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 XTEIKKRRF, 7vRRERF. REREF, AVRRF. o7/ &, 7/ 8
CHAFLUTEIE, DAFATEI/E, erFOXVILE, A RFDE DY
7/EZJLE, — (OCH,CH,) ,—~F[XHF, mlE1~10DBHERT
o] TREINBEZERL., RUIKFEFRERFRITFAFILEERL, nld1~1
ONEBHERT. )
XIE—#zL (1d)
[0030]
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[1E8]

1d)

(KR, Y~y R, R 2F—HK (1) LAETHY. R'3, R'*[&
KERFRIGAFILEERT, ]
TREINDELEUNEEND,

[0031] —#&= (I a) [TEVTX &, IFHEICIE, PAFILTI/E, AFILTE
JE, 7I/HE, AREUE, ERFOXVLETHD, BL, —#BKX (1 a
) TREINBEEWENRITO—T L LTRHWSEEICE, X (&, 1F#CE
. KERFTHD,

[0032] —#x (I a) [CBVTX2RUX3E, F#ICIE, KRREFTHD. BL
R (1 a) TRINDEEMWERITO—TELTRWBEEIZE, X
2RUOX3E, IFHEICIE Y TLAOAFILETH D,

[0033] —#8x (I a) ICBLWTR'T~R"([&, F#ICIE, AFILETHD,

[0034] —#&= (I a) [THEVTnlE, FEICE, 1~10DBHTHY., LUK
BIZIE, 2~50BHTH D,

[0035] —#&= (I b) [TEWVTX L, IFHEICIE, PAFILTI/E, AFILTE
JETI/E ARRVE, EFOXVILETH D,
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[0036]
[0037]

[0038]

[0039]

[0040]

[0041]

[0042]

[0043]

[0044]

[0045]

— X (I b) [TEVTX2RUXE, F#ICIE, KEREFTHS,

— X (I b) [TBVLWTR'', R'2, RURM[E, #F#IZIE, A FILET
Hb,

— & (I b) [TEVWTZ &, FH#EICIE, DAFILTI/E, AFILTE
JE, TR/ HE, AMEUE, EROFVILETHS, HL, K (I b
) TREINBEEWENRITO—T L LTRHWSEEICE, Z (&, 1F#ICE
. KERFTHD,

— X (I b) [TEVWTZ2RUZ3E, HEICE, KRFEFTHS, HL
X (1 b) TRINBDELEMWERIZO—TELTRWRIGEEIZE, Z
2RO Z3IE, FHEICIE Y TLAOAFILETH D,

— & (I b) [THEVTkIE, F#EICIE, 1~10DEHTHY. LYLF
BIZIE, 2~50BHTH D,

— &K (I c) [TEVTX &, FH#EIZE, DAFILTI/E, AFILTE
JE, 7I/HE, AREUE, EFOXVLETHD, BL, —#BK (1 c
) TREINBEEWENRITO—T L LTAHWSAEEICE, X (&, 1F#CE
. KERFTHD,

— &= (I ) [TEBVTX2RUX3E, IFEICE. KRREFTHS, BL
R (1c) TRINDEEMWERITO—TELTRWBEEIZE, X
2RUOX3E, IFHEICIE Y TLAOAFILETH D,

— X (I c) [TBVLWTR, R'2, RURM[E, #F#IZIE, A FILET
Hb,

— &K (I c) [TBEBVWTZ &, FH#EICE, DAFILTI/E, AFILTE
JE, 7I/HE, AREUE, EFOXVLETHD, BL, —#BK (1 c
) TREINBEEWENRITO—T L LTRHWSEEICE, Z (&, 1F#ICE
. KERFTHD,

— =X (I c) [TBVWTZ2RUZ3E, IFEICE. KRRFTHS, BL
R (1c) TRINBEEWERIZTO—TELTRWSIGEEIZE, Z
2RO Z3IE, FHEICIE Y TLAOAFILETH D,
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[0046]

[0047]

[0048]

[0049]

[0050]
[0051]
[0052]

[0053]

— &K (I c) [THEVTkIE, FB#ICIE, 1~10DBHTHY. LYLF
BIZIE, 2~50BHTH D,

— &KX (I c) [THEVTnlE, FH#BICE, 1~10DBHTHY. LYLTF
BIZIE, 2~50BHTH D,

— &K (1 d) [TEVTY &, F#EICE, DAFILTI/E, AFILTE
JE, TI/HE, AMFUE, EROFVIILETHS, HL, —HBK (1 d
) TREINBEEWENRITO—T L LTAHWSEEIZE, Y (&, 1F#ICE
. KERFTHD,

— X (Id) [TEVTY2RUY L, F@EICE, KRFEFTHS, HL
R (1d) TRINBDEEWERITO—TELTRWSAEEICZE, Y
2ROYSIE, IFHEICIE MY TLAOAFILETH D,

— 3R (1 d) [CBVLWTRIT~R4[F, FB#ICIE, AFILETHD,

X — (OCH,CH,) ,—FIZEWLWTmIL, IFEIZIE1~3THS,

— X (1) TRINDJELEVD S BERRULGLDETRICRT, 45,
KED TMel FAFILEFERL, TA] E—H8BK (A) TREIINDHEERL
. Bl E—HxX (B) TREhHIEERL., (-] FIEEYPITZOESEN
BELBEWIEERT,
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[%&1]

Y e e IR Tre TR |4 ¥ 2 v 71 72 7
Ta=1 | \Me, | H H Me Me Me Me 2 - - - = - -
a2 | NlMe | H H Me |Me |Me |Me 2
Ta=3 | NH, | H H Me Me Me Me 2 - - - - - -
fa4 | OMe | H H Me |Me |Me |Me 2
fa-b | OH H H Me |Me |Me |Me 2
fa6 | H CF, | CF, [ Me | Me | Me |Me 2 - - - - - -
Ib-1 | \Me, | H H Me |Me |B Me 0 Nde, | H H 2
b2 | \Me, | H H Me |Me |B Me 0 - - - NHMe | H H 2
Ib-3 | \Me, | H H Me |Me |B Me 0 - - - NH, | H H 2
Ib-4 | \Me, | H H Me |Me |B Me 0 OMe | H H 2
Ib-=5 | NMe, | H H Me |Me |B Me 0 - - - OH H H 2
Ib-6 | NMMe | H H Me |Me |B Me 0 - - - Nde, | H H 2
Ib-7 | NiMe | H H Me |Me |B Me 0 NiMe | H H 2
Ib-8 | NHMe | H H Me |Me |B Me 0 - - - NH, | H H 2
Ib-9 | NiMe | H H Me |Me |B Me 0 OMe | H H 2
Tb=10 | NHMe | H H Me |Me |B Me 0 - - - OH H H 2
Ib-11 [ NI, | H H Me |Me |B Me 0 Nde, | H H 2
Ib-12 | NI, | H H Me |Me |B Me 0 NMe | H H 2
Ib-13 | NH, | H H Me |Me |B Me 0 - - - NH, | H H 2
Ib-14 | NI, | H H Me |Me |B Me 0 OMe | H H 2
Ib-15 | N, | H H Me |Me |B Me 0 OH H H 2
Ib-16 | OMe | H H Me |Me |B Me 0 - - - NMe, | H H 2
Ib-17 | OMe | H H Me |Me |B Me 0 NMe | H H 2
Ih-18 | OMe | H H Me |Me |B Me 0 - - - NH, | H H 2
Ib~19 | OMe | H H Me |Me |B Me 0 OMe | H H 2
Tb-20 | OMe | H H Me |Me |B Me 0 - - - OH H H 2
Ib=21 | OH H H Me |Me |B Me 0 - - - Ne, | H H 2
Ih-22 | O H H Me |Me |B Me 0 NMe | H H 2
Tb-23 | OH H H Me |Me |B Me 0 - - - NH, | H H 2
Tb—24 | OH H H Me |Me |B Me 0 - - - Me | H H 2
Ih-25 | O H H Me |Me |B Me 0 OH H H 2
Ih=26 | \NMe, | H H Me |Me |B Me 0 - - - H CF, | CF, |2
Ib-27 | NiMe | H H Me |Me |B Me 0 H CF, | CFy | 2
Tb-28 | NH, | H H Me |Me |B Me 0 - - - H CFy, | CF, |2
Ib-29 | OMe | H H Me |Me |B Me 0 - - - H CF, | CF, |2
Ih-30 | Ol H H Me |Me |B Me 0 H CF, | CFy |2

[0054]
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[%R2]

X! b X R | R® |R® |R" |n ¥t ¥ ¥ 7 7 7z k
Te=1 | NMe, H Me |Me |B Me |2 - - - Nde, | H H 2
le2 | NMe, | H H Me |Me |B Me |2 NHMe | H H 2
fe=3 | \Me, | H H Me Me B Me 2 - - - NH, | H H 2
lewd | NMe, | H H Me |Me |B Me |2 OMe | H H 2
Te=h | MMe, | H H Me |Me |B Me |2 - - - OH H H 2
Te=6 | NHMe | H H Me |Me |B Me |2 - - - Nde, | H H 2
le-7 | NHMe | H H Me |Me |B Me |2 NHMe | H H 2
fe=8 | NiMe | H H Me Me B Me 2 - - - NH, | H H 2
Te=9 | NHMe | H H Me |Me |B Me |2 - - - OMe | H H 2
Te=10 | NHMe | H H Me | Me B Me 2 - - - OH H H 2
Te-11 | NH, |H H Me |Me |B Me |2 - - - Nde, | H H 2
le-12 | NH, |H H Me |Me | B Me |2 NHMe | H H 2
Te-13 | NH, |H H Me |Me |B Me |2 - - - NH, | H H 2
le-14 | NH, |H H Me |Me |B Me |2 Me | H H 2
Te=15 | NH, |H H Me |Me |B Me |2 - - - OH H H 2
Te-16 | OMe | H H Me |Me |B Me |2 - - - Nde, | H H 2
le=17 | OMe | H H Me |Me | B Me |2 - - - NHMe | H H 2
Te-18 | OMe | H H Me |Me |B Me |2 - - - NH, | H H 2
le=19 | OMe | H H Me |Me |B Me |2 - - - Me | H H 2
Te=20 | OMe | H H Me |Me |B Me |2 - - - OH H H 2
Te-21 | OH H H Me |Me |B Me |2 Nde, | H H 2
Te=22 | OH H H Me |Me |B Me |2 - - - NHMe | H H 2
Te-23 | OH H H Me |Me |B Me |2 NH, | H H 2
le-24 | OH H H Me |Me |B Me |2 - - - Me | H H 2
Te=25 | OH H H Me |Me |B Me |2 - - - OH H H 2
Te-26 | H CF, |CFy; | Me |Me |B Me |2 H CF, | CFy | 2
Td=1 | A H H Me |Me |[Me |[Me |O e, | H H - - -
Id-2 | A H H Me |Me |[Me |Me |O NHMe | H H
Id=3 | A H H Me | Me |[Me |Me |O NH, |H H - - - -
Td=4 | A H H Me |Me |[Me |[Me |O Me | H H - - -
Id-6 | A H H Me | Me |[Me |Me |O OH H H - - - -
Td6 | A H H Me |Me |[Me |[Me |O H CF; | CFy - - -

LEIEEHDS B, FELMEEYME LT, la-1 (BODIPY4) | Ib-1, lc-1
I EFFLIENTES,

[0055] —#&x (1) THRINDILEMI. BRI LEMREBIOREE. X URurack et
al., Molecular swiching in the near infrared (NIR) with a functional
ized boron-dipyrromethene dye, Angew. Chem.

Int. Ed. 2001, 40, 385-387% EMEERMITK > TERT S EMNTE S,

[0056] (B) —#&zxX (I1) THREINLILEY

AERAD T+ A —Y 3 VREZHAMERYIE, R LE-—MHKX (1) T
RENHELEYELCITHIERILEYMZREMETERL-EEY. XIETh
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SDILEMDERELHBINDIEEEETHILDTH D,

[0057] —#&=X (1) IZHIFBHR2', R22, R25[&, AVREFTHO>THLLN
 COIAVHRRFITE, BEERGE BFIRIE, 1231, 1251) bEFEIRD

[0058] —f&=xX (1) I2HFBHR2E, TJVREFTHLTELLN, DT vFHR
RFICE, MmatERME BIAE 8F) £E8FEN D,

[0059] —#&= (1) ITHBITBHR2'EL, — (OCH,CH,) (—FTRINIETH
STHEW, COERDTvREFIZIE, METERGAK FIZE, 18F)
LEFEND,

[0060] —A&= (1) IZTBWTR2E, IFEIZIE, PAFILTI/E, AFILTE
JE,.T7I/E AREVE, ERFOXVLETHS, BEL., R2TEKRSHE
FHT OB, TVvRREF, IVHRRF. X[F— (OCH,CH,) —FT
RENBENTETH D,

[0061] —#&=X (1) [TBFBR2DEEK, AL ML, AZ, NFEOVTH
THEWD, NS THLZ EMNFFFELLY,

[0062] —#g=k (1) ITHBULTR22[&, F#EIZE, KREFTHD.

—fg=X (1) [THVTR23(E, FHEIZIE, KRRFTHD.

— X (1) ITEVTR24E, F#EICE, A FILETH S,

—fg=X (1) [THVTR25[E, FHEIZIE, KRRFTHD.

— X (1) ITHVTR28[E, F#EICE, A FILETH S,

— =X (1) [THVTXIE, FEICIE, BRERFTH S,

—fE=X (D) [ZHVTilE, F#EICE, 1~100BHTHY . & YKFHEIC
E. 1~3DBHTHDH, —BKX (1) TREIIhBHLEMEHERRXTO—T L&
LTESHEE, i[F2XREITHLIZENFFELL, i1 THAHEEYE
Y, in2XIE3THAILEWMDAHHOM-LUIMOF v v THhE <, KYREK
ROBEXERTHLEFRETNENSTH D,

[0063] = :— (OCH,CH,) —FRUX: — (OCH,CH,) —OHIZHEWLT
jlE, fFEICIE1~3TH DB,
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[0064]

[0065]

— gL () TREINBJIELEVMD I ERKRHLGELDETRICTT . 46,
KD Tp-1 (&, NSEDETHDIZEERL, Mel FAFILEERL.

FX] F2—JLART b EERL, FX2) F2— (2—=2)L40T +
) ThFVEERL, TFXQI F2— {(2— (2—7)A4A0TFFY) T
) ThEFDEERL, THOXY E2—ERFOF> T hFOEERL, T
HOX2] [&2— (2—ERAEXFVIT RFL) T REREZRL. THOX3 (X2
—{2— (2—FAFLIT+XY) T XYV TEFVEERTS
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[%&3]

R RE R

==
N
==
i
==1]
%

I1-1
112
I1-3
I11-4
II-5 | p—CN

11-6 | p—NH,

I1-7 | p~NHMe
I1-8 | p—NMe,

[1-9 | p-OH

1110 | p~OMe

I1-11 | p~CH=C(CN),
[1-12 | p—FX

I1-13 | p—FX2

11-14 | p~FX3
I1-15 | p~HOX
I1-16 | p~HOXZ
11-17 | p~HOX3
I1-18 | p-H

I1-19 | p-F

I11-20 | p-Br

1121 | p-1

[1-22 | p~CN

I11-23 | p—NH,

I11-24 | p—NHMe
11-25 | p—NMe,
11-26 | p—OH

I11-27 | p—OMe
I11-28 | p~CH=C(CN),
1129 | p~FX

I1-30 | p—-FX2

I1-31 | p~FX3
11-32 | p~HOX
11-33 | p~HOX2
11-34 | p~HOX3
I1-35 | p-H

I11-36 | p-F

1137 | p-Br

I1-38 | p-1

I1-39 | p—CN

I11-40 | p—NH,

1{-41 | p~NHMe
{42 | p~NMe,
I1-43 | p—OH

I11-44 | p—OMe
I11-45 | p~CH=C (CN),
11-46 | p—FX

I1-47 | p—FX2
I1-48 | p—FX3

[1-49 | p~HOX
I1-50 | p~HOX2
I1-51 | p~HOX3

T
|

ko]
=TT

p~Br
-

PO BO PO rek bk bk ek bk bk bk pmd ek ek bk bk ek ek ek ek ek [ s

NN}

NI AN S ST AN SR NN

B BD PO DD

NN}

rTrTrrT LTIt TrIrI -~ TrTTrTrIrTrTrLT LTI T-LTT-TTrTT-CTTTrTrTrTTrITrTrTTTTTTT T =TT ITT =TT T T ITT=T
T LTI Tt LTI -~ TrTTrTrI T TrLTT T —TTTrTT-L~TTrrrTrTrrTrTCTTT-TTTITITTTTITITTTTTITTITT
T Tt~ TrIrIT- T TrTTrrIrrrrLT.oTTTrTT-L*TTrTT-LTTTrTrTrrrTLTTLTTTTT T =TT IT T =TT T =TT T
T LTI Tt LTI -~ TrTTrTrI T TrLTT T —TTTrTT-L~TTrrrTrTrrTrTCTTT-TTTITITTTTITITTTTTITTITT
rTrTrrT LTIt TrIrI -~ TrTTrTrIrTrTrLT LTI T-LTT-TTrTT-CTTTrTrTrTTrITrTrTTTTTTT T =TT ITT =TT T T ITT=T

QO WL WW W WW WL WWwwWwWwiswlds
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[#&4]

RZI RZZ RZB R24 RZE RZG i
{62 | p-H H Me H H H 1
[1-63 | p-F H Me H H H 1
I1-564 | p-Br H Me H H H 1
-6 | p~l H Me H H H 1
[1-56 | p—~CN H Me H H H 1
{67 | p~NH, H Me H H H 1
[{-58 | p~NHMe H Me H H H 1
[1-59 | p—NMe, H Me H H H 1
[{-60 | p~OH H Me H H H 1
1161 p-OMe H Me H H H i
11-62 | p~CH=C(CN), H Me H H H 1
{63 | p-FX H Me H H H 1
11-64 | p-FX2Z H Me H H H 1
I1-65 | p-FX3 H Me H H H 1
1166 | p~HOX H Me H H H 1
[1-67 | p~HOX2 H Me H H H 1
I11-68 | p~HOX3 H Me H H H 1
11-69 | p-H H Me H H H 2
[1-70 | p-F H Me H H H 2
I1-71 | p-Br H Me H H H 2
[1-72 | p-1 H Me H H H 2
[1-73 | p~CN H Me H H H 2
I1-74 | p~NH, H Me H H H 2
I[1-75 | p~NHMe H Me H H H 2
[1-76 | p~NMe, H Me H H H 2
-77 | p~OH H Me H H H 2
[1-78 | p—OMe H Me H H H 2
I11-79 | p-CH=C(CN), H Me H H H 2
[{-80 | p-FX H Me H H H 2
[1-81 | p~FX2 H Me H H H 2
11-82 | p-FX3 H Me H H H 2
[{-83 | p~HOX H Me H H H 2
[1-84 | p~HOX2 H Me H H H 2
I1-85 | p~HOX3 H Me H H H 2
11-86 | p-H H Me H H H 3
11-87 | p-F H Me H H H 3
11-88 | p-Br H Me H H H 3
11-89 | p-1 H Me H H H 3
I1-90 | pCN H Me H H H 3
I11-91 p—NH, H Me H H H 3
11-92 | p~NHMe H Me H H H 3
I1-93 | p~NMe, H Me H H H 3
[{-94 | p~OH H Me H H H 3
[1-95 | p~OMe H Me H H H 3
11-96 | p~CH=C(CN), H Me H H H 3
1{-97 | p-FX H Me H H H 3
[1-98 | p~FX2 H Me H H H 3
11-99 | p-FX3 H Me H H H 3
[{-100 | p~HOX H Me H H H 3
[1-101 | p~HOX2 H Me H H H 3
11-102 | p~HOX3 H Me H H H 3

[0067]
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[$%&5]

2
2
=
5

Ri’,l

II-103 | p-H
II-104 | p-F
11-105 | p—Br
II-106 | p-1
II-107 | p—CN
{1-108 | p~NH,
II-109 | p—NHMe
I1-110 | p—NMe,
11111 | p~OH
II-112 | p—OMe
11-113 | p~CH=C{CN),
[1-114 | p~FX
II-115 | p~FX2
11116 | p~FX3
IT-117 | p~HOX
II-118 | p~HOX2
11119 | p~HOX3
IT-120 | p-H
11-121 | p-F
[1-122 | p-Br
I1-123 | p-1
11124 | p~CN
1T-125 | p~NH,
I1-126 | p—NHMe
11127 | p~NMe,
IT-128 | p~OH
I1-129 | p—OMe
[1-130 | p~CH=C(CN),
IT-131 | p-FX
II-132 | p—FX2
IT-133 | p~FX3
II-134 | p—HOX
II-135 | p~HOXZ2
IT-136 | p~HOX3
II-137 | p-H
II-138 | p-F
IT-139 | p—Br
I1-140 | p-1
11-141 | p—CN
11-142 | p—NH,
II-143 | p~NHMe
1T-144 | p~NMe,
II-145 | p—OH
II-146 | p—OMe
1T-147 | p~CH=C(CN),
II-148 | p—FX
11-149 | p—FX2
IT-150 | p—FX3
II-151 | p~HOX
11-152 | p~HOX2
II-153 | p—HOX3
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[%6]

3
o)
Lo
51
o)
&

RZI

11-154
11-155
[1-156
11-157
11-158 | p—

11-159 5
I1-160 | p~NHMe
11-161 | p~NMe,
I1-162 | p—OH

[1-163 | p~OMe
I1-164 | p—CH=C{CN),
[1-165 | p~FX
11-166 | p~FX2
11167 | p~FX3
I1-168 | p~HOX
11-169 | p—HOX2
I1-170 | p~HOX3
I1-171 | p-H

[1-172 | p-F

I1-173 | pBr
11-174 | p—1

I1-175 | p—CN

[1-176 | p~NH,
I1-177 | p~NHMe
T1-178 | p—NMe,
I11-179 | p~OH
[1-180 | p~OMe
[1-181 | p~CH=C(CN),
11-182 | p—FX
11-183 | p~FX2
11-184 | p—FX3
11-185 | p~HOX
11-186 | p~HOX2
[1-187 | p~HOX3
II-188 | p—-H

[1-189 | p-F

11-190 | p-Br

11-191 | p-1

11-192 | p—CN
11-193 | p—NH,
11-194 | p~NHMe
11-195 | p—NMe,
[1-196 | p~OH
IT1-197 | p—OMe
17-198 | p~CH=C{CN),
11-199 | p~FX
[1-200 | p~FX2
11-201 | p~FX3
11-202 | p—HOX
11-203 | p~HOX2
11-204 | p~HOX3
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CCN),
C(CN),

p-F
p~Bi
p—CN
p~NHMe
p—NMe,
p~OH
p—CH=
p-FX
p-FX2
p—FX3
p—HOX3
p—Br
p—NH,
p—OMe
p—FX
p~FX3
p—~HOX2
p—Br
p~NHMe
p-NMe,
p—OH
p~CH=
p-FX2
p~HOX
p~HOXZ

p—1
p—CH

245

246
249
I11-250 | p~FX

2b4
11255 | p~HOX3

251
11252 | p~FX3

213
216
11-217
I11-218
11-253

I11-214 | p—OMe

I1-215
I1-232 | p~CH=C(CN),

11-219 | p~HOX
11-233

I11-220 | p~HOX2

11-221
11-228 | p~NHMe

11-229 | p~NMe,
11-236 | p~HOX

11-237
11-238 | p~HOX3

11-234 | p—FX2
11239 | p~H
11-240 | p-F
11-241

11242 | p-1
11-243 | p—CN
11-244 | p~NH,
11248 | p~OMe

11-209
11210 | p~NH,
I1-211
I1-212
11-222 | pH
I11-223 | p-F
11-224
11-225
11-226 | p—CN
I1-227
11-230
11-231
I11-235
11-247

1
11
11
11
11
11
11
11

11-205 | p-H
11-206

207
11-208 | p~1
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RQI RZZ RQS R24 R25 RZG i
IT-256 | p-H H Me H H Me 1
IT1-257 | p-F H Me H H Me 1
I11-268 | p—Br H Me H H Me 1
11259 | p-1 H Me H H Me 1
I11-260 | p—CN H Me H H Me i
IT-261 | p—NH, H Me H H Me 1
IT-262 | p~NHMe H Me H H Me 1
[1-263 | p~NMe, H Me H H Me 1
11264 | p~-OH H Me H H Me 1
IT-265 | p—-OMe H Me H H Me 1
11-266 | p~CH=C (CN), H Me H H Me 1
IT-267 | p—FX H Me H H Me 1
I11-268 | p-FX2 H Me H H Me 1
I1T-269 | p—FX3 H Me H H Me 1
IT-270 | p—~HOX H Me H H Me 1
[1-271 | p~HOXZ H Me H H Me 1
11272 | p~HOX3 H Me H H Me 1
I11-273 | p-H H Me H H Me 2
1T-274 | p-F H Me H H Me 2
IT-275 | p~Br H Me H H Me 2
[1-276 | p~1 H Me H H Me 2
I1-277 | p—CN H Me H H Me 2
IT-278 | p~NH, H Me H H Me 2
IT-279 | p~NHMe H Me H H Me 2
I1-280 | p—NMe, H Me H H Me 2
IT-281 | p—OH H Me H H Me 2
IT-282 | p—OMe H Me H H Me 2
11-283 | p~CH=C (CN), H Me H H Me 2
11284 | p-FX H Me H H Me 2
11285 | p-FX2 H Me H H Me 2
IT-286 | p~FX3 H Me H H Me 2
IT-287 | p~HOX H Me H H Me 2
IT-288 | p~HOX2 H Me H H Me 2
IT1-289 | p~HOX3 H Me H H Me 2
I1T-290 | p-H H Me H H Me 3
IT-291 | p-F H Me H H Me 3
11292 | p~Br H Me H H Me 3
I11-293 | p-1 H Me H H Me 3
I1-294 | p—CN H Me H H Me 3
I1T-295 | p~NH, H Me H H Me 3
IT-296 | p~NHMe H Me H H Me 3
IT-297 | p—NMe, H Me H H Me 3
IT1-298 | p~OH H Me H H Me 3
I11-299 | p—OMe H Me H H Me 3
11300 | p~CH=C(CN), H Me H H Me 3
I11-301 | p-FX H Me H H Me 3
I1-302 | p-FX2 H Me H H Me 3
I1T-303 | p~FX3 H Me H H Me 3
I1T-304 | p~HOX H Me H H Me 3
11305 | p~HOX2 H Me H H Me 3
1T-306 | p—~HOX3 H Me H H Me 3
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frei RZ e el RE R i
11-307 | p-H H H Me H Me 1
1T-308 | p-F H H Me H Me 1
1T-309 | p-Br H H Me H Me 1
{1-310 | p~1 H H Me H Me 1
11-311 | p—CN H H Me H Me 1
11-312 | p~NH, H H Me H Me 1
1T-313 | p~NHMe H H Me H Me 1
[1-314 | p~NMe, H H Me H Me 1
11-315 | p—OH H H Me H Me 1
1T-316 | p—OMe H H Me H Me 1
1I-317 | p~CH=C(CN), H H Me H Me 1
{1-318 | p~FX H H Me H Me 1
11319 | p~FX2 H H Me H Me 1
11-320 | p—FX3 H H Me H Me 1
1T-321 | p~HOX H H Me H Me 1
11-322 | p—HOXZ2 H H Me H Me 1
11-323 | p~HOX3 H H Me H Me L
11-324 | p-H H H Me H Me 2
{1-325 | p~F H H Me H Me 2
11-326 | p~Br H H Me H Me 2
[1-327 | p~1 H H Me H Me 2
1T-328 | p~CN H H Me H Me 2
11329 | p~NH, H H Me H Me 2
11-330 | p~NHMe H H Me H Me 2
11-351 | p—NMe, H H Me H Me 2
11-332 | p~OH H H Me H Me 2
1T-333 | p—OMe H H Me H Me 2
[1-334 | p~CH=C (CN), H H Me H Me 2
11-335 | p—FX H H Me H Me 2
11336 | p~FX2 H H Me H Me 2
1T-337 | p~FX3 H H Me H Me 2
{1-338 | p~HOX H H Me H Me 2
11-339 | p—HOXZ H H Me H Me 2
1T-340 | p~HOX3 H H Me H Me 2
1T-341 | p-H H H Me H Me 3
{1-342 | p~F H H Me H Me 3
11343 | p~Br H H Me H Me 3
11-344 | p—1 H H Me H Me 3
1T-345 | p~CN H H Me H Me 3
11-346 | p—NH, H H Me H Me 3
[1-347 | p~NHMe H H Me H Me 3
1T-348 | p~NMe, H H Me H Me 3
1T-349 | p~OH H H Me H Me 3
11-350 | p—OMe H H Me H Me 3
1I-351 | p~CH=C(CN), H H Me H Me 3
1T-352 | p~FX H H Me H Me 3
IT-353 | p~FX2 H H Me H Me 3
{1-354 | p~FX3 H H Me H Me 3
11-355 | p—HOX H H Me H Me 3
11-356 | p—~HOX2 H H Me H Me 3
11-357 | p—~HOX3 H H Me H Me 3
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R RZ R R2T R R0 i
11-358 | p~H Me Me H Me 1
11-339 | p~-F H Me Me H Me 1
11-360 | p—Br H Me Me H Me 1
11-361 | p—1 H Me Me H Me 1
11-362 | p—CN H Me Me H Me 1
11-363 | p—NH, H Me Me H Me 1
11-364 | p—NHMe H Me Me H Me 1
11-365 | p~NMe, H Me Me H Me 1
11366 | p~OH H Me Me H Me 1
11367 | p~OMe H Me Me H Me 1
11-368 | p~CH=C (CN), H Me Me H Me 1
11-369 | p~FX H Me Me H Me 1
11-370 | p~FX2 H Me Me H Me 1
I1-371 | p~FX3 H Me Me H Me 1
I11-372 | p~HOX H Me Me H Me 1
11-373 | p~HOX2 H Me Me H Me 1
11-374 | p~HOX3 H Me Me H Me 1
11-375 | pH H Me Me H Me 2
11-376 | p~F H Me Me H Me 2
11-377 | p—Br H Me Me H Me 2
11378 | p~1 H Me Me H Me 2
11-379 | p—CN H Me Me H Me 2
11-380 | p~NH, H Me Me H Me 2
11-381 | p~NHMe H Me Me H Me 2
11382 | p~NWe, H Me Me H Me 2
11383 | p~OH H Me Me H Me 2
11-384 | p~OMe H Me Me H Me 2
11-385 | p~CH=C(CN), H Me Me H Me 2
11-386 | p~FX H Me Me H Me 2
T1-387 | p~FX2 H Me Me H Me 2
I1-388 | p~FX3 H Me Me H Me 2
11-389 | p~HOX H Me Me H Me 2
11-390 | p~HOX2 H Me Me H Me 2
T11-391 | p~HOX3 H Me Me H Me 2
11-392 | pH H Me Me H Me 3
11393 | p-F H Me Me H Me 3
11-394 | p—Br H Me Me H Me 3
[1-395 | p~1 H Me Me H Me 3
11396 | p~CN H Me Me H Me 3
11397 | p~NH, H Me Me H Me 3
11-398 | p~NHMe H Me Me H Me 3
11399 | p~NWe, H Me Me H Me 3
11-400 | p~OH H Me Me H Me 3
I1-401 | p~OMe H Me Me H Me 3
11-402 | p~-CH=C(CN), H Me Me H Me 3
11-403 | p~FX H Me Me H Me 3
11-404 | p—FX2 H Me Me H Me 3
I1-405 | p~FX3 H Me Me H Me 3
11-406 | p~HOX H Me Me H Me 3
11-407 | p~HOX2 H Me Me H Me 3
11-408 | p~HOX3 H Me Me H Me 3
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11-409 | p—H
II-410 | p-F
IT-411 | p-Br
11-412 | p—-1
11-413 | p—CN
11414 | p~NH,
11415 | p~NHMe
11-416 | p—NMe,
[1-417 | p—OH
[1-418 | p~-OMe
11-419 | p~CH=C(CN),
11-420 | p—FX
11-421 | p—FX2
11-422 | p~FX3
11-423 | p—HOX
11-424 | p~HOXZ2
11-425 | p~HOX3
11-426 | p—H
11-427 | p—F
11-428 | p—Br
11-429 | p~T
11-430 | p—CN
11-431 | p—NH,
11-432 | p~NHMe
11-433 | p~NMe,
11-434 | p—OH
11-435 | p~OMe
[1-436 | p~CH=C (CN),
11-437 | p~FX
11-438 | p—FX2
11-439 | p—FX3
11-440 | p~HOX
11-441 | p—HOXZ
11-442 | p—HOX3
11-443 | p—H
11-444 | p—F
11-445 | p—Br
11-446 | p—1
11-447 | p~CN
11-448 | p—NH,
11-449 | p~NHMe
11-450 | p~-NMe,
11-451 | p~OH
11-452 | p—OMe
11-453 | p~CH=C (CN) ,
{1-454 | p~FX
11-455 | p—FX2
11-456 | p—FX3
11-457 | p—~HOX
11-458 | p—HOX2
11-459 | p—HOX3
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RE RZ R R RE RZ5 i
11-460 | p-H H H H H Me 0
11-461 | p-F H H H H Me 0
11-462 | p-Br H H H H Me 0
11-463 | p-I H H H H Me 0
11-464 | p—CN H H H H Me 0
T11-465 | p—NH, H H H H Me 0
11-466 | p~NHMe H H H H Me 0
11-467 | p~NMe, H H H H Me 0
11-468 | p—OH H H H H Me 0
11-469 | p~OMe H H H H Me 0
I11-470 | p~CH=C (CN), H H H H Me 0
11-471 | p~FX H H H H Me 0
11-472 | p-FX2 H H H H Me 0
11473 | p~FX3 H H H H Me 0
11474 | p~HOX H H H H Me 0
11-475 | p~HOXZ2 H H H H Me 0
11476 | p~HOX3 H H H H Me 0
11477 | p~H H Me Me H H 0
11478 | p—-F H Me Me H H 0
11-479 | p—Br H Me Me H H 0
I11-480 | p-I H Me Me H H 0
11-481 | p~CN H Me Me H H 0
11-482 | p~NH, H Me Me H H 0
11-483 | p~NHMe H Me Me H H 0
11-484 | p~NMe, H Me Me H H 0
11-485 | p~OH H Me Me H H 0
11-486 | p—OMe H Me Me H H 0
I11-487 | p~CH=C (CN), H Me Me H H 0
11-488 | p~FX H Me Me H H 0
11489 | p~FX2 H Me Me H H 0
11490 | p~FX3 H Me Me H H 0
11-491 | p~HOX H Me Me H H 0
11-492 | p~HOX2 H Me Me H H 0
11-493 | p~HOX3 H Me Me H H 0
11-494 | p—H H Me H H Me 0
11-495 | p-F H Me H H Me 0
11496 | p~Br H Me H H Me 0
11497 | p-1 H Me H H Me 0
I1-498 | p—CN H Me H H Me 0
11-499 | p—NH, H Me H H Me 0
11-500 | p~NHMe H Me H H Me 0
11501 | p~NMe, H Me H H Me 0
I11-502 | p—OH H Me H H Me 0
I11-503 | p—OMe H Me H H Me 0
I11-504 | p~CH=C (CN), H Me H H Me 0
11-505 | p~FX H Me H H Me 0
I11-506 | p~FX2 H Me H H Me 0
I11-507 | p-FX3 H Me H H Me 0
11-508 | p~HOX H Me H H Me 0
11509 | p~HOX2 H Me H H Me 0
I11-510 | p~HOX3 H Me H H Me 0
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RZ] RZZ Ri.’.l)’ R24 RZE RL’.G l
I11-511 | p-H H H Me H Me 0
I[1-512 | p-F H H Me H Me 0
11-513 | p~Br H H Me H Me 0
I11-514 | p-1 H H Me H Me 0
I1-515 | p—CN H H Me H Me 0
I11-516 | p—NH, H H Me H Me 0
11-517 | p~NHMe H H Me H Me 0
11-518 | p~NMe, H H Me H Me 0
I11-519 | p~OH H H Me H Me 0
11-520 | p—OMe H H Me H Me 0
[1-521 | p~CH=C(CN), H H Me H Me 0
11-522 | p~FX H H Me H Me 0
11-523 | p-FX2 H H Me H Me 0
11-524 | p~FX3 H H Me H Me 0
11-6525 | p~HOX H H Me H Me 0
11-526 | p~HOX2 H H Me H Me 0
11-627 | p~HOX3 H H Me H Me 0
11-528 | p-H H Me Me H Me 0
11-529 | p-F H Me Me H Me 0
11530 | p~Br H Me Me H Me 0
11-531 | p~1 H Me Me H Me 0
11-5632 | p—CN H Me Me H Me 0
11-533 | p—NH, H Me Me H Me 0
11-534 | p~NHMe H Me Me H Me 0
11535 | p~NMe, H Me Me H Me 0
11-536 | p—OH H Me Me H Me 0
IT-537 | p—OMe H Me Me H Me 0
11-538 | p~CH=C(CN), H Me Me H Me 0
11539 | p~FX H Me Me H Me 0
11-540 | p~FX2 H Me Me H Me 0
11-541 | p-FX3 H Me Me H Me 0
11-542 | p~HOX H Me Me H Me 0
11-543 | p~HOX2 H Me Me H Me 0
11-544 | p~HOX3 H Me Me H Me 0

EEIEEMDS BT, FELIMEEYE LT, 11-309 (BODPY10) . 11-310
(BODIPY11) #Z(FHIEMTE D,

[0076] —#&=X (I1) TERINHLEME., BB T HEMEFHDIESH K USUnezawa K e
t al., Bright, color-tunable fluorescent dyes in the vis/NIR region:
establishment of new “tailor-made” multicolor fluorophores based on

borondipyrromethene, GChemistry-A European Journal, 15(5), 1096-1106,
20097 EDRBITHS>TERT S ENTES, (C) oI A—ay
Rz AE R

— =X (1) RV (1) TREINHLEWME., 2FHRIBODIPYEREZED
DT, BABFEHZE I HH, BICHALSNOFRHZEZMAMLTE L0, FHD
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BEFRFICRE S NGV, MEHEREOMRIAREATFE LU, R ERH
M9 HiEEE. —BX (1) RY (1) TRENBHEEMHDIFHRITK
HMBEZELLIICTLTEHEL, £, — KK (1) RY () TRZHh
HILEMIHHFEREZR/ESETH L. MHAEREDERIIHFICRES
ng, FROBKRICK>TEREROAIZENTES, FIAIE, —H#K (1)

BY (1) TRENBIeEMEI D Ea—2—WiERFEE (SPECT) 2L 5%

BICERT AEE Ry RREZREZFERT S LATE, BETFHEE

(PET) IC&X 6 ZMICHERAT AERFBEFREZKIEEZERATHIENTEDS
o YHRMEEEELE LTI, °°mTc, """ 1 n, 87Ga, 207T |, 123 1
33X e IR EZEPIRTE, CNHDHFTHOI"T e, 123 IMFRLLC, 99T
c AHFICEIFFE L LY, IBEFREHELLTIE, '"C, '8N, 150, 18F, 62
Cu, %8Ga, "°Br QR EZEHIRTE, ThoDPFTH11C, 13N, 150,
TBEAFELL, TTCHARITIFELL, T, —8KX (1) RU (1) TX
SNBIEEYZEE FUNDOEBYMICIRET HIEEITIE, & YFBEHDOROKRS
M, fIZE, IR EEFEALTE LD, — 8K (1) RUY () TX
ENHILEMIRAMERELTHBE S ELAEE. FRAEKECENT—H
MICAVWLNRTWESAETELL, F-, —X (1) RV (1) TERENID
ILEMICHAFAMEREEZRESIELEE. RAEREOAZRESETHLL
M, hOYEEBELE-INEORNERBEZRESETEH L, AR L=
Tcld, B8, BAOHTHIRHILEYIEESIEIOT, — KK (1) &
U () TRENDILEMIHESEDIFZEL, ° 0T c ZELHEAREHE

HETHEL, 9T cZELHEARELTIE, 2-ERFD/EYVDUEETEHE
{K (Liu S et al, Bioconjug Chem. 1996 Jan-Feb;7(1):63-71.) . N— (2
—ANATRIFI) —2— [ (2=A AT RIFL) PE/] =T

72 FESLEK (Zhen W et al, J Med Chem. 1999 Jul 29:42(15) :2805-1
5) .2, 2" = (1, 2=IRUDANDALE/) ERIBZUFF—ILE
S 8K (Oya S et al, Nucl Med Biol. 1998 Feb;25(2) :135-40.) . kU

HILARZJLEE{R (Schibli R et al, Bioconjug Chem. 2000 May-dJun:11(3):3
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[0077]

[0078]

[0079]

45-51) Ip EEZBIRTESD. MIARHEZAMT 65FHEL, — KX (1) RU

(1) TRENDIELEYNDTFHRICEFEVEZELEISICLTHEL, &=
R (1) RU () TREIWDIEEVITEREMEEZHEESETEHL LWL
- RIFFRHEOBBEIRICRESINT, HIZIE FRELFIRTES,

— =X (1) RY (1) TRINDHELEVORDYIZ, EELHFBESINID
BEFERITAELTRTHS, ERLHFBESINIEELTIE, ZILAUE
BiE (FRUDLE, BUDLIE, UFVLIE) [ ZILAVITEEREERE (B
WO LR, TR LE) | BREAE. 1BRIE. MHERIR., ) VBB EE
BITRTE D,

AREAOHEBMIE, IV TAH A= a3 VROBIHICHNS I ENTES,
CCT, MavoxA—2aviEl &lE AR, &ao&RB, JUAHEDY
TH A= a vEBRICEH>TEEBIELEZ VANV ENREDREEHETERKRL
. ADDIFEN, FUIERERRB, AU BTIOf F—VRE4 S ERERDS
mjie (hereditary
cerebral hemorrhage with amyloidosis—Dutch type: HCHWA-D) . ¥ B+
)Lk - Y3 TRECD) 7 UERIKIKIE BSE) L EANEEND, Fi-, &
IR EGHERRBICIF, —RITIE TREB] LBFH SN GVEREDORERERD
BFEND, COXITEBOREEERE LTIE, ADDRERTICH b HEE
RAEEF MC1) L EZEHIRTED,

AEADHEBMICE ST A= a VEODEIE. BE. ARHADHE
BMEZHHARER(IERSMLGEITREL, T0R. ROEGZEREZL

BERIZETEH—MHX (1) BRU () TREINHILEMORKRE (E. 2W%E
) IZETNWTITS . FEACHEBMOBREAEIHIIBEENT, LEHD
., REVEOEEL IR CTEERDSICENTEZLHN, BEE, K
N, BEA., &k, Bk, XEERERR~NOEHXERBFICE->TEETD
o AEADHBYDOBREEIIRICZRESNT, LEYOEE, FHEMEDE
FLREIIGCTHERODDENTESLD, HADGZE, —HK&K (1) RV

(1) TREINDIELEME1BELYI0~10%mgE 5T DM FEL <, 10
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[0080]

[0081]
[0082]

[0083]

8~10mgi% 5T DDA EITEFE L LY,
EEREDESICHFFEAOEAMIE, BE, FHRXEFABIE>THRETHD
T, FHBRCRABERICEEEFNIHSEEATOTEH &L, COKI LR
A& LTI, BEEBE BIZE, JVUBH)YLRER. £EERIEK, VY
FILKR, EBEBK, RUTFLUGYa—)L, EiEsiE. T2/—L. )
T, DAFILRLERFHA R, TOELYYTYa—LEE) | EHL.
BrREEl (BIAE, BETOHA 0, BB ITHhAURE) | BEE (H
ZIE, MR IBEEEER. ARIABEERGE) (| REEREHE BRI,
JILaA—X, VILE b—J)L, BIEFT FUDLIGE) EZHIRTESD,
K it 451

LIF, EEFICK YARRERAZEFICFHFMRICEHRRAT 5,
(ErEfFI 1] SICEMEZEALIBODIPYEEEFRDER
(1) BODIPYIDERL
[1£9]
BODIPY1 D& HE
H
N
I SJ/ Et,N,
TFA(1drop) p'chlaranil BF,EL.O
© CH,Cl,. 1. £. CHCly. 1. t. Y - m’
OHC =N HNwy/

BODIPY1

NZRR T, &-F—FROXT7ILTE Q243 mg, 1.1 mmol), P AF)LEO—
217 p1(d=0.92), 2.1 mmol) %CH,Cl, (40 ml) IZEFEL., TFAZIEMA 1=
o TLCTIHRBDAR Y bAERT-C L EHRB L%, p-2 07 =/)L(258 mg, 1
.1 mmol) Z#MAT-, 30 minERETRIESE=%, EtLN (1.5 ml, 11 mmol), E
t,0BF; (1.7 ml, 11 mmol) ZMMZ., & 5230 minEETRE Sz, BRFK%E
Mz, RIGEFLELTz, CHCL, THRMEZITLY, AHEZMSO, THRESET-
o FEV AT FEAVNTAZYY  FFERITFIL=6 ITHEEL., SoICHE
20T REFRANWTAZTYY  BFEETFIL=9: ITHEE L, T/\RL—2—
FRAVWTRENET S LICLVBREKRE LTBODIPY1 214G - (IRE 227 mg
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URZE48. 6%) . 'H-NMR 400MHz % UMS (APG1) TBODIPY1 D R Z#ER TE =,
[0084] (2) BODIPY2D&ERK
[0085] [1E10]

BODIPY2 D& R

H
\N/ Me,N
ven ST
ELN,

TFA(1drop) pchloranil BF,E,0

CH,Cl. 1. t, CH,Cly, 1. t. ) =
OHC =N HN_//

BODIPY2

NoRR T, - (CAFITE/)RXTFILTE F( 144 mg, 0.97 mmol)., &

AFILEO—/L (200 u1(d=0.92), 1.93 mmol) %CH,CI, (40
m) [ZHEMEL, TFAZIEMA =, TLCTIRHED ARy FAEAT-Z & EHERL
f=#%. p-2A>=/L (236 mg, 0.97 mmol) #MZ71=, 30 MInEFBTRIGSH
f=#%. Et:N (1.3 ml, 11 mmol). Et,0BF; (1.2 ml, 11 mmol) ZMMZ. 51230
MnNERCTRIGES BT, ZBKEMZ, RIGEFLLT-, CHCL, TRRAHZE
L, AREEMSO, TERIESHT-, RESVOT FEZAVTAFRY Y BT
FIL=T:3THEL=, TNRL—F—ZAVWTREERET S LIZLVYEE
BEFE LTBODIPY2E /- (IR= 132 mg, 4NER37. 0% . 'H-NMR 400MHz B UM
S(APCI) TBODIPY2D AR EFERTE 1=,

[0086] (3) BODIPY3D &R

[0087] [1E11]

BODIPY3 @&k
H
N
£
Br_-S S _cHo TFA(1drop) p'chloranil

A

CH,Ch. 1. t CH,Cl, r. t.

NRAT. 5-70%F-2,2 -EFAT7xz>2-5 -AIRTFTILTEER (287 mg,
1.1 mmol), AF)LEOQ—IL21T ul1(d=0.92), 2.1 mol) %CH,Cl,(40 ml)(Z
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[0088]
[0089]

[0090]

BEEL., TFAZ1EMA T, TLCTRHDARY FEAT-C &R LI,

p-2B07=)L(258 mg, 1.1 mmol)EMAT, 30 minERETRLEEE#&., E
t.N (1.5 ml, 11 mmol). Et,0BF;(1.7 ml, 1.1 mmol) #MA. & 51230 minE
BTRIGSEE, ZBKZEMZ, RIGZFL LT, CHCL; THRBMEZTL,

BB ENSO, TE RS, FEV/ O FERVNTATYY  BFRTFIL=T
JTHEL, SHITHE/OTFZAVTAFTY Y  BFBETF/)L=6: ITH
L= TNRL—E2—ZRAVTREZET S LITLYBBEKRE LTBOD
IPY3Z &7 (UXE 123 mg, URZE26.1%) . 'H-NMR 400MHz B TMS (APCI) TBODIPY
SDEMZIHERTET,

(4) BODIPYAD & RK

[{E12]

BODIPY4 O &ERL (1)

B(OH),
SO ek

Bfls scho'\,l g s-_CHO
—_—»

W Pd(PLP) . W, g

Na,CO,, BODIPY4 rhfii{k

toluene, ethanol

R T, 5-T B E-2,2 -EFA 725 -AIRTILTEFEF (200 mg,
0.73 mmol), 4~ (P AFITFZ/)Z7z=)LROEE (121 mg, 0.73 mmol), Pd
(PPhs), (15 mg, 0.013 mmol) %A FxH> G ml) [TAEMELT-, DLVT2M N
a,00; 5 ml) Z#MZ., —BEEF L=, DOWTINKRL—F—Z2RNT, BEE
EL. BBZECHCL, THRBMEZEIT> T, ARBEMNS0, TGS, S5IC
 INKRL—2—ZRAVTHEEZESE., BFBITFILICTERREEZTVL. 8
BEK & L TBODIPYARRRE A E HF1- (IRE136 mg, UXZE59. 2%) . 'H-NMR 400MHz
B UMS(APCI) TBODIPYAFRRAD AR EFERTE 1=,
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[0091]

[0092]

[1£13]

BODIPY4 &R (2)

H

N
Me,N. M
3 s i CHO TFA(1drop) p'chloranil
L /N
CH,C,. r. t. CH,Ch. 1 t.

BODIPY4 fRfS{&

BODIPY4

N, 5% . BODIPY4RRRE{A (100 mg, 0.32 mmol), U AFIEQ—)L (66 ul
(d=0.92), 0.64 mmol) %CHCIl, (35 ml) [TFFEL. TFAZ1EMAT-, TLCTH
FHMORARyY FAEA-CEZHRELEER. p-2B7=/L(78 mg, 0.32 mmol)
#MAT=, 30 minEETRIGEI =%, Et;N (450 ml, 0.32 wumol). Et,0BF;
(520 w1, 0.32 mmol) #MMZ. &5IZ30 MinFRTRIGS 1=, ZFKEM
Z. RIGZEFLE L=, CHCIL; THRMEZITL, BHEEMS0, TRIES T,
hESOTFERAVTHEL, S5ICHhEIOT FERVTATY Y Bl
TFIL=4 1TEHELz, INRL—2—F2RAVWTHELERT LS LITLY
ALUPBERSE LTBODIPYAZF{ - (UXE 15 mg, UXERI. 7%), 'H-NMR 400MH
zB UMS (APCI) TBODIPYAD R EHERETET-,

(5) BODIPYSD & RK

N5 R T, BODIPYT (62 mg, 0.14 mmol), 4~ (P AFITFT I/ )RV XTFILT
E K (25 mg, 0.17 mmol) % ~/LT> (35 ml) (THEMELT=, JKEEER(0.15 ml
). ERDYD(0.18 ml) EMAT-, molecular sieves(3 A) ZAEMZ 1=
o —BRERLT. DOWTINKRL—2—ZANT, BEBZEL, REYOT
FERAWODAFRYY BT FIL=4 1220475 Z&ICK U EBELTz, T/AR
L—3—ZAVTRERRT S EITKYVEBREKRE LTBODIPYS%E7- (IR
% 13.6 mg, 17.0% ., 'H-NMR 400MHz TBODIPYSOAER # R TE 1=, MS(APCI)
TILBODIPYSOERK T FERTE M 1=,
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[1E14]

BODIPY5 D& L

NMe,

CHO

//N HN/ toluene,
glacial acetic acid,
piperidine,
26h reflux

(6) IA%E

Tg2576R D RAEADETILI DR E LTRW:, 10 mDEREL) % /EE
L. BODIPY1~BODIPY5D1 mMD50% EtOHZAETHIR%Z4 % aR— kLT,
FBF (B 128 UL TThS, NIAD-161C K A FBEIT o=, FLVTHR
BEMERICE ABEEITo 1=,

[0093] BODIPY3~BODIPY5, ThS, XIINIAD-16 T LI-tIFDHALBHMEEES
B1IZ3:d, BIZTRT &S5IZ, BODIPYATERE LI-UIFIZIE, COIEEWIZAH
kT HHMENER SNz, . COHEXBRIE, ThASTEELIZUIFOHN
BE—8 LT, 728, BODIPYIRUBODIPY2TEE L-UIA TIEE{ BHI IR
HEnGgmotfz, £f-, / —TILITVADYIFZRAW:15EI1&, BODIPY3~B0
DIPYS, ThS, NIAD-16MWWFNTEBLI-HELELIBESIELN ST,

[0094] (7) Ex vivoTOHEILEE
<AHE>

Tg2576<% R (AR, 32+~ H#Es) [ZBODIPY4 (300 ml, 30%T %/ —IL%
ELCEEREKDT. 5 ihE&K) ZEBFHIRE YIRE5 L1=, 30 mintk, BFEEICKY
B L, RMERYE L, SCEMBRICEIEL, KS4 74 XAANTHUNRIZ
ERLTRFS LR, TORI0 mOMERZIFZER L, HAEBEHECELLE
WHEITolz, 512, A—YIFZAVT, 7304 FiRKICk D RELE
{121,
[0095] <#EER>
BODIPY4Z T D XIZHRE L&, WU DHENXBEZITo1=#5%R. BODIPY4
[CHETIEHOHABVERSINT- (R2E&) . FEE-VIFZRAWN:R
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[0096]

[0097]

[0098]

[0099]

[0100]

T7I0A4 FURICESREZEDHER, EABRE-BIHHITT7IOA K
BMOGEMNER SN (B248) . 5T, £KITIES SN I-BODIPY4lL, M
BNEMZEZERT S L, BLU., WBITRICKNAT IO/ FHEADOESHE
ZHT DI ENTRSINTI,

(8) 7304 FRA2EREMFREZR =/ E FORAER
<AHE>

BODIPY 3 &BODIPY 4 IZDWNT, ABTFHET., FFAETTOHEALEEIZDOWNT
®Et&#1T>7=, BODIPY3 . BODIPY4 00.3125 uM 50% EtOH ;&% (in PBS) &
BHUNME, 0.3125 uM 50% EtOH, & U10 pg/ml DABA25EEEKA® (in PBS
)EREML, 37CTl hf oFaR—rLIz#&, 0.2 umD 7 1 JILR—%FHWA
BL, AROEBHRBEZNE LT
<HER>

BODIPYSTIFABHFHET. EFAE T THDARICENEEDELLLR SNEH
271z (A3) ., D=, COREICEWT, BODIPYFAB ~DIEEMHEIEER
HHENBENZ EMNTRBEINT,

—7 T, BODIPYHZDWTIL, ABMNFHET 45 & THRDENBEIRLD
L= (B4) ., COFERIE, BODIPYANABIZHAEL., Z1IIL3—LIZHE ST
f=H&EZ DN, FHAREFHERE, ETIAIVARIFEZRAWN RS
BEBROBRERBTHEEZ NI,

(ErE#l2] SGICEREZEZEALBODIPYSEEADER (1)

(1) BODIPYIOD & RK
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[0101]

[0102]

[0103]

[1E15]
NaBH, Br
(HO),B CHO ,":Amz MeOH
r S._cH,0H
PA(Ph,P),, \
L&m Na,CO,, L&
dioxane,
24 h, reflux
Ph.P Br
HB
. %/\ PN
CH,CI F‘>\Ph
fams

NSFRETF. - RILIIL-2-FA 7z oAROEE @420 mg, 3.2 mmol) &1-J 0O
E-4-3— KA E (907 mg, 3.2 mg) ZPd(PPh;),(100 mg) & HIZToHHH >
(15 ml) (THEME LT, DULVT2M Na,Co; (15 ml) #Mzx. —BRER LIz, T/
RL—42—ZAWNT, BEEEL, BEZCHC, THRMEEIT> T, AHE
ZMgSO, TRIBES BT, EHIT, INKRL—E2—FZRAVTREEZ RS E., BE
#CHCLICHEM L., REIV O FERAVWTAZTY Y EFBETFIL=T7: 3THH
Lfze TNARL—E—ZRAVWTREEZRETS_LITEY, LEMI Z2HBEE
KELTHEE-WULE 429.9 mg, 4RZE50.2%) ., 'H-NMR 400MHz B UMS (APCI) T1k
EMINEREHERETET -,

L& 3 (429.9 mg, 1.61 mmol) ZMeOH 10 mIZBEME L., KABLETHELA
H¥ 5NaBH, (60 mg, 3.2 mmol) M A 1=, ERTIOAMREIE L&, T/ARL—
R—FRAWNT, BEEBEL, BEZCHCLICHERZL, dE/OT RERANT
AFYL BRI FIL=T  ITEHH LIz, TNRL—F—Z2RAVWTRHEZE
FTHILITKY, LEMAZB/BEKE LTHLUE 419.3 mg, UNZFEL.0
% o 'H-NMR 400MHz B UMS (APCl) TIlLEM 4 DEREHERTE 1=,

itEMm4 (419 mg, 1.58 mmol) &PhsPHBr (533 mg) ZCHCI; 7 ml [THAEL

ISoEER Lz, BRICRELZR, PIFILI—TILEMA., BREHRE
StEf. HLO—+THREZ WML, ZESE, LEYWSsZEBREEELT
1§1- (783 mg, 96.5%) .
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[1£16]
CHO
Y WO T UMY
Lawms MeOH itaime

L& 5 (100 mg, 0.195 mmol) Z#MeOH 2 mlIZ;&fE L1-#%. MeONa 100 u |
ATz, MeOH 250 wu lITHEMEL=2-RILZ)LED—)L(18.5 mg, 0.195 mmo
D#EMAZ. —BERLE. FIATAR—AZTHIUNIXTHHEIL, HERES
mL. {tEezatiERELTHEELO41 mg, 21.9% . 'H-NMR 400MHz B UM
S(APGI) TILEME DEREHERTET-,

[0104] [1B17]

POCI,,

CH.CI,,
H H Br 1h,0°C
N L
CHO+ N N s overnight, r. t..

\ 4 \ \ / -
BFEt,0,
fe&¥e NEt;,
6h, 0°C

BODIPY10

Br

NS T, 3 5-UAFINEQ—IL-2-ANLRFLTILTE G mg 0.042 mm
o) &iLEM6 (14 mg, 0.042 mmol) %CH,Cl, (4 ml) ITBEAELT-, KBLET
AEL. POCI;(6.4 mg, 0.042 mmol) ZfNA., ERT—HEH L1z, KBLET
AEL . EGN (B8 wu 1), EL,0BF;(B3 ul)EMZ., T HIT0REETRIGEE
o ZBKEMZ., RIGEEL LTz, CHCL, THFRHEEHZITL., BH#E £NMgS0,
TRESE-, FEV AT FZRAVTAXTY Y BT FIL=3: ITEREL
fzo TNRL—E—ZRVTHERZIET 5 &1L YBDIPYIOZGBERE

TH-UXE 11.8 mg, UXZE 58. 0% , 'H-NMR 400MHz B TXMS (APGI) TBODIPY
10 EHRBTE-,

[0105] (2) BODIPY10IZ X HENF%E

Tg2576% VR EZADETILI VR EL TRV, 10umDiER R EHERL

. BODIPYTOMD1 mMd50% EtOHIAZR TR Z A »Fa~"— bk L1, RIRFICHEERE
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URICEWTFA IS ELS (ThS) IT& AHAFEBEIT o=, FLLVTHILIEM
BICKDBEZEIT o=, BODIPYIOTEAEZEL-UFDEEZHS (Ml
& : 620/60nm) [T, ThRSTEAEZEBLL-UAFDEEZR6 (BiEKE : 470/40
nm) IZZENENTT, BITRT LI, ThSIZK EALFEERML EBODIPYI0IZ
FOERMFEBMEUN—HLI-, HEBRO=O, FEETOARYFZRANVTH
BROEEREITo=H, BFERT VI FIZE L TIEBODIPYI0IZ &L D E AR
BEHLIEBRESNGEN 2T,
[0106] 7a&. AFRBAF S, LIFNIC, BODIPYD 8411 -[4- (U AFILT /)T
TZ)L]-2,2 -EFA Tz EBALTBODIPYEEE(K (BODIPY 4) #&HRIL
ADETILIVADMYIFDERAEEEET oA (FERFEFXHR 3. FRE2009-
1074575 BAME) . COEEX, SEKLY BEUOVBERER (470/40nm) %M
WEERICLAERRRBREIBESNGEM o1,
[0107] (3) WAANYT kL
BODIPY10Z -~ O AARJLLITEMNL (InM) | BEEEK600NmT, HHEANRY
FLZEBIELE (B7) . ®AKKE, 612mTHRRBEE T 1=,

[0108] (4) BODIPY1I®D&ERL

[0109] [1k18]

Pd(Ph,P),,
Dioxane,
NEt,,
reflux, 24 h {teh7
Br 17% SnBusy

BODIPY10

N, 5. BODIPY10(103 mg, 0.21 mmol) # T AFH > (B8 m)ITEML.
(BusSn), (1 ml), Pd(PPhy),(10 mg). NEt;(8 mI) Zmx. —KpEFE L=, T/
RL—2—ZRANT, BEFERL., REZCHC,, THRBEZITL., BB ZEN
gS0, CEIR I B, 51T, INKRL—2—FAVWTHELES L. EEZCH
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CLICEMEL, FEIV/ O FERAVTATY Y  EFBET FIL=3: ITHEEELT-
o INKRL—E—ZRAVWTRENET S LICKYBLRBREANFYUTHE
L EEM7 EFREKRE LTHEZUE 7.0 mg,  UXEITH).,

[0110] [1E19]

Y

BODIPY11
SnBU3 |

&7 (25 mg, 0.036 mmol) ZCHCI; (5 m) IZ;A#EL. 1,(92 mg in CHCI,)
Mz, ERETIFEESE Lz, 888INaHS0,/KE &1 ml TRIEDEITE L&HT-
o CHCL, THRMHZITL, AHE£EMSO, THRZIREE E1=, T HIT, T/ARL—
A—FRAVTHEEZRSE, BEZCHCLIZEBE L, AEY QT FZALTA
FHY HBIFIL=3: ITEHL, TNRL—F—FRAVTHERES
. BODIPYITZFREARE LTHE-URE 4.0 mg,  4RZF20%) ,
[0111] [1£20]

25_BODIPY 11

SnBuj

EEM7 (1 mg/mL)DIT R/ —ILiEH&RS0 uLe&T N HCL 50uL, Na'zl
(1-5 uL, 5 mCi/50 pl) ZHZ RN TILIZWh, RERITEEEEKZRKS0
ul @h WV)ZEMAT =, SHBERTHRE L%, 82HMNaHS0:7KiF®K100 1l
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[0112]

[0113]

[0114]

MzdIEI&Y, RIEEELI ST, 8AFINaHCOKBEZRTH L =4, BFFE
TFLTHEELEA ), NaSo,EANT/SRY—)JLER Y FI@E L THK
Ltz BRTHBIFILEERIEE. BEEITY/ —JLITEMHE L, #HEH
PLCTHEE L1z, 'I-BODIPYI1ZHE L., SERLIZFEN SEFEET F)L T
Lize BERTEILICEFBIFILEZEFESE, '2(-BODIPY11 24571 (RSHLFER
IR 25%, MRETEZEROMERE  99%LA L),

(5) BODIPYIIZ & 2H15%E

Tg25767% DA EAETILY IR ELTRHW, 10 umDBEED F &R
L. BODIPY11D1 mMd50% EtOHABR TR &4 ¥ aR— LTz, FERFICH
BURICBVWTThSICK 2 EAEBET o1z, BVTHABHEICKLIBEE
#To7z. BODIPYNI THALZBELI-UIFDEEZR8IZ, ThRSTHINEE L1-1]
BFOBEZEIZEFNFATYT. BITTRT & SIZ, ThSIZ& ZENLEEEM &
BODIPY1TIZ &k B EAFBIUN—BH LIz, COERLY. BODIPYIODRZZE
AVFRICEBRLTH, 7204 FEEHIIRFBLTWS I ENTE ST,
(6) A—rZVXIZT4

Tg25767% DA EAETILY IR ELTRHW, 10 umDBEED F &R
L. '21-BODIPY11050000 cpm/100 | T2EEREA V¥ a_R—kL1E=D5H, 8AF0
g 1) F 77 LSOUELOH T D3RR D) Frifkig & 2[E1TLN. & 5 (Z50%EL0H T34
DY xS E2E4TL, 0MMBEBK TR Tz IREAA—DUTTL—F
[C2BFREE S S, BAS-5000 (B T4 JLLE) IT&YERINE L BNEST
2tz COFERZR1O0IITRY ., F, BREUFICOVWTTIRSIC&E 2ELEE
ATV, HEAEMBETHE Lz, COBREEE1 1I1TRT, BITTT &SI
. KN B FEIEIZ2|-BODIPY 11 DSt RERBEA BT S h, ThSD HALKEEMT
EHHEMNR Sht=, Lf=AS>T, '%5-BODIPY11£BODIPY1IRE4k, 7304 KB
~DIEERERT D ENTE ST,

(7) KADTEER

125]-BODIPY11%20 %EtOHEBRBIEK THER L fz, SBEHddY v I X ME% 1 5%
H-YSIEAL, BEREYIEH=Y0.21 uCi (100 p)ZEH/E5L, 2, 10
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. 30, 60 ERICHRER, TRMK. MB/BZMYHL, r HU 2 Z—THREREZR

45

ELfz, COBERERT4ICITT,

[0115] [FR14]

PCT/JP2010/056538

Time after injection
% Dose/g 2 min{n=5) 10 min{n=5) 30 min{n=5) 60 min{n=5)
Blood 11.67 = 1.70 409 + 0.25 3.09 = 017 244 + 125
Spleen 16.12 + 3.89 26.90 £+ 3.98 2821 £ 3.79 21.52 + 8.99
Pancreas 1.19 + 0.35 0.74 = 017 0.72 = 015 3.33 = 539
Stomach 0.56 +=0.19 0.94 = 0.10 1.71 = 0.53 312 = 0.97
Intestine 0.48 + 0.07 0.93 = 0.16 1.91 = 017 3.04 = 018
Kidney 5.39 + 0.34 479 + 0.50 446 + 0.41 443 + 0.M
Liver 3551 + 3.62 46.02 + 1.80 4587 + 2.60 4578 + 3.58
Heart 559 + 1.74 295 + 0.50 231 = 053 230 = 0.35
Lung 34.84 + 7.59 13.16 = 8.75 7.38 = 1.14 742 = 1.91
brain 0.40 + 0.05 0.19 = 0.02 0.14 = 0.01 0.14 = 0.01

BODIPY11(%, #5245 1120. 4% Dose/gMINFEITIEMEBH S, FDERBRE
B RatREERZE R L=, £T-BAEDT-O. HFiE~DEWNEENZEDH LN
1=

[0116] (8) HIEART L
BINLESTZEHANT, BODIPYITD-2 OORILLBKO.25uM DEHXLARY
FLEAIEL (B12) ,

[0117] EERKIKEIEL606 nm, HAZKNKEKIL613 nm&7a ), BODIPY1O&L FEELL

F-HEEFEER LI, £1-. $¥FE2009-107457EBMZIZEENZILEY (B
EXIETEEDRY) OENLKES26 nmEtbERT H &, $5100 nmDEREALIZ

B L=
[0118] [1B21]
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[0119]

(EEHI 3] SGICEMEZEZEALBODIPYSEEADER (2)

(1) BODIPYEFEMADERK

FEIRITHELN, BODIPY13, 14, 15, 16, 17Z2&RL-(E1 3), B HTD
BREUTOEYTH D,
BODIPY13
'H-NMR (400 MHz, CDCl3) & 2.23 (s, 3H), 3.09 (s, 6H), 6.42 (a, 1H), 6
.73 (m, 3H), 6.42 (d, 1H), 6.84 (d, 1H), 7.06 (s, 1H), 7.36 (d, J =1
6.6 Hz, 1H), 7.46 (d, J = 16.5 Hz, 1H), 7.54 (d, J = 8.8 Hz, 2H), 7.6
0(s, 1H).
BODIPY14
'H-NMR (400 MHz, GDCl;) & 2.38 (s, 3H), 6.52 (m, 1H), 7.04 (s, 1H), T
11 (d, 1H), 7.61-7.68 (m, TH), 7.71(s, 1H).
BODIPY15
'H-NMR (400 MHz, GDCl3) & 2.31 (s, 3H), 3.02 (s, 6H), 6.43 (a, 1H), 6.
72 (m, 3H), 6.86 (d, J = 15.4 Hz, 2H), 7.10 (s, 1H), 7.14 (d, J = 3.7
Hz, 1H), 7.20 (d, J .9 Hz, 1H), 7.36 (s,1H), 7.47 (d, J = 15.9 H
z, 1H), 7.53 (d, J = 8.8 Hz, 2H), 7.65(s, 1H).
BODIPY16
'H-NMR (400 MHz, CDCl;) & 2.25 (s, 1H), 2.28 (s, 3H), 2.56 (s, 3H), 3
.02 (s, 6H), 6.67 (m, 3H), 6.95 (s, 1H), 7.21 (d, 1H), 7.23 (d, J=16
.6 Hz, 1H), 7.42 (d, J = 16.1 Hz, 1H), 7.49 (d, 2H).
BODIPY17
'H-NMR (400 MHz, GDCl;) & 2.29 (s, 6H), 3.03 (s, 12H), 6.64 (d, 2H), 6
.37 (d, 2H), 6.87 (s, TH), 7.21 (d, 2H), 7.47-7.54 (m, 6H).

(2) BODIPYERE(AD H A K IE DT

BODIPYZEEARZ/ OORILLIZER L, RRARIUERES S UREHLRE
ZRIELE (R15) . EARIUCKRDAEICITEN TR AL EE (HiRE
{ERT#LE  UV-1800) . MEHNMKRDRIEICIEDARNNEST (HEEEMR

1
o w
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[0120]

[0121]

[0122]

#t&l  RF-5300PC) AL =,

[F15]
BODIPY # & & o # ekt
Compound habs (nm) A (nm)
BODIPY13 605 612
BODIPY14 560 566
BODIPY15 623 602
BODIPY16 610 374
BODIPY17 708 722

(8) YORYK LT 204 FEI~DHEAMED ST

T IOA RRIBESR 2/ EEBRIEET BHTe25767 T A SEER A (1
0 um Z/ERL., Y15 EICBODIPYEEEAR®DO. 5-1.0 mMD50% T % / — /LKA
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