110

1.n-BuLi/ THF, -78°C

m 2 B(OPYI)';/ THF, '7806 m HOOCV vCOOH 2_(?,@/\
Br OH 3.10% HC1 = Ho B OH " Toluene:DMSO B

O

N°
1 OH 2 Dean-Stark ,\_é) 3
o}
O O
DMP 1 t BU
1V I B
DCM/THF N0 Tl(OPr)4 o
%o 4 THF ‘~<\0 5
H
o) Ne.2O H
| o s Nogz0
B,Pin,, cat. CuSO, - 3 o B._ t-Bu 1M ag. NaOH. T 3
PCyy HBF4, BnNH, ONB % HO.g o BontBY
Toluene/H;0 H 6 CI)H
7—% .
O
' F2
BFy iop- 19p- B
- -+ I+
F/H - HO. m3+ E g! HOL m3+ f
OH OH
8(BF;-BPA) FRFIBF-BPA

FIG. 1



2/10

00l 0G L1 00 L1 0s oL 0o oL 0s6 006 0s8e ooe 0sL 0oL os9 009 056G 00¢S ey oor ose 0oe 0se ooe oSk 0oL 050 oo o~

00
IS5v FL+20°L

FL+20C

i z

FI+20€

FL+a0T

FL+30'G
L+alzg'c ‘abuey oe
feirg spoid € 02d 89-¢-€4506102-Al2



TayAnnNaa
Rectangle


3/10

dc¢ Old

vig €lc 02 892 992 ¥9Z €92 092 8% 95 ¥GZ 2G2 0G2 8re 9re vrc eve OFC 8EE 982 ¥PEZ 26T 0S¢ 822 922 vef cgc 0OgZc 8le 9ie vie Zle OLlg 80C 902 ¥OZ 202 002 8GL 96k v6L 26L 06k 881
T T T T ] /T T T T Sy T T T S T S [ S T Sy T T T T S T | | T T T T S S | | S T T N T '] T T T T T T O O Ty |

o 0
N
€5 0£L
(€ 1) 01°26T (2%T9) 01°0€T “(%L'8) 0T EET (%L 6¥) B 1€T (%0°001) 60°TET -Z/w o
HQ
¢HN m,o_._
£4g

9398’} zz -0k
-S3 uels 'z (590Z:€L61) wD (cc2'9) LZ0Z 02d 99-C-CLS06L0Z-AD

— ﬂhw_ w_hm_cmw. mmm ) o,mm_v_.ww.w_ww_ omm_mmw_ ﬁmw. umu_mmm.ﬁm , mwu_www. wwm ) Nﬂ_& , Q.&.w.._uw_ mm_N_ X_..«_ wmw_ omu_mww.o_wm , q_mu ) Nmu.o_mm . w.& , m_rm. v_Fw_ N_,m . o.&. m_ow_ wmm. uﬂw.um_m , oﬂm_ mmv.m@— . qm_. ) mmr. om_._ wm_, o

__.L
riz” o
m_.m 12718
(%EY) TT'TIT (%T9) TT01T (%L'8) TT'€1T
(2%L°67) TTT1Z (°%0°001) 1T°Z1T Z/w we o - "
HO
g
LEHN ~OH
IOfm_
|

932. 9 ~z ~0ok

+S3 Uels L (8r0z:9461) WO (099°9) 6661 02d 89-€-£L206L02-A2


TayAnnNaa
Rectangle


4/10

0sLL

0c'o 000~

auwiL -

1L-86G°9 abuey
¥Se
Aewyspoia €

oSk

-0'0
L1-20'1
F1-20'2
JELE
L1301
F1-90'S

L1-20'9

=
Z £0ZIe JaYe 65-C L250610Z-A1
050 oofo-

L
_._ W

Vd
gL B9H

L 1Ruueysn (z)

,z.\{r. L Py
£16 2e%6 0067068 j5q ¢y

o
8158

B g% 96T 0LV g5y we N g st b 6106090 er0 a0

“F000°00L
000621
F000°05 1
[F000'SLL

000 002

a

Fooo'sze
000052
ooosLe
Looo 00E
-000'S2e
000 0GE
Z £0ZIe J2Ye GAE 22506102-A1



TayAnnNaa
Rectangle


5/10

u___.._.__oow 08S 095 ors 0SS 005 osy 09 ory ocr 00r 08t 09¢

/]
ECSYE

%
ETrre

(2%T°9) ST THE “(%0°L) €T°€HE (%I HT) ST HPE (%L 6F) ST THE
O

fag 9 N
- O
Ga.9'L N % ZZErE

“S3uels ¢

ore 0ce 00¢ 08¢

IAALS

"(2%0°001) €T°€V€ ‘Z/wW

ore

0ce



TayAnnNaa
Rectangle


G Old

6/10

(%0 1) ¥1°91€ (%TT) ¥1°SIE fie
(%S ) PT9TE “(%T9) ST TIE (%4 9) STHIE (%0 €T) ¥1°STE (%L 6%) YT ETE (%0°001) v1 ¥1€ Z/w
OH 4
:m.w_._o,m\ g%(OH)
.THIH O\\w.c

FiE



TayAnnNaa
Rectangle


7/10

00 Sl 0orL oo€cL 002k 00°LL 00oL 006 008 0oL 009 00s 11h 4 0oe o0e 0oL
- 1 1 1 L 1 1 L 1 1 1 1 1 1 L 1 1 L 1 1 L 1 1 1 1 1 1 L 1 1 L p— IOO
- [AWA NN —
\ \ VAV Ny i ) P .
! _c_ﬂ ws ,.__ ﬁ VR e ™ AN f E1+30')
0851 830, 66 e \ fooy 3
| \ \, / \ L4202
# _ | s i
1
f \ , F1430°E
|| \/ 1
| or's e
on 3
7 \_ FL+20'C
) ¥ [ 1200
”r. / N
I J 382 :m_-uIO.,msOI g%0oH) 3
529l [ v - 142072
| [ ~ -
___ V)
L+326 7 -abuey @m..a o H
Aeusy 3poiq € C 113 Zr-E-08€06102-A12
HO_, ,OH
ng1 g’ OH
v =
~S.

N
H


TayAnnNaa
Rectangle


L Ol

0gc 09¢ Ove 0¢C 00C 08k 09k ~Ovi ~OZL ~00b 08

L R O (O SO AN T, PO S O« 2

8/10

e N AR x 41444

oSty LZ0LE _
aez o0l L&

Fd
AN ¥4

0o0ZoL

| (%€1) T10TT (%T°9) T1'80T
(%L8) TT'TIT (%L '6¥) 11°60T (%0°001) 11°01T :Z/W

HO
=R

LEHN OH

dHO)g oIz


TayAnnNaa
Rectangle


9/10

8BS 095

ovs

025

005

o8y

o9y

ory

ozy

ooy

8 Old

0gc 09¢ Ore 0Z€ 006 08 092

[A¥ T4

_ (%€¥) 01°95T (%T9)
017ST (2%L'8) 60°LST “(%L 6F) 60°SST (%l

€
+HN mu\m +
f49

orZ 022 002

¥1'55C

)001) 60°96T z/W

01952

081

091

orL 021

€L 0EL

0§



TayAnnNaa
Rectangle


"

Tumor Volume {1mim-}

2000+

1500

1000

500~

10/10

neutron alone

-#2. neutron+BFs-Phe

neutron+BPA

~e neutron+ BFB-B PA






