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Fr 857 — AL BB R LM EF kg

AW RK202043 A3 B R L6 w355 49202010137553.7, KL ARA
“IFIZL T — AL aNAE A . B & kAR R 9P B L5 A PiEe
R IA,

BAAR
AL AN —FR Y BARH W T ) BAZ B AT, BAR M 3 B985 7 — 1R AL
WA R, A T T ARG 5T e Pt 4T

HEHER

#A ¥ F4% 3% 47 i%(Boron neutron capture therapy, BNCT)2 —#r —L¥e )
BHAEEFTHEAR, £ BHRACBEMNE @A G FMEFTH D,
ol s B RATRT FRERBAT T ORH. LARETE B HGEMAY
3T gh B R MmO T T A E &, 10BXTF#ob F a4 KB @ Anst F AKA
MEIEFRAERES TG, AASRYTH5I0BRTFRRE, L7 4E6
& fboks T ALk 49 AL B A T 410 pm a9 8 mIe i, xfm i ad 45 ik &,
KA G, LGS A m AT, AER T EAT S AT IE 6 57 T £
RAP LA LR B, RRAZERE B4 B EFARESME, ARGELEST
J& R E IR =5 A AR . 4-908R-L-3X R 28R (4-L-boronophenylalanine, BPA )
RFDASLE 896 KR F A 69 5L A FBNCT #4035 7 2649 . {22, & FBNCT
FBARIEANIG W H) 0 RN FERIRE T R, T BGRIXBPAEAT
JE B AR B E F IR A SRR 6 KAL) AL —.

IE W, F R S B 4248 % (Positron Emission Tomography, PET ) 2 —#F
BRIET M HES TR THEBEAR, HEE5T o THRAFREFVEIR
R, GestFARANRE, ARIREMPE ST RKFRITEMFETEHR. A
11C, 18FF E 8w F R R FMaE F A4k R ER T, Rk s B E 25
A agr Rl FALIE R AR R, AR AA- T @ ABR 89 e E A 511
keVE§ T . BANKTHALEARRT 69 AR K B AW 2], £ B AR ki
RERAET —RIEBR, X, PETRLAD3TIR A A M09 5 A SEAT 7 0952
fife g, BETTHANEE, BPTRAFZ %O AMRPETE R, PETAMF
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IR B 5T BEAT AR LA SR AR 3 F B —.

FEPETARR 6y A ah E45 8677 M, SEIUAYIE A% 576 7 —IRAL ZH R
KT @ . 2-#-4-FABR-L-X R R B ( 2-fluoro-4-L-boronophenylalanine ,
FBPA ) AR IR L2545 £UR FERAGIBPA. XA EUR T 5T WA Z A4 M 69 18F,
SeBT i~ F ST AME APETRAT, VAREHIBPAEAR M 840 1 L. vA['®F]-FBPA
HIFAT A PETH AR AR I €2 5 A FBNCTH J7 #1157, 85 T #EBPAJE 7%
E AR N 49 3 &5 4 A 1% & (Ishiwata K, et al. Melanoma Research, 1992.
PMID:1450671), %k 1, FBPAFBPA £ 5T 45 4 L& /£ £ 5+, R4 71 2 69FBPA
TR AIE 9T F) Z W9 BPAAR N 695 A 15 0L, FBPA-PETHE AR FF A, H
BB SR GRS RIS ST — R T 2 R4

ERAZE

BNCT% 77 se AR T 045 7 7 EMPB L G E &, FRELE &
QUL AEIT R, X BRI ARG A ) 69 A IR o A B sk B M)
BPAYE 4 B AT — K 3 a9BNCT 20 4p, st H AR 690 A F L AT AR R sk
hEZ., P ERH RS HPETH T HAR e 7%k, BT EABPARIR LIIA
AR 64 PF1F 2| [PFIFBPA. i i3 ['"*FIFBPAAL#IBPAEAR 1 g A, 3t dm &t
BNCT#ATHR] ., 124, MuFELH L, UFRFRARIKRLGHRT, Er
PRAE AL S MR B A 4 F IR 5EBPAY RABR], XA £ 7445 HBNCT W k4%
PO i

BPA ['*F]FBPA
AF 3T LA 69 FBPA--PET T 6/ #44 2055 BPAEAR W 69 5 i oL, A5
G HCEIBNCTH) F) A, AL P ARAE—F 37 6915 57 — 1R #0345 3 H BF;-BPA,
HT A BATA AR 69 B AT HATIT, AT B AR a9 F A, T LB
BR EL R AR A 6 o AT UL, VAR R 2 L BAAE A AR ) 52 BT o A R TR 64 18]
M, AT S ABNCTRR; JFHABIEHTRHGAANMMET, FRE Ao
2 A9BNCT.
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OH
['®F]BF;-BPA

AE A Bt T o AR A — RN R AR RILBRAG A IR = BACANERAR,
B KRt — K BB ATA Y. BT 18F-19F R L& R R AL, H T AL
18F AT AT AT T A MARAT, @M ZIPETARME. X AALEHRF
B, ZRAHEA Fo R AR S M E R I S AR, AR S
HAR R 69 R AR BIABRAEA YRR 5 LRI B MM, AT, 9iFA
K, @i ARRBPAYF G R BAR A = AACHNA R, #EBF;-BPA, VA&
BRIRA &E %K. —F @, BF:-BPAT VASATF-1847 7 EIARN 6940 F IR E
DHOHT; A—Fd, FHAT VA AEAE ABNCTH 4% 7, & FBF;-BPA
AAHMARILH G B A — a4 H), @3iL['°F] BFy-BPATT VAR 2 64 1
B BF;-BPAEAR M 69 5 H 1 0L, AHBNCTSFF 5 £ LR AT 2RIE, &
FE62, BF-BPAY EA AR T, BA ZiReyMLE AT, FANEL
R &Gk o v Rt

W T AL o s &bz = 4 BA mA R A4k, do R4S
RIAL B AT Z R, Z BB R 6 R AT e T e
F. HMHR, #mRAYALT,. A6 ARBF-BPALAE Y, FEAFN
Mozt - B AN B U AT R M = RSB, i T A AT S5 A SR BEAT = AL
. B FRIAGo-RBEGF R LR, £RMALIE FIEELERTE =R
A, Rk RAF B ARG = A BRAL 7 W BF;-BPA., JEARATREAE, PiHEA
B, 0-BREZ AN G E Z AANE KGR E L AEER, BERITH
G10°~10°&, X % & A BF;-BPASRAE T 6. KA PEIRET —H 696 &
BF;-BPA# 7 ik, @35t /218 A &9 = AN B T 13544 R = R AL
G P AR, G FRAE KRR S h T AT /K A4 B FORE 300 = ALK AR, 3R
1$BF;-BPA B 47 /%4

F—7r &, REPRET XIa9ed:
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OH BV

A PRAEE A ARSI

E—AFaFEY, SERREBGMRTZ BREARM, A%k
FEF, -BF ¥ 2V — A 5B TF RS HEATILE,

FE—AFTEY, HAEZTTA,

F—AFkFEYF, -BFFHRTFZRARM,

EA—ATrdm, RAPREET MG TR s, Lab—fRE AL
o7 6 K169t A 25 F 7T L 09 BUK .

F—AFEhFEFR, MGFHEESMECSRE. T —EaFE T =1k
AN B AR AR BCR RS- -EGF A 4 %44 . EGFR 3 & Huk-
HRER B a4 . FR¥EE) MAANIE AR . FR¥E @) A4 40 K kL Ao B BR 3 v
o oG —Ft K % A,

BEFH—AF @, KEPRBT KRGty 51 &7 %, LaEAT
H

N«
_§O
JBa u

t-B
H . At x b7 (HO)B HO" “OH A MuKHF, &R, & HAmik

BF35
m'l3+

AR £ pH<0, WA= A4 = R e f 15 4k 3B , KB
FRJE ¥ m £ pH 1.5-4, RiLpH2-2 5 4F 2| KA e9iLo4h.

E—AFkFTETF, BT em6 FANaOH
TR EYORE0.4-0.6M, FIRIIE20-4004F, RS AR T A, HFE)
e,
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s
FE—/NEHRFEF, $&Fkaig@itibb4p2  OH

B
/N'q 0 3

AAN-F AT FIK LR R E43 o e
E—ANEHFTETY, BE&EFTEQIEAT IR

z, B 1 B R L A W

2 OH
Q) ERMN-F AT RL TR F LT HAESD2MAL RS

Q )
QH

2 N

/‘N & 3

3 Q

(3) HeH3sL LG4

O
w—o
4

(4) Aok RI s O ;
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(5) SEALAM SEACRAL S406 ° :
BF5
(6) oM THAL R4 8 8(BE3-BPA) . A

Fa
jope
HO. NHs"
o 5 s

’
(7) AFe bIG A4 85410 AR, USFIBE-BPA

B X —A7 @, Jl'\?iﬂﬂ&%T/i'\ﬁiﬂﬂé’Mﬁ/\%E%‘ By e R, B

5 REWAETFIER R WEE.

F—AFkTRY, BHRA TGS T — IR FAFRIT % 6990

’ﬂ% % 7.

AT FEP, BRELEABKME. HE. EERE. Falisk.
BE. LEB. MILE. R @RE. s/m%. WERE. FFE. BRE.
10 B9, SLIRSE. &WE. £AME. T8, "BRIgE. BB, FE. 9

FIRRIE . ST, TRRE. FFE. K35, BaKAEZRE nm,
KK R GGAR . L EE

U)$K%ﬁﬂ?mﬂﬂmﬁ*ﬂﬁﬁﬂ%%%%%B%H%Eﬁﬂ

BF;-BPA, =T vA ] FAvIE 4 5BNCTYS 57 8915 57 — ke 4p, @it 240 R
15 #tF L MBAET E G HMIRAN A 4R,
18F
BF3— éFz—
HO\?m3+ Ho\8m3+
OH oH
BF;-BPA ['SFIBF,-BPA

(2) 4MF EARANABRT, LA 2 5HBRIERE,
(3) K4 o I AT R,
(4) RAE ey teodh Rt I8 F BA SR

6
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(5) AEZPRAET —F 3 A 557 — kAL a9 4% 7 7 BF;-BPA, A TR
BIE B 64 S oA, BATBNCTHRT 697477 A%, AT vl A4E 8 FBNCT.
(6) RARIREET 4| & KA 9 1ub-4h 6487 77 ik .

5 P B 5LER
B 1: BF-BPA5["*F] BF;-BPA#) A I,
F2A-B: {448 (BF:-BPA)#HPLC-MS%:
B 3: ["°F] BF;-BPA radio-HPLC#: .
A4: a9 HPLC-MS [M-H] /R4 X,
10 A5: e MmT8HPLC-MS [M-H] &4 K.
B6: e WTARE =46 & 2R TR .
A7: 4Le106HPLC-MS [M+H]+/7# A .
F8: a41169HPLC-MS [M-H]-/# %A .
E9: ["F] BFs-BPAE#T 7 s R L BN iE 549 ) 31 PET/CT AR A%
15 F10: BF;-BPAR TBNCTAY IG5 77 649 i 95 A K h 4%,

AR FEHT X
AL PRBT X4

OH A(D).
20 AXDP, REZZAIBA. L ZAtofegRmri, #lie,
ETOURTE, L. RA. TA. KAF. hikih, RAAZTA.
EXDF, -BFF 2V —AFRTF MM MATIZE. Hlde, 1. 2R3
BB T B, -BFy W 6998 F T vl E R KA,
XY, 5RKEEGMERTZBRE KM,

25 AL ERAET #AG A L0640, O RE PG MFath FTHZ
QIR AN A ST A AR, RET AL LEeMGHA,
Jot— &I DAL 4 A SRR AR BOR RS -EGF A M R 4
4. EGFR¥ %, 14 Fuik-#0 82 3 4264 . FR¥e&) A BIE AR, FR¥EE 44
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B0 293 R IR Ao A B 3L etk o 49 —FP R % A

AL R R &7 ik EL T 3R

(1) ¥4PCys*HBF e N F R F, )5 hn ACuSO,+SH,0% & Fo & B K,
FAEFE T RS, MEERARY ThAFi, A REEEMLT; Ao
ANF R, RERAMAHSFBIn2; MG, R K EZ T EIRR A B R A
YA K, MALOAEDTARAR L ReY, BRefL Rk ¥4
ARG I G F oK Na,SO, T HR, AR B FIREAHER, F3]F &bk
AR AR

Q) BT CHF, WmANaOHE R, TRILHE, R/EMAR L BRIITF Fo
B L, 13| R sedh;

(3) &R RA T I ANKHF 5%, F&iFAmNR LR £pH<0, TER
JL2NBE s MR R R R HCIMAKBRE £2pH~2, R A30min, v LT
B, 2R CHEFRERKR, FEIED, s THEALL, FEESMS:
BF;-BPA:

BF3
HO( m3+

]
OH

BE5-BPA a8,

B1Y 27T RKRLAeGH &7k, Qs T HR:

Ptk K OB (LW )BT LK ek, A3 £-90£-70°C (4)
40-78°C); RIFHMANIET HAL/ TR, BREERE T HLE IR,
BRI AE-90ZF-70C (#]40-78°C ) ¥t (#4015 min).

WG R AN B = R BR, R EE, -90£-70C (#]4=-78C ) R L ( 4
4220 min ). MEHEER, WALRKR, ZEHLHF (#4215 min). 9%, K
AL LER LB IR, A AAEIF, e fAudhkik, TR TR,
ATthEEA, F54eBhbW., bhhRRt—Fskit, AHBEMTF
THRE. 1442: 1TH NMR (400 MHz, Methanol-d4) § 7.60 — 6.94 (m, 4H),
3.75(t,J=7.1 Hz, 2H), 2.82 (t, ] = 7.1 Hz, 2H).

A2 FFRF, ImADMSO, BAN-FEALRL K. &R,
Frae F A TR RE, H20AF (Bldel 5300 ) B RRE. EAT
TR AR AES , AR EBRAR BN 5 E, 1738 Eaikibeh3. Eh3:
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IH NMR (400 MHz, Methanol-d4) 6 7.53 — 7.10 (m, 4H), 4.35 — 3.96 (m, 4H),
3.75(t,J=17.0 Hz, 2H), 3.31 (s, 3H), 2.82 (t, ] = 7.1 Hz, 2H).

Fe M3 F KA FIn b LK & ok b Ram A+, e ADMP
FAH], BANBKBRESND K. REME (Bl B, mASeFs AR
MRS AR IR SAN R, TR (Bldm15a4h). LERETREY, ol
HAAR, KA LBR LB E IR, A ARSI, 4ade AL 7% (4] 4930ml
x2), RAKMRBMTIE, EZREEN. BEAEN B, 1734 & EKL
adha. ia4h4: TH NMR (400 MHz, Acetone-d6) § 9.74 (s, 1H), 7.41 (dd, J =
100.7, 7.9 Hz, 4H), 4.48 — 4.07 (m, 4H), 2.75 (s, 3H).

F A WABIRT AR kv, AR T AR aBE, HivkiRw
LB, TR (HlHe2 ] 8 ), AeATKBE R B i, LER X RED o
B AR, KABE TER TEEF B (4]4920ml x 3), HH AABEIF, tofe &
WAL (Hlde30ml x 2), FoKAam TR, REREER. bl Rk
BB, 433 &R E45(490mg, 66% ). 1bE45: TH NMR (400 MHz,
Acetone-d6) & 8.07 (s, 1H), 7.43 (dd, J = 83.2, 7.9 Hz, 4H), 4.51 — 4.03 (m, 4H),
3.91 (d, T=5.1 Hz, 2H), 2.73 (s, 3H), 1.12 (s, 9H).

¥4PCy3-HBF4m N TR F, /S ACuSO4-SH20E B fnk B F 7K,
ERETRIAI. MG ERAMRY FANFE, LBHRREEELT.
MNTF K, ¥R AR R GEFL0-4C (Hl40C ), IALEHS5FB2pin2. [
&, FHREKEZKEZTR, RAE (Fldl)af) ETLCRFREM X 4K
%. AN FEDTAZ AR L a4, BRlef ikt F8 et
M5 ) Na,SO, T 88, AT PIREAIEA, 133]F & bR s4
6. FLF B NG AER T T —FRA,

B HeE T LT, ImANaOHZE &, B4 (Fldo ZRBLHF 1At ).
S A NR BB IAT R AR, BT R RAY), HERTT

)AL AW T8 B R A W F e ANKHF 508, FiRidAmAd.] mlR 38
ZpH<0, FRFR 2. B/EAELREFHCIEKERZ £pH~2, K 30min;
MNTHEERTRR, 28 CHEREARWKR, FETEY, st THmREL ()
4o1% Hl pre-HPLC#:4%. ), 4#53|BF;-BPA (ft&6-448). HPLC-MS#%: & 4= A2B.

FBF;-BPA (146-48)/% % TDMF ¥ , BAn \vk%-HCI% ¥ &, FUE AN

9
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HK18F-/KZ ., R a¥, Pl fe85 °CR LTS min, MG F A4 32 3 KB K
R, FiR3i B 69 8B T ()44 f] A Sep-Pak Alumina Light cartridge ) %
B & 4["°F] BF:-BPA. Radio-HPLC% %43,

AERABET MG H A Lo EF S BT R &, Tk Ti657
RGBT BAE. BT AR TGS T — AR FAEIRIT & 699035
.

Ri&E “BE” Fo “BM R AHILYD T RHIEE T A BOERRZT
PP EEFRI, BENH T OIFERRTREE. REB. @z, K
. A fndm, KSR IR BRG] TF OESRMRE. MR (aE ] @i
M. B mfaiE . MR, RASEE ). BRE. ek, B (&
FEMRE ). BEB. RIRE. R, TR, PEE. TR, B
M. BTg. LR, M. EMAME. TERNRTER. ERRE.
Bk, M. AroliR. ShMR. FTRRE. MRREAERGLRIE, A
Btk €98 ( LI/ IR A AE T AR A KR &g (NHL); /MR 4m i (SL)
NHL; ¥ 4/JEANHL; F 2R MNHL;, SRARLE @MINHL; 55 RM%
BaNHL; &40 LA aeNHL; EARBNHL;, 2@k eE; AIDS
MAKREIE; FRABNIHLRKEREG 0E); [EHKRS @I E 0R
(CLL); &M R mitité mym(ALL); £4mRé ik, [2H R @it g
i, FefbHE K BIE M R (PTLD). AR GiE R, Kiv (o5 G
KK ) Fbats I K (Meigs) 47 S AEA K 64 % dn g B 7A.,

PR T =BG 5L 77 VA — DL AR I . B 4 T AR X Sk 52 5615
ASAS L 7 ) b g Ty AR PR MG, AR A PT I AR B K 5 PR,

K4

K& REAGASHNHEFT &

B 1T, Aa2EAE4H 8l =T B ki K ayxti2 R LB (f/Ladhl)
A h A4 B .

28K B (5 mmol, 0.7 ml, /L&) B F50 mlA KW Rk F,
A E-T8C. BRIFMNET AR/ ThiER (12 mmol, 2.4eq), BREH R
e EAREGEHK, RFAE-TSCHAFLIS min, MG FHmMMER=FRE (15
mol, 3.5ml, 3 eq.), &R EEWE, -78 C R 20 min., /&£ F %, #rAS50 ml

10
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10%2E 88, ZRILFF1S min, 49&, KARMEF CRR AR IR (20ml x 3), H
HAARE I, tafe A4 # % (30ml x 2), FKBBRANT R, AZHREER,
1338 & BRI a42 (0.66g, 80% ). oM AIRt—Fbi, HERNTT
W R ALS42: TH NMR (400 MHz, Methanol-d4) & 7.60 — 6.94 (m, 4H), 3.75
(t, J=7.1 Hz, 2H), 2.82 (t, ] = 7.1 Hz, 2H).

492 (0.66g, 4mmol ) % F16 mlF R+, AuA1.6 ml DMSO, FHAeA
N-FATRA T (647mg, 4.4 mmol, 1.1eq.). ER, FZFE I TR N
KE, 2N BERRE., ELZFTRERIER, ERRBAEN G E,
338 & diksm3 (650mg, 59% ). 4&#3: 1H NMR (400 MHz,
Methanol-d4) § 7.53 — 7.10 (m, 4H), 4.35 — 3.96 (m, 4H), 3.75 (t, J = 7.0 Hz, 2H),
3.31 (s, 3H), 2.82 (t, ] = 7.1 Hz, 2H).

Fte 43 (1.1g, 4mmol ) & T 40 ml K = F F 540 ml /K9 R k7
G RAIEF F, AmADMPEAA (1.7g, 4mmol, leq. ), FAv ABRER 2404 R

(3.36g, 40mmol, 10eq. ). FmE A 1A, AeA40 mlbaF iR A4 a s
40 mlbeAesk PR SN R, BEFF1S4r. LIRBRETREY, s BA I, K
AR LB CEEFIR (20ml x 3), A MAREH, tefemshzeik (30ml x
2), RIKFBANT IR, BZERFEAN. AIRAEEN B, 738 € ER L
#14 (541 mg, 49% ). 144 4: 1HNMR (400 MHz, Acetone-d6) & 9.74 (s, 1H),
7.41 (dd, J=100.7, 7.9 Hz, 4H), 4.48 — 4.07 (m, 4H), 2.75 (s, 3H).

a4 (541 mg, 1.97 mmol ) EAET20 mlA K RrkrdF, A
TR TR (477 mg, 3.94 mmol, 2eq. ), AM4KERYI LA (3.94 mmol, 840
ul, 2eq. ), FRBLF2 BT, AwA20 mIAKFFE R R F-HE4H10 min, TIER R
BEA B A AAR, KARE TR LERE I (20ml x 3), HH A 4IF, todfe
AR T (30ml x 2), TKARBANT IR, BEHREEF. REAENSS,
338 % & ks Mms5 (490mg, 66% ). 4&#5: 1H NMR (400 MHz,
Acetone-d6) & 8.07 (s, 1H), 7.43 (dd, J = 83.2, 7.9 Hz, 4H), 4.51 — 4.03 (m, 4H),
3.91(d, J=5.1 Hz, 2H), 2.73 (s, 3H), 1.12 (s, 9H).

J4PCy;-HBF, (124 mg, 6 mol%)#e N 10 ml ¥ K ¥, FE Am A CuSO,-5H,0
7% %(82 mg, 6 mol%)F=#% B F/K(6 mL), JFAEFIR TAIZHF10 min,
FEREMRY T A AFH(153 ul, 025 eq.), LB iR IE EARALH] . Ae AB SN
50 mlF R, HRAMARRLFEOC, IeAEM52.2 g, 5.7 mmol)F=B,pin,

11
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(28¢g,20eq). MG, FREKZIKEEZTH, RA1NETLCR TR LY
TAH K. mAAEAEDTA (2 x 50 mL) 2o AR A %a4, B A ieF K (50
mL)#e%. A ARSI S B FNa,SO, T, HEATFREHIER,
135 % G b RKRRLAYE 3.0g). B RALLEERN T T—FRE.

A6 (3.0 g, 5. 7mmol ) JE-F50 mlZHE+F, smAS57ml IM NaOHZE
&, TERBFHF . MERALTmURE B P AR, 3240 MTHR
FaReth, ABERATFTIRA.

8 B ALE M TG B R4 F AuN14.25 ml 3M&KHF, 8% (10eq.),
RIHmMALT mIR %R £ pH<0, TIRR B2, F£30°CIH/E KL REHC
Mk B E ZpH~2, R F30min. e A THEE#RFE, 28 L RERKR, #
B, THEARE R pre-HPLC4:AL( AAR: T A%, BAR: 7K/0.1%TFA; 0-2min:
5%A, 2-11min: 5%A-50%A, 4 4B ), 53| BF;-BPA (1548 ). HPLC-MS
2 R4 2B,

AACAH 04 ) X B T i A M AT R 37 6 BLIR 5 B BA 89 Bk, A
FiEHREA N-FAEEKR B (MIDA) X—R47 4%, KT BF3-BPA
BRTRL e 6, ERA R TR EAB L ERY, o-RILNER b H B IR 7
BEEetR4r, RANER & MIDA 1R47.

o) o)
2.0 ©/\_’ S

v B._ tBu
/N-B\O 0" o

6 7 (
(@]
a4 6

KAL) —H Bff k£ K428 3SM KHF2 (10 eq.) /HCl (pH<0, %%

2 NN 6 R vA AERAF B AR 4 BF3-BPA. #Z7 kA EIR

O NH3Jr
3
N° B\
7 O

L.<\

BEE v MIDA #3764 = RAL R AL BRI A4 0 "4 9.
A4 7T 9 ¢9[M-H] i ikes %,

12
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FANER MIDA % Z /£ NaOH &k ¥ KB, B3kt A NaOH 7Kz
BRK A T, TAFE RAMEKFGRMR L ESDY
101018~ o ®on ™ (@ 7). B 5 BF T4 7 (ML R 64 2.
{22, SEMA KA EHE AT K BRE AT & (NaOH 3R E4RE
0.4-0.6M, ZEIH 30 547 ) , TN 25 RN EAL H KBy B Al R =T
ot &) F 4. ke B 6 89 FHHORARE (A A8: T, B A8: K/0.1%TFA; 0-2min:
5%A, 2-15min: 5%A-100%A, 44 B) B ¥ Hrw, T JLRMBA ISR
T RBP4 M,

FEFF B BRI 6 AN BR AL o4 J , 3B 3L IR 3 R A AT B TR AR 69
NaOH, #1£/ KHF2/HCl #ATfME LR RARP L. F2EEWNE,
R 36 o-BIL = FALHN 6 H] 148 pH~2 49 KHF2/HCl ik, {22 £ AR
FaP P, B TRMBRG A/, pH>0 B, FiERMAZ RS Y, FA-

B(OH),
HOs Bm—lz

WA LB T XA e OH . AT I3 B AR, LTE

BFy
KHF2/HCI pH<0 %4 F, =T ASF 2] R = BACHNLE 'F35m3+ (1o
H 11, B 8) . AFBRZ gAML M E e b, BEAR 67 KR EE
pH~2, AT VAIF3| H 4774 BF3-BPA, & o-RIL = f b5 5 = &
A fe S F 0K R B LA 27, TR T 44 B 47" 4 BF3-BPA.
o 2A-B ¥ AT, ARG T k4 &R AF B 477 4 BF3-BPA (HPLC 7 %,
AA: TAE, BAg: K/0I%TFA; 20%A, &4 B) .

RAEF2: AALF AR
¥ BF;-BPA (1b6-448, 250 nmol)i& /55 pL DMF¥, HAeAS ul %%
-HCIZ 4 %(1.0 M, pH ~2.0), /5 A AAKF-7K %% (30 pL, 370 MBq). R AL
13
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AWM AE8S °CRZ1S5 min, F/E 0.5 mld 3 H AN KRR A, F 8 Sep-Pak
Alumina Light cartridgefs 2 i B 49 8% T3 2| 4 [ "°F] BF;-BPA (~55
MBq, RCY 15%). Radio-HPLC% %43 (HPLCH %, A#8: TAF, BAA:
7K/0.1%TFA; 20%A, &AB).

L #4513: PET ) sh¥# Bl

Fr AR Sy e 5 AT B @it (BGC823 AR B % e #=B16-F10
PRBEFA) T5%COMEAMYIET £iE LA, | LIRA-6 B8 A,
HR AL, FH100 %@ %F50uL PBSF, EHFIALER L. £L
BRI 1-28, IR A AR, FBERE T %R

F AR a9 1064 °F] BF;-BPA BR200uCi & -F0.15mlA R K4, @it
BN SR AP BTG 0 s AR, FFAEIE A L AT 155040
WPET/CTR £ BG T, 4 RwBIFF. TIL[*F] BF;-BPAJEAYIE 37
1A &G K, ARG BRI AR, ST ILIL ST AR TR 5
PR RAFAOR,

kb4 BT FRHREETEE

FAA R RN E BPA . BF3-BPAF=BF3-PherA 500mg/kg | 2 /aft T A2 4
Ko, B B IRES £ LA R SR ARAT G 69 ) RAK A, £ ThA #EATBNCT
3, EEE2NVRMEMG K, 55 EZHBPA. BF3-Phe & 453479 F
KBRS 0 LR RV AT b

4o B 10577, T vAK & 1% A BF;-BPABE A & F R 3 /TBNCT = ABRAF
E AP ITHIBOR, A EBNCTHY. EBNCTAHLiREY, T4
FBNCTZ#BPA. 2T = SALANF % & & 649 4 B I BRBF3-Phe 5 A % 1564
BF;-BPAE A8 ) &4 T #47BNCTiR I 6930 % . Wk <T L, BF;-BPA® T 4F
M P SR BB T, AT TEMF AR — AR T 49BPA.
BF3-Phe, BFs-BPAEAR R X5 44F T BA 2.5 008084 80 %, oK B4R
@BNCTYF 2., EAF4426 7 Bl 4. Ry A 2. KRB H &5 &4 %
R, Ry FLESSEREAEEZENL.

BRBA LB F 3 EFET AL, A2 RARIBEAAR LT AT
VABAT 2 AP BCR, T AR B A Bdn R B AL R agrAr AL B . A 4,

14
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THRATH B G BIARIARG T L. B e, Tk, —AREANTFTEY
BE AR B B 8. A AL B T X AR E AR AZR P
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