBRFTHAFTA. AR Tk 400
ml) . RER K FREZRAK, LSO (3%), R, NaHCO;(3%) FeiK
e, AAKABRGE (10 g) T, RAEMNZE, /5320 g 4
EABRE HEY.

2 (-+xREL) TAEATHBR

60C Fa4h 3 (3.5 0.15 mol) Awée— (L —BF) (140 ml 1.5
mol) . MABETHRINKERMATFTESR -+ xKBE LD
20 g) 45 THF (300 m1)E%. BRECATHIE 6 IH. EETH
RAHAMAK Q00 nl) . ALRTE (300 nl) FRRAY. ZAF
MZE, Rémilith 6k (BhEk (bp 30-60C) : &, 1:
). 8542 (4-+x"REAERX) CEATHBA. AA-+7BFEH
FER 2% .

B2 (-HxRAR) TRATE —4 (3, 12-8-DEG-P0.Na1)

'H-NMR (CDs0D) : & 0.9 (m, 6H), 1.28 (s, 22H), 1.43 (m, 4H),
3.30 (m, 1H), 3.60 (m, 4H), 3.69 (m, 2H), 4.07 (m, 2H). MS
(FAB): m/z 455.45 M + H) .

FHkA 6 2-Q -ARTHBREAL) TARE TSR

4o F 4] & X C:H:~C (Ci:H:5) H-C (0) ~0-CH.~CH.-0-CH.~CH.—-0-P0"
(0) =0—CH:CH:N" (CH:) » &% B8 Ao sk

-2 -AATwEBAL) TRAEATEFR M (3, 12-DEC-PC)

Gddeg (0C) 2-2'-AX+wBtf L) ca X TE (15.8 g,
0. 044 mol) Fo =B (10 ml, 0.075 mol) ¢ X AR ZE (250 ml) F%&
A 2-R-2-8.-1, 3,2-=%.% phospholane (7ml, 0.075 mol) &
200 ml AR CEER., HaRSWATRE THIF2 I 0F. BB
sk (CHs)sN-HCL, HHAZTEREMN. AAHEMRT 500 m1 =F&
BEKTHEZEZR (0.27TM) F, F B8 EEM. &EMRAE 60-65C

22
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Wi R 48 . REHEEMAIHFBITF. FREMN, As
M8 it A &8sk 4b46 (CHCL: ¢ CHOH @ H:0, 1 : 9: 1), 65CTFH%
KENZBHEBGGRGAET 72 S, 53] 17.4 g AFEHRKY.
& 5%,

'H-NMR (CD:0D) : 8 0.9 (t, 6H), 1.29 (s, 22H), 1.46 (m, 2H),
1.59 (m, 2H), 2.38 (m, 1H), 3.25 (S, 9H), 3.69 (m, 6H), 3.99
(m, 2H), 4.29 (m, 4H). MS (FAB) : m/z 524.6 (M + H) ",

B EMF LAY T EARTEHGLEY.

- (2 -"AA -+ EBAR) CRA KSR M (3, 18-DEG-PC)

'H-NMR (CDs0OD) : 8 0.9 (t, 6H), 1.29 (s, 34H), 1.46 (m, 2H),
1.59 (m, 2H), 2.38 (m, 1H), 3.25 (5, 9H), 3.69 (m, 6H), 3.99
(m, 2H), 4.29 (m, 4H). MS (FAB): m/z 608.6 (M + ) ",

2-{2-10"- (+ " REA4-RE) Z2-1-RAX] AR LEABRE
% (3, 12-0-C10—-DEG-PC)

'H-NMR (CD:0D) : 6 0.9 (t, 6H), 1.29 (s, 34H), 1.46 (m, 2H),
1.59 (m, 2H), 2.38 (m, 1H), 3.25 (S, 9H), 3.69 (m, 6H), 3.99
(m, 2H), 4.29 (m, 4H). MS (FAB): m/z 608.6 (M + H) ",

kBT 2-Q -ARTOBRAL) TEASRIEZG S

Wit FE TP 6 TAARE W F ik E X CH~C (CiaHas) H-C (0) -0-
CH:~CH:—-0-P0 (0) —0—-CH.CH.N" (CH:) s ¢4 SR B R, IR T 42 48 B &9 8%,
B 2- (2 -AR+OBRAR) TEAH - -AXTERAR) TRE
L%,

- -AXATwetE L) A BB A28 (3, 12-MEG-PC)

'H-NMR (CD:0D) : & 0.9 (t, 6H), 1.29 (s, 22H), 1.46 (m, 2H),
1.59 (m, 2H), 2.39 (m, 1H), 3.24 (S, 9H), 3.66 (m, 2H), 4.07
(m, 2H), 4.28 (m, 4H). MS (FAB): m/z 480.7 M + H) .

Fh ] 8: STRBEER ALY SRR,

Fit R KB 6 FAE & F &4 & X RO-PO(0)-0-
CH:CH:N' (CH:) s 49 B%BR RE s i &%, BT EARMBTHEFEA R-0H 464
B8, RA & R-CR:)H-B L fuskbe k.
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4—tx ik BEsk pe sk (3, 12-PC)

'H-NMR (CD:OD): & 0.91 (t, 6H), 1.28 (s, 22H), 1.57 (m, 4H),
3.21 (S, 90), 3.62 (m, 2H), 4.25 (m, 3H). MS (FAB): m/z 408. 68
M+ H) ",

-+ N X B8 e sk (3, 14-PC)

'H-NMR (CD:0D): & 0.9 (t, 6H), 1.28 (s, 26H), 1.57 (m, 4H),
3.21 (S, 9H), 3.61 (m, 2H), 4.23 (m, 3H). MS (FAB): m/z 436.91
M+ H) "

8-t A EFEMAZR (7, 7-PC)

'H-NMR (CD:0D): & 0.92 (t, 6H), 1.32 (s, 20H), 1.59 (m, 4H),
3.23 (S, 9H), 3.63 (m, 2H), 4.26 (m, 3H). MS (FAB): m/z 394. 35
M + H) ",

%34 9: o-3 4t P-BFA 454 A,

AKX o-BF 8 EEEHEH 1 f 6 PHEAGFTEHE 0-X
4 P-BFA {&-%.

O-X 4 P-BFA 941 &R ABERAE A, REEAMNE 1-£-0-Bfc
Fr n-SE-n-RXW. F—MEAMRE Kocienski ("Protecting
Group"; Georg. Thieme Verlag Stuttgart. N-Y. pg. 83-84 (1994))
BPid 77 sk A — S vwh (DHP) R ¥ 1-&-o-B bty 2 3k

%—M&: Br (CH:)),0H + DBP—Br (CH:),O0THP

I Il

THP & 7w S whs,

Fo_BAEAFFZRAA R TREGHFESLARS X
(Vogel’s, "Textbook of practical organic chemistry", Wiley,
New York, pgs.475,538, (1996)) .

i:.f‘_}t.&" Mg + Br(CHy),OTHP — Bng(CIg?[)mOTHP

A ZHE: BrMg(CH;).OTHP + RR-CO — RR'C(OH)~(CH,)sOTHP
1A%

R’ R’ _Kiﬁgn

24
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FOMNEERIE Carey #o Tremper. (JACS, v. 91, p. 2967,
(1969)) Fr & 7 ik B L & F MR E A E4 (IV) Rz E QL R4
.

v B : RR’C (OH) - (CH:) ,OTHP + SiHEt; — RR’ CH (CH.) ,OTHP

v

FEMERRFIY o-L 48 (V) ZBEP LB ("Protecting
Group" ; Georg. Thieme Verlag Stuttgart. N-Y. pg.83-84
(1994)).

REWR, FWE, RHF o- X B RARIE 6 o-X 46 BFA, X
A3 Manger #u Lee (Tetrachedron letters, v. 22, N. 18, p. 1655,
(1981)) #4i& &4 5 ik A7

£xK&: RR'CH(CH) ,0 H + [0] —RR’CH(CH:),, COOH

II. A #@4FHK:

341 10: DP-BFAs #94ksh MR E

i i P 4% 33X 8k 46 A By A U R A AR R 84 IR R A T AR
BB R LSS FERMMA. 2AFFEAAEELRSAEIANE
A KR, BB BBE AR OB EIK (Pe)L, FFFH/EAXSA.
A12ETEHR, Pl ng/nl AT AFEARY QERE T HG
LogP..
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A1 FH-BKR5BREHK (Pc)

2% ;j;iu m;;ﬂ LogP.

7.7 >50 >25 1,33

3,12 >20 >10 0.99

3,14 >20 >10 1.26

3,16 520 9.4 1.26

7,7-POy >10 >10 <5

3,12- PO, <5 <25 1.9

3,14- PO, >10 <0.5 1.1
3,12-MEG-PO, >10 >10 1.08
3,12-DEG-PO, >5 8 1.3
3,12-( & )-DEG-POq4 >5 >5 0.83

3,12-PC >10 >10

3,12-MEG-PC >10 >10 1.22
3,12-DEG-PC >50 >10 0.73

s ZALIE BE B A= E 65 PO AT W bg4h ik,

%#&p] 11: L) -Fhaedax b

BEAFRY, M I BT TFHEFALZHARECNYOE DS
AR @AY, ARHBHETREIAMAS THEKFEMEA
X &% Evans 3 (EB) sp b eyt X M R E A M AN (RT3
ZBCofE PR A F kR 18). 28 3, n-BEF LR,
b —AZsR 3AKRTF, HFEFS-AZHE, 0, £7 - 16 A
RET. BlvBrLBEX.

4B 1 A, A BFAs 3,12,3,14 # 3,16 4 BBB ¢ FHHA
TRAFERG. ARAYSBREHRT, RSB P EARGLL DR

BFA-3,12,
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I11. S kP
I11-a) 4R3bBRER

K] 12: 4RI FEMIEAR

AT HZECMGHEH, ARFGTEHLCKIFL(CHO) AL @ALZE
¥ i &FF DP-BFA £F. MM EFRE S KTl LmEH 50% LT
G B, BF LCsoff, J4BEBR-BFAs 49 LCso A 5405 &9 X ALHR BBk 6948
bt (=8%-BFAs) .

Lo B 58 (LDH) B A mfe B T b o-47, X4, A THH
&, @i (2x 10°/ol) 85 £ 4K 10%FCS # RPMI-1640 33 5 X 45 96
LR E. BHRZE, AR S00 £ 18k /E A& REEFHMmA K
% DP-BFA L& 3t B+ wiiik. 1 SN BkEmMP. Ailk
FZA 45 24P, AT ERRTERATH T L ERFRXILBRHL AN
B, @i 6 AL 16. S WA FERER. RECHBHCIEANETG
L SASHEAMAG DY MEAHIL. 2B (1500 rpm, 5 94F),
1 45 4 LDH KBS (Tox-7 &AM E, Sigma) ¥ 75 A L#F
BREBAIHFIR . TR 10-20454Z )5, £/ Elisa Reader 490nm
I ERHER,

X284 T5XF DP-BFAs BF 1 L HZEF3¢HMKE.
BAZERELRITZL,

& 2: BFAs foE MR AT A ST tmpe 3 b ey HH

BRI GLL LCs (M)
7,7-Na 65
7,7-PO4Na, 320
3,12-Na 165
3,12-PO4Na, 320
3,12-DEG-PO4Na, 320

—#BHELTF, ANMWrTHE-BFA FHA, XK o958 -BFA 47
APRIAEEA. FHEF 1 W XEx8-BFA Y HEHMNEELE 30-
100pM Z 1), AR &HTF, 53 x RIS -BFA AWy E &4
#ERZ 160pM £ 640pM 24 k.

it —RELT, AR50 & 5% -BFAs 4T 49 1LBEER-BFAs &
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B Ky 2 -5 48,

54 13:. DP-BFA » F K @mjeit 654 A

HRAARKMICE (A431) AR &4 BFA A Mt mio-mpmd#
Qe . X Sk dn B B M B M AE AL 2 M A AE .

EZAMET, BT EREABTAERAANETAR 10,4 T
R FE4 (Anderson F (1993), Current Opinion in Cell
Biology 5 : 772-778) .

EHEEBRREETHERN EDP-BFA T, ALK LAALFH
DMEM J3E3céy A43]1 e R ¥E 1 . B 3IMERRTFTES 0.5%
Triton-X-100 ¢4 RA% B X MACH LBE 2 047, RELBA 3% KK
Rt —-F AL 2004 . BXxMmpeEdk, FREATERTHRS
% M34K 20: (Zymed Laboratories, Inc. USA)EERTFET 454
4, FIPBS # =R, FEERAXFRILY —REE 45 54F. EZRH
BEZWPEHEHR N %5 A Blvanol (Mowiol 4-38, Hoechst, %
257, BE)F. BRNEEXRIFLH L0.ZOHHSH.

FRAEHHBARBRARSBREA R SRERHDIAREERET
T 1EEeg A431 fmfetk b Fadtat g,

20: & 3 X A8 & 9 DP-BFA sPak3R A431 @l dy EBBEA WA
AR .

E4] 14: DP-BRAxt L&k fmfe ¥ B4R E M Q4R

ERARE B M Z M DP-BFARRSHERE LA ML ENAE
WHA I FREGER, SHALD BRI Z0HEGEMER R
%.

ATRZDP-BFAL SRR EIHGHER, RABFRF®K, — 75
ERBAMHMFRGNAYELE T LR MREE. FFHT AR
RePAEN, AR THREAETRRFGEE.

ARiTREZ 0.4 MK, 1 en) LB F LR, ER{FFRIEE
HAMEZMAESA LA mpt BB, STH® (44) MR
XK A RE WX P-BFA b4, # C-ERBFMAREFEMN A CI,
BEF0.50l B4%) . AFBHBEA 10 5408 BAERRSN (ZH)
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MEHLH 0.5 nl WHS, KEI0 54, £ 70 rpn ESHSH RN AES
A INFCS AR BHARTHAERT. A5 —ANRHENE ERREFR
HBEHGBEZEE, Y TERETEBRTHEAREREFHANETF
BAKBRRE M4, 48 Trilux microbeta 4 % (Wallac,
Finland) & #H K E NS P HBEREMNGRE., X FHEMNEEF
2B ATAhHBEMRRK.

ABTFiefest knti@ il /M nillicel1-ERC (Millipore) @&
BA-LA& e (TEER) BB KRB FRAG LREEG TN,

A LEERAYGERERRT—BFTYEE, ERRARA
AW TIEMN., 10 04 KA —ARX- LA %SM(TEER), KR 90 4
4.

$:36: i) P-BFAs B¥ B EBELIEL EAMRLE, o 11) &
{& ¥ &8 TEER, A F 5 A HiX 454548, BF P-BFA /Lot 4
. |

4] 15: B4 DP-BFAs FEF R fe B U ML XV W mp &IE

M

AOEEFHRERGERERG SO T PARIIRZ I8
Ji§ B 8 (DP-BFAs) ¥ & BMITA M M FEZEH., A TEG SR
%:

BB e (A)

EFTTFH G e (HR)

BRI ATLELEmWmKE (A, £§f Clonetics, cat. no. CC-2541)

Caco-2-#s Mgk i % (A, ATTC, HTB-37)

Co 2B A Bme %t (XK, ATCC, CRL-2199)

B da-RirmpeEmie % (&, ATCC, CCL-131)

SKBR-3-$LAR E fmAe % (A, ATTC, HTB-30)

HL60-F M e hemmi % (A, ATCC, CCL-240)

V937-FHaammiEzi (A)

A3CTABEF LR TSA oM L- £ B E, 100 245/
HEE, L008E/EHEE XA 10% FCS & MEM v RF WM. AT
RRAAERAE (XBRA) RALESH DP-BFAs FEH TALAMEK

29



01816806. X oM 1 3E24/38m

BEFRAGMME, KB4 DP-BFA HELREZB L 1.5-200 4k
R. RFHLEAN, P TFTEHRBEES X, S FHANEECEmEER
3 K, @it H)f b & MTT 947 k45 31 m A #) P-BPA 2% 4m i 64 s e & K 45
A. MIT 9#% (Mosmann (1983) J. Immunol Methods 65: 55-63)
RNELGEALIRBERFLA TR ENZMRAGER, SxtRaEmL
BE R EFRAK S04 3R E Z XA ECso. AATRE W48
00 % 2 3 60 B BLRE o 3 S X34 DP-BFA #4-4héd ECs 4. & 3
B TER, BABCo {4 REA 1-SABIH TR ECHo 4i09FH
18,

ME 3 HERTUAE Y, &# DP-BFAs 2 FA RE @ity mib &
EHRAFRBEIR. KBRALSHY, M TFTERSRYRAKLN BRI
FMH R 3, 12-DEG~P0., 3,12-(8&%)-DEG-PO., 3, 12-MBG-PC, 3,12-
DEG-PC, 3, 18-DEG-PC #= 3, 14-PC. Xt &4 by &4, 3, 12-DEG-
PO« #= 3, 12~ (&%) -DEG-P0., X I EF LA ML A RIKG @M%
M, B —FrE-%, 3,12-DEC-PC, X It iE ¥ 4 & 4 4 tmp Ao JE H 84
TR @R A RIKG stk
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A& 3: DP-BFAs & Framo % shH i

) ¥ Caco-2 i?ééﬂi Neuro2a { SKBR | HL60 | U937 ﬁigg :zg iig
%] i, LA

A4 ECs, (1M)

3,12Na 100 76 | 130 68

3,12-PO:Na, | >200 105 | >200 90

ggf];’im' >200 60 | >200 75

oAEG | 40 | 38 | 58 | 60 25 | 65 | 62 | >200

%éﬁfp?fﬁ;, 47 | 40 | 37 | s8 10| 65 68 | >200

3,12-PC 150 62 | 47

3,12MEG-PC| 75 720 | 50 |20] 9| 160 | 95 | 94

312DEGPC | 113 | 95 | 134 | 40 | 11| 6 | 170 | 166 | 90

3,18-DEG-PC 13| 6 80 | 60

3,148C 71 4 | 160 | 72

830 BEM-BFA (Lo RAZELMR-AY N e 4
A, SxEREEEXEN, EAXILLEDFHUASZERL RS
REDT, A ROFARAGARGEFT ALY, BAKEFESHE
B, AEHRRFEILELEGYTREARKG LA KRR EHIEA Y
nEHR .

%#&H] 16: 3, 12-DEG-PCHEFRAA L M B MAE F caspase-3
8 ME F2 DNA K BAL

A T it — ¥ F ik & DP-BFAs AN &M QTGO NE, A
RTATF@RALT, caspase-3 &t f DNA H EILW BAH Z 47
(Lincz (1998) Immunol.Cell Biol. 76: 1-19).

A ITCFAH oM L-2 A8k, 100 £45/F4FE 4, 100 &%
A/ EFEFEA 10% FCS &5 MEM ¥ 34F Neuro2a BRA¥E 4o @ Ao
(ATCC, CCL-131). 24 S Z G, Hamis Tt kB, mA
3,12-DEG-PC & 25 puM, S0uM X 100pM &R E . RAKH A A4 T
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Ft A H R A,

EHBHSNEBT 6 o 24 IHNIEEFOBRER T HHAT
caspase-3 &M A DNA K BT, A KA HE K4 Ac-DEVD-AMC
(Pharmingen, Becton Dickinson, cat. no. 66081U) 5 HAR4E 4 *
L M Z caspase-3 &M, 428 Cell DeathDetection Elisa plus
i# M £ (Roche, cat. no. 1774 425) HBRELE FHHARZTRR
DNA-h BAGAE AL .

A ZERETER, MFY caspase FHETFTAHARARRAZEAFK A
FHBERFERE TS, DNA-B BALE T HA=405nm &5 OD {4,
HHR T I RATH I F B Wik B8 TR |

& 4: M 3,12-DEG-PC 4t ® it #§ Neurola @A ¥ @I A T 47iL

A B Caspase et
(%2 FR) (ODagsnr)

£ (x8) 100% 0.030

3,12-DEG-PC, 25 yM 210% 0.036

3,12-DEG-PC, 50 uM 540% 0.153

3,12-DEG-PC, 100 uM - 0.389

ME 4+ HERTUAEE, Neurola Wi 5444 3, 12-DEC-PC
BE, 7142 caspase-3 FMRF KLY 54%, HEDNA h RALB E ¥ m,
Lk QBRI H—FEH@MPE, caco-2, RRIFHAHH,
KA lLE R

230 XEZ Mo ML T4L2 BFAs 9B Ae b it £ B &K
Empe FER 6T A,

I11-b) HARL
%340 17: A TR DP- BFA »} BBB i M 4 A A ER

2%
BB RATAFAFRERETHRELEX ALY RLEHAL DP-
BFA 2 BBB ¢§iBi§4EA): a) Evans B H (EB), HAEA kL4 g
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G (MW 70 kD) , FEARMRFERGRIF; f b) KL EHL
(F-Na) ,MV¥ 376 D, X iBitmpcinl R#GE Sy, JFBARMFAED N N W
M. & BBB s 3R, Evans B-H% & X 4KRAERG MR E E) K
FPRTHEMRE., TARAZK MRS G TFIREMNEAX, CERT &
LALECE ) Ao RUN:

18 it 4745 4 Ak DP-BFA % 5% Sprague-Dawley K A P ol ¥l
#HA. A Rampun—Imalgen AREShdh, H BBt H 3Bk EAT 5T
J& 3 8 DP-BFA X¥4t.4-% (Smith, Q. R. , AR F#: (Methods of
study ) , F: M A M A 2 F fuh F (Physiology and
Pharmacology of the Blood-Brain Barrier) , Bradbury M. B.
%%, Spinger—Verlag Berlin-Heidelberg-NY ; 1992 : 24-52).
EREXNMR-FHE, ABLMAGERAGIKFLE £, €A
Harvard B4tk &, 2 308 R F i DP-BFA BR. RALH
EFhk, RAAEBNNA AT E.

MEKS LBPHELEREIAFAHERE G HRRZT
5548 4 % (Sigma) & PBS (pH 7. 4) Z#&M# 200-10004%, K% &A
A #3X% DP-BFA 9-F. AAR XL DP-BFAXE LW, AFAwRHAL
MR WG T i M 8555, L4860 iX38 DP-BFA X B4 2 0 Rl R X B, # Bk
K 44730, Bvans ¥ (BB, 25 mg/ml) & K% (F-Na, 12.5 mg/ml)
1 EHBE%R., T8 24F F-Na (12.5 mg/ml £ 100 #kF/5-4b) ¥ Bk
AN, FAFHBKA"RAL"ZERHREK (60 nl) F3h 10 547, HEMN
Faxt X B X RA A, ESEAHRLT, 2308 50% =R TEK (TCA)
Q. ELEHHERT, DARAELERNRZRLEANE FIRLHRE
(Uyama, 0.%, (1988) J. Cereb. Blood Flow Metab 8, 282-284 :
Abraham &, (1996) A2 # % B4k ( Neurosci. Lett. ) 208,
85-88) . WA AL LAT LM QB ASCOT FARRH SR . RAKFRR
#2 Student’ s Lt FEXLE.

Thb] 18: SFrsdKéh X 148 A5 A5 B2} BBB iBiF M &G4E A

EEARRGE &, st RARAL KM BFA 2 FRkeNAERD
oo J55 B+ (BBB) ¥ 94 A .

sk & 250-320g ¢9 4 M Sprague-Dawley K R#fFTHE. TEA
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L@ e 17 P REHT*.

i it A R EGEH RS 2T I 3K BBB #94F A

a) & AH-3 Bvans Blue FOME (&5t EB/LBEAL) &+
BBB F XA E; #

b) B -4 BCsofo gk A BORE MEC) AR Z . ECso &% Evans
Blue #higR KAEMH S50%8RIBILSHARE. MEC X AHEFR
REANBHHFAEL Bvans blue TR E, ERMNIANH
AT, &2 3% EB/ AWML, ECsofe MEC {EAK, KBS
S BREAL .

& 5% %8 T RF) 4 DP-BFAs =t BBB i if M4k 893048 K.

& 5: XfuéepRprmist BBB EE M AR

Z ECso (1M) MEC ng EB/g j 41 4%
(#£ECxs)
3,7-Na >450 i 0.8
3,10-Na ~700 - 0.8
3,12-Na 2043 6.5+0.7 3214
3,14-Na 40+5 9.1+1.2 16.5£2.5
3,16Na | 137£17 18 4 2 345
7,7-Na 184 21 1324 19 42£06

g

ME S RETlA S, MRIE DP-BFA 44K, Bvans Blue &£
ERFASEXANGER. AAREH/KRGIRESTAEABY AL P LFR
AR, BHEBEGH YL FABFAs 3,12-Na #u 3, 16-Na, & H 55
AT 304E BB/ ARMBBNARE. AEANEZEAZY, 3,12-Na £
RAMHEERN, ERXBAASSH P LA ZKY ECso #= MEC 44.

g4 ERANKEKRAZFSF T, X BFAI/12-Na shft ik
BT HRARBRA KRG EERFHR. A, EHHE TR
BFA-3, 12 4 X sk &) DP-BFA #74 4.
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£ #4] 19: & 4 DP-BFAs 3t BBB i M &4 A

do b X Lk 17 F A, £ X RS & %K% & DP-BFAs 3f
BBB EEMMER. K, A BBB FHAKFRATAHARBMTREY
Evans B &9% (#t4 BB/ A A4e) . @i BN HW ECo R A
FRAE (MEC) {ix4EHH KB4 Fohs L.

4% 6:RFl & DP-BFAs #+ BBB M MHA (KSBEY)

ug EB/g
¥ ECsy (uM) MEC B
(#£ECsp)
3,12- PO4Na, 551 33x05 203
3,14- HPO4-Na 67+11 6.2+0.9 10£1
7,7-HPO4-Na 150 - 1
3,12-MEG-POsNa, 18+3 112 51
3,12-DEG-PO;Na; 202 33+0.5 18 +3
3,12-( & )-DEG-PO4Na, 54+5 73+14 2652
3,12-PC 76+ 14 23+4 101
3,12-MEG-PC 19.5+1.5 101 15+2
3,12-DEG-PC 70+ 12 15+2 14 £2
S 25% - 10+2

WA 6 TeAAE i, &% DP-BFAs 4-F4tith Evans B-TIFME
Atha &G ¥ it BB, KEAAPGR RS TEF.

XA TREH4T, BA K 3,12-BFA #H74H =2 3, 12-DEG-
PONa: , FL7 20pM &4 EDsoffi#= 3. 3pM #DA HORE MEC) . AR
% BBB kM T @EA KMNESHA 3,12-(B)-DEG-P0.Nas, 3,12~
PO:Na: #= 3,12-DEG-PO.Na.. A EDsw 3R K & 3,12-( 8 )-DEG-
PO.Na:, 3, 12-P0:Na: #= 3, 12-DEG-PO.Na. 4t EZ 5 X KB ¥ Bvans ¥
EHGREKFLS AL 26,204 18 Mk BB/ ABAR.

4] 20: DP-BFA %} Evans B4 N O F AR A FEXEL
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it BBB &34 A

AEFRKISER % % ¥4 & L4 DP-BFAs 2} BBB 2 RF X8
A FeBEMGEA.

BRETHAAFLHT: 2) 5HFG L4 Evans B (MW 70 kD)
Y Hmpediaiddgiean; A b) KR EME MY 376 D)KR&J)45F.

ARIEELTHAH 17 F:E &G FE2 30 HxF 5 shbkkr A Evans B
#H (BB) o tE ML (F-Na). s M BCoRERM RELEY.
R M s st Bshd.

Bvans BB AR TAHASLRALREYEBEZTESK. KA
FERIET, XRATELSTFHORFRE, A FTHoF T F-Na KF
BA.

HERBPARREGF-Na 5 EBHks], FAERTFLEELR.

% 7: XF) 4 DP-BFAs 2t BBB 3t EB-& &Z @ fext AT EEH
&4k Al

@*F % F-Na/ % EB/ by *
AR AR F-Na/EB

* PR 0.3 £0.08 | 0.04 £0.01 95+16
HERER -25% 24 £04 | 0.6 £021 40+05
3,14-Na 3805 | 0.8 £0.07 4717
3,12-Na 64 £11 | 1.8 £02 4909
3,12-PO4-Na, 82 £09 | 2.9 0.6 59+1.0
3,12-MEG-PQO4-Na, 5.0 £0.8 0.8 +0.1 84+09
3,12-DEG-PO,4-Na, 90 £14 14 £0.2 9.0+12
3,12-( 8 )-DEG-POsNa, 44+009 4408 1.1£0.2
3,12-PC 3.0 £05 08 £0.1 78+13
3,12-MEG-PC 52 £0.8 09 £02 6.9+0.1
3,12-DEG-PC 29 £05 [ 06 +0.1 6.8+038

BN AR ]
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MEk TTeAFZ S, E% BBB (= 3fR) W EB-A & a L o4& %
FOpBEM G AL 1045, FHixsEN, HEBH, BB s BB ¥i&
EHRFE F-Na (F-Na/EB ZFF 4) E AN E. £, &K
BXLRERBR 3,14-Na #¢ 3, 12-Na 9 % A th F-Na/EBZ L Z 4.7 F
4.9,

BFA #) R Rl 9828 AT A K F) 84 7 X ¥ a st B 47ic4h 49 BBB
WFEH., XA 3,12-P0.45 BBB x EB- X G Lo EENRH XY
LS, RFHEAXRBENNRE. 5 —F &, LA 3, 12-DEG-P0. 14
FmA @5 X BBB $yiRiE M, B4 F-Na iE 1242 & %) 4 BB 4}
BADF WAZE . M 3, 12-DEG-PO, #4 K L A F-Na/EB Z 12 9
). '

$:#: ARF 4 DP-BFA L& ih RE# X ¥~ BBB ifiifhk, —it
DP-BFAs, #{4= 3, 12— (&) -DEG-P0.Na: # 3, 12-P0. (F-Na/EB Z b4
MNA1.145.9) #FBBBERFK, HELAKSTFENHS T,
HHTFR4FiEE, BR, LEHTF, #ld 3,12-DEG-P0,, AIHR &)
A FHlde F-Na Fedk X 5--F #]3= EB-& & & 45 4,

S364] 21: DP-BFA 3t BBB JFak &44F /) 443 & vt )

76 DP-BFA X & A XRF 6 5% DP-BFA st X AL F
Evans Blue ot A E SN GHR.

| ELEHRA 17 PR F 22 30424 Sprague Dawley X &89
3 5t gy Bk A B-Fr DP-BFA 4043, A& ECso REH KB4
#. &8 DP-BFA Z & 10, 30, 60, 120 = 240 -4 B X B4R 42 F Evans
Blue e Z b E 69504 A . AHEA B R L 2-3 R3pdhey A K
XS4 F Bvans Blue (&4 / %) ARKAE (FHN% L E.

LB ARG T KT L RIEY DP-BFA *f BBB EiEM I/EA £
Tikdy. skslh, Rk DP-BFA &) BBB F AR A AT FR. KK
DP-BFA-3, 12 #4X 10474 4% 35 BBB 5 M4 T 1 b, B4 30 44F
LA DL/2 . D1/2 XA BCo REHERBIASHE ) 50%F
7% BBB #9345k ntie), HF LS4, 3,12-PC Fo 3, 12-MEG-PC, # & 4%
OB eI, BAEY) D1/2 e L €K 3, 12-BFA 474 4K 4 4%,
BP D1/2 & 120 4% £ 4.
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4848 LB DP-BFA AT# FXAYPAXABAL T BBB FK., R
Fl DP-BFA RA XF &y EH R L.

kB 22. FEFFEEZLUAR

#t DP-BFA #-Fiffhricotfedp. RE L LR 17 P AFEF
s K BBk (i, a.) A EFHNFHRELEY. 24 IHERS
R ERRIFMBEIERE (LC). LC ZXAHFRBTHRIRE.

& 8: RF)#) DP-BFAs ZAMHEILKR (XA)

a3
oF* LC@uM) | MEC LC MEC

3,12 40 £ 10 6.5+0.7 6.1
3,14 78 £ 11 9.1%£12 8.6

3,16 431+ 55 18%2 23.9
7,7 36067 | 132+19 2.7

3,12-PO, 63+12 | 33+0.5 19.1

3,14-POy 134+18 | 6.2+0.9 21.6
3,12-MEG-PO, 8015 112 7.5
3,12-DEG-PO, 305 | 3.0+05 10
3,12-PC 80 = 16 234 3.5
3,12-MEG-PC 152 101 1.5
| 3,12-DEG-PC 300 + 60 15+2 20

» B

ZARBRXABANE (LC) S F DA BORE MEC) ZH &1k,
Ed MEC HMETHA=ZRATAARBMNLEEZSRBRGHAR K Evans
B IO RBASW T IORE, PEERE 3% BB, LC/MEC Z 1t
A, KEAKAR.

it MABREAARELEERSG 1-IBALRBELFHE.
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£464] 23: B TR DP-BFA xt BTB il &4 B 694 A 644k AR

(BEMHEBHXR)
H T A% DP-BFA 4t.&-%i8 %) o bt 7& 5t B (BTB) ¢4 6% 77, A B %

Co BB AR £ 4.

4% Bartus % (Exp Neurol (1996); 142: 1428) Ak A
C6 4% LB i A /& 44 Sprague Dawley (SD)ARK. ABRAELHAZL
KETHRRAGH LR T L4 —AND430, 428 Hanilton EH B, 5t
B BB 10K 5 A SHF 2.5x10° C6 BT WBEIEH
A, 2AFREGE 1nn, 2.5 oo K, H H 3 anif. 4L AEXBEE 5 S
. R4 E, BROLRELIME. BHIE -8 ARTXL,
BB KB R % K ) (2060 mg) .

F-Na 8B RFM UL ERMEBAE. XS BARFEHIRTHAR
FREFALBMNFAMMNELAL, FERALRFRMREY Bvans Kife
KATHEN.

MAABEGBERBGRR (KA AEAL AR R #/76
FERFGLER RAL ) iAo pv 8 F B (BTB) #f EB f 3 b 498
HHSH AT A EBBB KNG Z XY 2455 4 4=,

%3#&4] 24: K F) BFAs £-Fxf BBB #= BTB Fa 894/ (148 % bt
B XA NAR)

R EEELES 23 e C6 HBBITABALRMFELEY R
%k *F DP-BFA W9 &-#F47 4 % 7 ik & B 2t o b & 5 (BTB) 494k Al 48
B W EMNE T olE 5 (BBB) ¥t . RIBLAES 23 BEGTEH
&, RMTE— H DP-BFA BB FMBYRK. Lhbl 17 FriR e
30 £y 2 F LS AR EAIMA TN BC o B AL RE K RBILASY. RAK
BB BN RE, ST TG4 Bvans B2HA
FrE (T) SRR N AR RRRZEMNEZAEEA.

I BETHENEAMARFHIBK, BRI LHMNE
TAREWN BB RESENBEAATRELY EB AF 24844
(T/NT) .
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% 9: %-#F DP-BFAs %} BBB = BTB X tb&

o ECy* | BIB BEB | #Ak
(nM) EBpugl/g | EBug/g |MAB/EMNE
I % MR
)R
3,12-Na 22+4 44+ 8 43+ 9 1103
3,12-PO, 102 14£6 25+15 63+13
3,12-MEG-PO4 223 2543 21+4 12+£02
3,12-DEG-PO, | 72 34+8 2.0+02 2+5
3,12-PC 524+7 172 102 1.8+05
3,12-MEG-PC 20 12 6 2
3,12-DEG-PC 60 11 5 2
RN 25% 12£2 742 2.1+05

BE B AR ECoih

ME 9 TRAA S, XSXERBASHAI L AR ERERLE
gk BB REARFAM, BF T/NT X bR K% 1 £ 2. #AHERH
(25%), B EB MEKPFRXYRENERER T EB BREKFGH
4. EAERAWYER A%, 4%, 3,12-DEG-P04, £ I L FAMB
oo % FFE (BTB) 9 &4 i, BAMBE T EBAREILIFABALR T EB K
& 22 4% (T/NTZb = 22).

st 3,12-DEG-P0. }JF4k C6 ALK&+ BTB R EA M4
%R, EsmiEEd C6 ALBRR BB AKE (BTB) £E A
it E ¥ o fE AR (BBB) ¢9 k. E ik DP-BFA 4742 ST AR FHE
it B I3 BTB 99K .

L] 25 A4 SD Ay K R M6 A DP-BFA

st #F s Bk M A 10 pM 3, 12-DEG-HPO:.Na (B 2A4), 40 pM
3,12-Na BFA (A 2B) & 25%H BH8 (B 20) X548 % Evans WK
AEBERANBBEAABINE. EoLs 23 TR C6 HBBRT
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BWMEZE 9I- 12 R XABBARXAESD.

MWE 24 TAFRRA B AMAZB R ERXA#4EA 3, 12-DEG-
PO« Z /5 Bvans B ERZERMFRNBAR Y. % —F% &, DP-BFA
WS M, BF BFA 3,12, #&BH/R, HEBE, RAFELIHES
AR LLAR,

$364) 26: DP-BFA xt.dndf W A¥ 5B (BRB) i % M b5 4 A

Bt R g RAREd, BAEHE (F-Na), AARLETHE L
%, DP-BFA =X &, o4 B BL AL B (BRB) ¢4 i@ E4EA .

AL 0.1 £4/100 LA EEZHARER (100ng/0l) f FEERE
(2%) B R ARBE4RE 250 - 350 %4y Sprague-Dawley (SD) K&K. XA
BB G b4 0. 25m] F-Na (12. Smg/ml) . AL c-BETAH
FRAF A INAMI L-0960 R E e 3-CCD &RBAAM (teli
CS5850) L ZAMELE, BMEEEA LERFM T F-Na RBIHGSLE
HEAE. 10 24P B NP FKR F-Na. 3uBb, 30 £/ 3hpk A 24 1.
Sml # 3, 12-DEG-HPO.Na (12.5 #&%/Z ), M F =k #Hbk N 24
F-Na. EAREHZE t=04025051,2,4,84 10 342t e®
B, MF_HANBAAEIARNNEE, X FHhAESH 1 Snl K
% # (Tab—H ZEHE8F 5%) K% 3, 12-DEG-HPO.Na .

Bt D WBRGHRAMREAKFEBR F-Na £ht by, EH
¥ AR F-Na 2B 10 04, MAMRARAZTEARARR AT BB
HEEEE, 122, 53kA s 3, 12-DEG-HP0.Na BRA-#Ak A 4
F-Na, $Ba¥f A BAMRBEARFERE F-Na. & 3,12-DEG-HPO.Na #
AT F-Noa Al th, R o AL F BB EMEA WGIBE,. AR
o o RE R BT A KA DP-BFA #Hdh, £ RAXMTHIEH F-Na
WAL, FLHZE 1054, of F KA B ABFBAKE LER
RE &L B MACFLEMNLERRABFLERYAK, BpALIER
F-Na (@ 3A), 3 BA4-3&/8 3, 12-DEG-HPO.Na (B 3B) LK H (B 30
Z 30 10 4Pt R GARE AP RIRG RN BZH/ER L.

REIALN, &8 F-Na 25 10 548, 5 RESH F-Na folkH
7 (B 4A-B) ¢4+ B 3% &9 s34k 48k, =t 3, 12-DEG-HPO.Na & 32 89
HY A EBARTARRI EXETH F-Na . HBAFRABLTHRER
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& F BRB B4 A fe P BE KT 84 F-Na Ml g5tk
#53%: 3, 12-DEG-HPO.Na 447 ft 8 it AT M AR W B BH R 4 38 354 1,
BB R R ek T4 F F-Na R K.

£4#4] 27: DP-BFA MBI H

ALEXEHRP) 17T FRHEGERABRY R % F B RS P-BFAs &L
Fr&AER . ATk R % &9 BBB A= BTB #} Evans A K A X5 B49:EF
YERA B RESDKA XL P-BFAs . Fosbs 23 —HQBEH
MEHEBRFTET.

B COHNZRAABMRZESR 3-4 X, T XL FHMREAE
%, Bk 17 AL 30 A KE P-BFAs, R T AFEREER
FARELIREYH. RELHRALEHIF 19X, REFR. KFAR
Wb, ABL-ZARERE, LR FREAIMNBER. RAREHL
B SRR, #AIFARA Student’ s it FEXLE. X 10
BETHR.

ME 10892 R TIAA S, P-BFALS WA TH BB E KA
W wHmeER. ARG EEAMAT, 3,12-DEC-P0. bk
REBREEGANBHER. LESH, #ldo 3,12-MEG-PC, &£iEW
HEEHQRMWBEM, (2282 ER1K.

235 SBF COMBRMBY X ASIPRA A P-BFAs KA B *F
By o tm e HAE A

42



01816806. X

v ZE37/381

# 10: 2#) P-BFAs s} A% & K6 LA 4E A

ot ;;IZ::M) ﬂ‘l'ﬁ:#t%x P( 53R )
(mm”) = SE
bog:d 0] 81+222
3,12-MEG-HPONa 30 42+1.6 >0.1
3,12-PC 50 3.8x0.8 >0.1
3,12-MEG-PC 10 2.88+0.6 <0.05%
3,12-DEG-PC 60 3.9+1.0 >0.1
3,12-DEG-HPO4Na 5 1.5+£0.3 <0.01*
3,12-DEG-PO4Na, 30 1.6::0.4 <0.01%*

SE~F 3 8 R 3%,
skt 3 2

5 3.4] 28: DP-BFA #HAFEAER

R L ANE Y R LB Y X2 l)id Xt b
34 DP-BFA 4B BAER . o T A S #&F PBS ¥ 2. 5x10° A~ C6 #H &
B 7% sm M 42 #F Sprague Dawley (SD) K&. AR PFEAMFTAHRKA
AR AT ARELAHRIELE, TRAMAEAZE, BT ALIFM lon 4
b AT4EIL: T & -1, 0, AW KM 3. S0nm, X 3.50mm. 42 104K
4 Hamilton 4H vk 3. 50mn K AR FEHMEEF &, vA Jnl/nin &
R EMNFDRBATERE 5-20uM & 3,12-—-CT B BE M B
(3, 12-DEG-P0. ; 4hi) HMHHN (Fhg A%k, pi=1. HHE—HNE
WWHBHE 12 N ESFHBHRR. LWEE -Fahk, AR
B & B30 K Sh Bk

C6 mpBazE 5 X, A 0.1 E£4/100 LATHAKEN /
PRk (1: DAL, HEdARF0A MTRERER. RER
B ALERERERVPREFRP 8 IH. REAZRMA FARA
BORARE-FLREFAHTRERE.
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ERAERBYSHAAE, SAELIHHYRAEIFBARARGE
FARD., BEALEZGHHNBEFRRE 8.122.2 oo (N=7) , A
3,12-DEG-P0. & E#y3h42 1.620.2 mm’ (N=12) . FI, HAEAEK
WK EFRRERE. BREBANLEGBENBOXAIAARALRE. 9
FARETEEHERG MBI, C6 A L2BRABARE TR F
EEURTAER, FLARBRALT AKC T MGEXME.
ARE, f DP-BFA &2 R AMBEMEF 3 AL T—K, AEFK
ETHBEKRRIE . C6 A ZBRAMBEL0E AR REAMKRY, FH
MR EERELARG TN, EBEFEf T F BT LA R
A RN

8% 3, 12-DEG-PO« AR LA H N BEAFNELE KR
HEFMNBAEA. Bk, DP-BFAASHTAM THHMNE QT KR
N

AMBHAARPVEARLAATHREENRSE ERFTEFER
HEM, X EHAERLVREZIN., £EHRIMRA MG, TEQGRA
EZRFPHERLAWTEH.
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