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This invention relates to novel compounds suitable for labelling or
already labelled by '°F, methods of preparing such a compound, compositions
comprising such compounds, kits comprising such compounds or
compositions and uses of such compounds, compositions or kits for

diagnostic imaging by positron emission tomography (PET).
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€ 0.25 mmolie ¥ & N 0.5 mlZ g5 F 2 B &k ¥ & o 16
mg (0.27 mmol) £ 1t 47 & 104 mg (1.1% &) kryptofix - # &

MAEIOC 1548 )W RRERAYVWEBRANER
RIO mIZBRI0 mIAHERRRELEY - s 8A#HE - B
KAEAI0 mT B EXER3R - UBAEKAHZI AL BLSE
n B R - RBEBBABERDETRENMEUNCLHELE-C
o #h B 41t 5% fx dh o
B: LK & M [F-18] £ 1t 4% & 47 &, 1t

@ % A N 075 mlz B ¢ =2 2.5 mg Kryptofix (2.2.2
Kryptand) & 0.5 mgs & 47 2 Wheatoni#i (5 ml) ¥ & #w 4 £ XK
(0.5-2.5 GBq > 200-300 pl)- & £ & A F N 120CTF o

135400.doc -72- [S1
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HI107E B EB » Fio & KMeCN (1 ml)B 4o F X % 5 o
BAREBZLTHE - Zhoeddh (2 mg)»0.70 ml&g K
MeCNY 2 2 Bk « £110CTF w305 48% - & A o # &
HPLCH # 4 R 62 4 4 : ACE3-C18 50 mmx4,6 mm ; &
BAAE T8RN BS%TUE-95%TLHEMAT) Rk 2
ml/5 4% - FhBBEFRAGSGHF-IOABREH L EH» S
M ABAHPLCL mMBEET M EEF- 1822z A4 - £ LA
HPLC#% #: 4 1b 48 & 4 (50-400 MBq) - 4 & 52 3k % 4 # F-19
AREHYRLEIHNN SN AHPLCLBRE T RS MEEY
(15-200 MBq) -
C: [F-18] R 1t 4 & 47 A 1t

#% ["*FIR 1 » ['PO1E € &k ¥ 2 8 & 4 & Sep-Pak QMA

4 R 8 (L K,CO; [0.5 M 10 mL]~ 18 MQ H,0: 15 mL

BRE)ABEWN X5 &['°FIR it H > # F %K, CO; (7
pumol) ~ Kryptofix 2.2.2 (130 pmol)# K (18 MQ » 43 uL)A&
ZHEQCmL)Y 23R BEEEBRH P EE AR2HEEART
#160CTF #% # 5 # B @ F[°FIF/K,CO3/Kz2,2 % & 7% #
Moo BERBBMAHE25CE FH HDMSO (600 pL) +
Z AEB(AH00! mmol 2 mg)- B HMREZEE L
120C FTAim #2054 £ A 2 8 - B F B K E LA A
KHEBEELBHESmL > § 4 & 47HPLC& 1L -

Bl 4o » B F-182 2 24441339 8R40 & & i# 44
HPLC# p-Bondapak C-18% # (300x7.8 mm, 10 um ; Waters

Instruments) éh 1t & & A A &8 A 4 mL/ 4 4 2 MeCN-H;POq,
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(0.01 M)(15:85 viV#i A s s B (L &B 11~ 12~ 13K
14) - # & L GM % % 4 % 8 2 B # B 2 UVR MR A S
(A=214 nm)&E BB &#HR - KEMEILES Y ZBENGEXRE
EHR  BBRBMBENERBABBR A NS BB AL ER
B (PBS; pH=7.4 ;10 mL)Y B & & & & B & % (0.22
pm ; Millipore, Bedford, MA)i& i& * 43 2| ['*F]1%& & M & 1
Bz e ARBzER - %4 48HPLCE p-Bondapak C-
18 % #£ (300%3.9 mm > 10 pm ; Waters Instruments)4 # & %
SR HAACEEEBLERARAS2 mL/ 5482
MeCN-H;PO,4 (0.01 M)(15:85 vIV# i A i s ian @ - £ & 8 XK
4 M 18 ) % (B-flow ; Beckman, Fullerton, CA)% B 2 UV%
MAR B BA=214 nm)E R B BER - A Z RIS Z K S
b2 EH>99% - & 0 & & ZHPLCE & 4 X 40 mlxk
# #2 B B & » Sep-Pak Plus CI18§ ’f‘](Waters)J'_ R S
mlkK R #HERI mlTEEETFINALGILRHEE>II%Z &
/I

s HPLC & # B TLC % #}H% MR K S IL 2 E R o L AR-
2000 5% 1% #% #% #& (Imaging Scanner)# # TLC4& H X Winscan
228 B H -  ARIEREZAHEE BI0%ETO%R % - ¢
ARG HRMALED T AHILLEEEH RPN
99% - A KB MM » BARAKHMHEMLE APBSE HE R T
# % - £ APBS#H &3 h# > 4§ HPLCRA TLCH & = % 4 1t
B2HE>9% - 2EF > TE&OEHBAYHPLCE L &R ¥ ik 4 &
b4 #13&39(tb 3 B 11) : ACE 5-C18-HL 250 mmx10 mm >
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Advanced Chromatography Technologies: B 4% % %% ' ACE
321-2510 ; ¥ R B # » 35% B O0I%= R T & T » &
24 ml/5 48 ) tg=17.504% - & i & X HPLCE & 17 X 40
mlsK #% % B B & # Sep-Pak Plus CI8& 5 (Waters) £ » # £
S mlkk#HBE Rl mlT BEEFICASHIZ EHKRHL
B E>99% - B AERKHF-I9AREHI2E T HN
#AHPLCER A mMmEAMIZ -

: R[F-18) B2 HAHNH-R A PR BT R E

%1 mle Kw ks (THF)A 7.7 mmol& b (H e @&
Bk H)ZBERPEFE AWML ml THF ¥ 27 mmolie %
ME - BRBEBLAMBEH2004 - B wa%bFIRHE
Z [F-18]-f.-% £ /2 1t 4 (100-500 GBq ; & X Bk F € 40 )i#
ANBFERT - BRENWBESOCEF205 48 - A& 5 2L #
ZRERLLSMAHNEETR - EATHAHPLCO TR R B
A o B dh BB MF-19R -2 £ 8N oA
HPLCL % KA & & F-1842w 2 & 4 -
E: #RABALw TEEZAMB X EFAEHERAR[F-I8]R
1t ¥ & 47 R 1t

JFtb# : J. Med. Chem. 2007, 50, 1028-1040 -

BFIALh BB EANCERALD TAZQCHUA)R
oz A ® 3 Mk % (Vacutainer) ¥ - # & 8 Z B (3% 0.75
mL) ~ N, & # # # % 48 % % ['°*O]H,0(t #& Nucl. Med. Biol.
2003, 30, 397-404) - B AT EHCOMEF)AmWEEZSE T 1
E A DMSO (4004 F)F - £ b MK B A CR208)H8 M &7
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Lt o RS MECH,CN B mL)@#& — Rty &
EERGOmEg) BRERABRBRBRELZHRAELY - B4
(' Fl& xR 4 % 2 # % » CH;CN (50048 #)F A 514
Nzi# (0.5 ml)R 2 - F Bk B GBR208)H& /715 R &
otk o B H#HAHHPLCE & & & 7% (ACE 5-C18-HL 250

2

mmx10 mm > Advanced Chromatography Technologies; B
S 4% 3% © ACE 321-2510; ¥ E & # > 35%C B N 0.1%= §
ZET > Rk A ml/nyd)rEEMEAEYN - K% ZHPLC
@ ::xou o0 ml/K # # B B & # Sep-Pak Plus CI8:& 1
(Waters) b » 4 H 205 mlK 28 #% B X1 mlZ 8 & 8 45 3| 1t &
W13 B AL 4 E>99% - #d mIE KA MF-19842 %
MI2£ X H N o AW HPLCE R R rmEAMI3 -
F:NH-BAFHEIRELHER
MOCTTF®20 ml DMFR 11 mmol &1t 4 (& & & & % %
B)ZRFRTEBSWMMS ml DMF+ 2 10 mmolse & 4
H o BRERASHWIBLIE2004 - F U5 mlw S kb B B2
15 mmolt AL Bl B B A M EBH 2 B R Y - BHRR
A WI6-10/ 85 - B R ER A HMEE 2 R ZBHF 2 KK
LEZzZREME - EBAMKM - FKBA30 mloat X
R3KR - UBARARABKSHIARMBLUNGERELE - A58
AEBLR LB LB -CREEEADTREEN A& ILE B

‘E'

¥

o

G: R[F-18| R w2 HAHUHNH-BER AR ECLHR
W12 mgH —RE(RBLMWE)R3 mgu B 0.7 ml— F &
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FHBBEFTIBERIF A WBXBRETRIEREHON_FAF
B R ¥ 2 [F-18]14 -5 25 1t # (4 200-1000 MBq) - # X /& &
b B EIOCCRERH2004 - B RERSHAHNEE
c B EIEK S MHF-198-4% £ 4 &£ 2 47 45 4 & HPLC
LEBEEMEELF-18KR LAY - ##d 4 AHPLCE & &
ik & 4 (#450-400 MBq) - ## b B IEK S MHF-19AB £
£ 24N> AHPLCL A REBEE RS E A& 4 (4 15-200
MBgq) -
@ H: NHmF-omiBzRALHER
%2 mmolAe % # 4 & 0.415 g (3 mmol)s B 49 #» 6 ml= ¥
RFEBEPZIHEBAEERTHMW2S5 mmolw KAIL B - # & %
EBERBERAAHWBEINOCCESISN & - ABERKRERSE
hzBEB o  HhhA@ mMDALEIL-_AFR/EAERLED
(1:10-8 ml) - S 2 A 4 4 - 4 k48 A30 mle & ¥ R3R
UA(RRAS m) - BRAEKRESH A KB ELARELE
B ABBZBAMRNCEBRLE-TCRHFEAEDERERITER
b % R ¥ °
I BBt ABO-RmEE(F K]
4 -10°C F % 0.5 mmol# ¥ 4 4 20.103 g (0.8 mmol)=— £
AACEMNIS nl R FRFZIBERFTERBHMWMO0.1 ml
—RA TR F2(0.6 mmol)F s & R FAx Bt A - IMHZ
REALAAYE —K45 h2FHBEEZAALER AT RS
B o AP AMER - KRBARKAKARKRSE - UGB
SguBAEHME B AL ETREENH E(LHRIEBG-TK
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#HE L E Y o

K B#tAhBBO-mEEs(H £2)

£-10CTF @3 mmole MW ENS ml=— R FHAES mlwr
PRXERTZBH AN ml= KL FHR P 2(3.3 mmol) 4
REBR - BRHFELIRBARLSAYE —KLS h2 B MBEE S
B RFHMHE - N0.5 NELEE(ZR) afosg B L8938
B KBRBAREBAE A - ABBEELBEAMBE - Ed =

At T RBH A(TLBHRLE-CR$BE)ELILREY -

M BERAREZFBEZETRHBFTED

HS mmole e W BN S K=ZRLCE-— R FHRRLLS Y
(1.1)z,e&¢%#¥4-711~8% ABERERLSY - BREHYD

BN R T RFEBBERBRAR  BEALISBEHL=
R -HBEREEMEBF(ZRTFTR-AEHE > &A%
R o
N BARZHAEZZRHB(H £2)

(#48J. Am. Chem. Soc., 6644, 92, (1970))
£0CTF®O0.5 mmole TN mLBY ZHHEER
Afml ml 3 NRICAKBER - B AEAREFTBRTFTHHIL6 ho
MUNaOHAR B &4 NRE R E AL EZpH=9.5- A% L8 - &
K (10 mDAR =& FH-8 BB (10 ml; 10:1) - &5 & % #4
e EARKMBUIO M- R FHR-2EHEN0:DERIKR - X B
Ktk o ERBLEARBEE LR - ABFEBALEHE
RN EATB-REHE R b EHAHPLCH & &1t %
=
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P: B RO EEBR KE

# # Journal of Medicinal Chemistry, 2006 » % 49% » %
1588 » $ 45448 > ‘594 -

£-55CTF @1l mmol#rBs (¥4 E )R =T (1.9 mL
14 mmol)#» THF (300 mL)¥Y 2 ## AR ¥ H mw A F 8 L &
(13 mL> 14 mmol) B R A MW H20454 » L HFRHH
do# B A48 (1.72 g 44 mmol)R ¥ &8 (32 mL) R & #H
£ -SCTF#H#H3054 > B4 FHwfoNHCIX P L R
e o MELO(HSO mLYAXRZ AL A4 H AR EHIARE

BoKAM o BN SO % ELRE  -HARKRDETLIRE

¥ (2 % /AcOEt 1/1)13 3 rrEE 4 -
Q: R ARABRAN-FEEE-¥

#£0CT®S5 mmoligets i T (B2 E8)M10 ml THF¥ 2
BHERP A MO mmolRiLéE 4 - BREBRFRAEZE R

F g4 he 210 ml 1 m NaOH(K B &R )AERZ A R E B 2
BHZRELAY BRELASMBHIONEBLBE - R

BRERALBB ALY RN L (THRTE/TKME K&K
B -

HERR A

€ 15 mmol (555 mg) NaBH,# 15 mlkK/THF (1:1)% 2 %
P &S AEMN20 ml THF ¥ 210 mmols (R4 H) -
BHRELAHI)IE - BRRERSHBAANKRASKE LB
(200 ml» )2 #EHREAD T - 28 AFRME - FKABAIL
mlZ & 33Kk - RBARKAKAHZIARMEBLURESE K
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B RBLEBARABRYAESERRH ERNLRTLE-T
W A B 4k AL o
T: BBLAHBRE =R T % &E

# 4 Chem. Eur. J. (2007), 13, 115-134 :

£ -20°CF # * 22 (0.25 ml > 3.13 mmol)& Tf,0 (0.32 ml -
1.88 mmol)48 4 % /v 2 A2 4 # % (1.34 mmol)# CH,Cl, (50
mL)¥ 25T EMRABREYERBETFTREL ho 83
W e BEREBESAKHSO KB R (30 mL: 10%)R Kk 2
R o UCHCLER S KE » £ Na,SO. 1k & # 2
A#AE B ABEEBRSEIERFEALOIC - AT
BMLELRBZERLLCYBEMEEDED ALy RBR -
U: B FTHBEERRARS

#5107 Org. Lett.; 2004; 6(24)% 4439-4442 7 :

H£O0CTF A # 4 § (0.5 mmol)? £ % T & (20 mL) ¥ =
BB P A AL 4248 (65 mg) A AAEE K FTHH24 he
£-10CF #% m0.263 ml 2 M NaOH:E & %4 » 45 R /& 2 & #
EZERTHMHIOFELBE - RERERLAGLH LT & —
B aibBpTEA -
V: 2 =8z § 1.4 A (DBU/NfF) :

& # Tetrahedron Letters » #£ 36 % *» H 158 > & 2611-
2614H > 1995 : |

£O0CH# To % =8 (25 mmol)RDBU (1.12 mL» 7.5
mmol) » ¥ X (20 mmol) ¥ =z & % % & & ¥ & M
C4FoSOF(A A -T £ -8 £ -8 15 4 )(1.13 g 3.75 mmol) -
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£O0CTFl hit r A EZFABRERSCHWBHEZGYE =
AL ERUNCKR/CBE LB ERTRAN -

# WU F K # 0 NMR#& # 4% 4 400 MHz - 600 MHz
('H) ~ 100 MHz & 151 MHz ("’C) NMR4# % Lt 2% - 'H
NMR % # 24 CDCl; (8'H 7.26)% M #f 4 # B '°C NMR % %
CDCl; (8'°C 77.20)% W 3 % % - & 48 & # # # (LC) R
Merck-Hitachi# B & & Merck-Hitachi, L-4000+ 4 & & UV-
i8R % R AT o AR iR2 ml/p 424 A pu-Bondapak C-18%
# (300x7.8 mm » 10 pm ; Waters Instruments) - {& A # Waters
Acquity UPLC1#4 % #8 4 z Waters Quattra-Tof Premierf% %
##FLC-MS e Rz BETFALBEXNAETEREERTA
(ESI+)  320.25 mm# AR 4R i 47  # & TLC »

FABBEALERMEBFERREFTLREE - &1L
miE A e
X #i1
a) A R(S)-1-2 R FRA-2-XA-THA)FTEA-BATFTHRR
= T & (la)

B —RFTEPHS)2(EZTABREA-FA-BEA)I-X
£ -7/ & (Fluka)®8 & . 80% % % # 51t & 4 1a (8.8 mmol "
2.34 g) o
MS-ESI : 266 (M*%l, 100) -

2 I
@ C 67.90% H 874% N 5.28%

s
v
hY

7T
tt

peE: C 67.87% H 8.72% N 5.27%
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b) & & (S)-2-F & 3-% A -%/-1-8(1b)
BE-—BREFAMBILESYHlat FHEARTTI%E R EF LS

# 1b (630 mg » 3.8 mmol) o

MS-ESI : 166 (M* +1, 100) -

LE A

ttE@E: C 72.69% H 9.15% N 8.48%

A E4E: C 72.66% H 9.13% N 8.47%

) RS2 (FHA-B-2-mE-BA)I-RXEA-7-1-8(lc)
WM — i A HER2.S5 mmoli A K % (298 mg)a & %

M G 1bA R it A lc e B B 1L 4 4 A 60% & F H 45 (243

mg > 1.2 mmol) -

MS-ESI : 204 (M* +1, 100) -

X FE D

s+ HE@: C 76.81% H 8.43% N 6.89%

B R C 76.77% H 8.42% N 6.88%

d) 2R FHEHEBEG)2-(FA-A-2-REA-KEA)I-XEA-A

&5 (1d)
g —EAFlaEh ElchRitsmld B AHI1%

(126 mg * 0.45 mmol) °

MS-ESI : 282 (M* +1, 100) -

TE S

B4 C 59.76% H 6.81% N 4.98%

B 4L C 59.78% H 6.82% N 4.99%

e) A AmUS)-1-RFHA-2-XA-TA)TFTA-H-2-, X-8(le)

135400.doc -82-
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#d—BKEBEFABRBY HIdES RS le B % A
48% (24 mg > 0.12 mmol) -
MS-ESI: 206 (M* +1, 100) -
T E A
W E@E: C 76.07% H 7.86% N 6.82%

B EE - C 76.04% H 7.85% N 6.83%

£) A mUS)-["CFIl-f P A-2-FXA-T £)-F £-5-2-% %-

# (le)

i —mEAEBBELOlel IS mIfe Ukt A
1.12 GBq F-18# 1t 4 2254 MBq# ## i 2 E M le(RE K
E) e
g) A R(28)-2-(F AmE)3-XAA-1-8(1b)

£ -5C FAN-F % -L-X & B 8 (Sigma » 10 g » 55.8
mmol)# & kK THF (600 mL)¥ 2 & & ¥ % m3.18 g (83.7
mmol) £ L4248 - BWRE LALLM HBHBARALAHPE-SC -
B A w212 g (55.8 mmol)F 1L 4248 - EF RER S M ERME
REAEBEEAHPE-SC - MHLRAHFEHEDM2L.5 ml
NaOHi#% (2 N)» B A £ B THE #3054 - BERSY
B 55 L T a (S0 mL)zE #% - B R EMgSOL % 1 B £ &
BTHBEZHAEFLIEREBRBRRKZIADNID-

MS-ESI : 204 (M* +1, 100) -
TE LW
B4 C 72.69% H 9.15% N 8.48%

pe@E: C 72.65% H 9.13% N 8.45%
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h) & AN-[(2S)-1-R-3-F A H-2-KA]-N-F & & -2-%-1-%
(Ih)EN-2-R-3- XA BA)N-FHAFH-2-%-1-B(11)Z 2L %
#% 1c (100 mg» 0.49 mmol) &R = Z A (1.0 mmol)# THF (2
mHP 2 BHEREFTRTHEHION&E - £2-TCTFTHEH
T REERNNWT RER(0.60 mmo ) LR BERAMEE
BT HBHE305 48 - B o FNa,CO3E &R (1 mL)#E B ¥ #
30> 48 © 4 A 4 B #£ CH,Cl, (15 ml)$ & (10 ml)= B &
B oo B A A4 4B B 48 #o NaHCO; (10 ml) & 2 K (10 ml)ik
Mt BEMgSO 2k HBIRE - AREBTHBRER NIFEZER
HehKzpAEY  KREDZBITBETRR W E(T KR/
ZEE3:1)4h 1t B # &y NMR - HPLCRALC-MSH # - ZB& & ¥
# B lhElizabshmE R -
lh:
'"H NMR (600 MHz, # 45 -d) & ppm 2.21 (t, J=2.38 Hz, 1 H)
2.38 (s, 3 H) 2.73 (d, J=6.97 Hz, 2 H) 2.95 (dd, J=14.31, 8.07
Hz, 1 H) 3.23 (dd, J=14.31, 4.77 Hz, 1 H) 3.43 (dd, J=10.45,
2.38 Hz, 2 H) 4.10-4.18 (m, 1 H) 7.28-7.35 (m, 5 H)
'>C NMR (151 MHz, £ 4 -d) 8 ppm 34.77 (1 C) 38.29 (1 C)
43.58 (1 C) 44.24 (s, 1C) 64.28 (1 C) 73.37 (1 C) 79.24 (1
C) 126.38 (1 C) 128.54 (1 C) 129.24 (1 C) 138.86 (1 C)
1i
'H NMR (600 MHz, £ 4 -d) & ppm 2.21 (t, J]=2.38 Hz, 1 H)
2.38 (s, 3 H) 2.73 (d, J=6.97 Hz, 2 H) 2.95 (dd, J=14.31, 8.07

Hz, 1 H) 3.23 (dd, J=14.31, 4.77 Hz, 1 H) 3.43 (dd, J=10.45,
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2.38 Hz, 2 H) 4.10-4.18 (m, 1 H) 7.28-7.35 (m, 5 H)
'’C NMR (151 MHz, # 4 -d) 8 ppm 42.08 (1 C) 42.33 (1 C)
45.94 (1 C) 60.43 (1 C) 61.52 (1 C) 73.49 (1 C) 77.98 (1 C)
126.76 (1 C) 128.33 (1 C) 129.50 (1 C) 138.94 (1 C)
i) A AN-[(2S)-1-A-3-X A H-2-£]-N-F & H-2-%-1-%
(1e)AN-(2-R-3-%X £ &/ &£)-N-F £ & -2-4-1-82 (1k)

£ -5CTF & 1c (300 mg > 1.48 mmol)%» = & F % (5 mL) #
ZEHERPRHHSWMDAST (2.0 mmol)B A 4B B E T
BRBERAYBERHE2004 5 o5 8848 (4.0 mL)IA
P ik kR 2 2 DAST - #% £ # B £ CH,Cl, (25 ml)# K (15
ml)Z [ 2% - o8 A # 48 HE XB K (10 ml)k #% at*sn
MgSO. . HBiE - ABREB THBHRAEBNANFTINEZRTLE R
Kzmiadh  HeaywBERENHE(TR/CE3:1)4tHR
EMEFREALE B E Y2 leR IK(LHETLC : B 15) -
le:
'"H NMR (600 MHz, £ # -d) & ppm 2.27 (t, 1 H) 2.52 (s, 3
H) 2.74 (dd, J=13.39, 10.09 Hz, 1 H) 2.97-3.03 (m, 1 H)
3.03-3.14 (m, 1 H) 3.53 (t, J=2.75 Hz, 2 H) 4.38 (ddd,
J=47.32, 10.09, 4.95 Hz, 1 H) 4.51 (ddd, J=48.05, 10.27,
2.57 Hz, 1 H) -
’C NMR (151 MHz, £ 4 -d) 6 ppm 32.91 (d, J=6.13 Hz, 1
C) 38.20 (d, J=1.67 Hz, 1 C) 43.94 (d, J=2.23 Hz, 1 C)
63.83 (d, J=17.54 Hz, 1 C) 72.83 (1 C) 80.15 (s, 1 C) 82.27

(d, J=172.08 Hz, 1 C) 126.31 (1 C) 128.51 (1 C) 129.24 (1
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C) 139.01 (1 C) -
lk:
'"H NMR (600 MHz, # 45 -d) 6 ppm 2.21 (t, J=2.38 Hz, 1 H)
2.37 (s, 3 H) 2.59-2.72 (m, 2 H) 2.90-3.01 (m, 2 H) 3.41
(dd, J=4.95, 2.38 Hz, 2 H) 4.75-4.89 (m, 1 H) 7.20-7.32 (m,
5H) -
’C NMR (151 MHz, £ # -d) & ppm 39.66 (d, J=21.44 Hz,
1 C) 42.40 (d, J=1.39 Hz, 1 C) 46.30 (d, J=1.67 Hz, 1 C)
58.53 (d, J=20.88 Hz, 1 C) 73.37 (s, 1 C) 78.22 (s, 1 C)
92.84 (d, J=173.19 Hz, 1 C) 126.63 (1 C) 128.45 (1 C)
129.37 (1 C) 136.85 (d, J=4.46 Hz, 1 C) -
A AN-[RS)-1-(PF)A-3-% £ &H-2-£]-N-F £ & -2-% -
- (1) AN-2-(PF)R -3-X A A A -N-F £ & -2-% -1-%
(1m) |

RE - RBAFCEFREDITAIm BRETFE - K £ZH5ChH
A MITRImA £ HPLC 4 8 % o % # & (tb 8 HPLC B #
11 B 12) -
K 42
a) & M (4R,58)-4-F K -5- K KA 3-8 -2-% & -8 o4 fx -2-8
(2a)

1t & 49 2a4k B (4R,58)-(+)-4- F & -5- % R -2-8 o & &
(Aldrich)# # — #& & / F4& A 15 mmol (1.79 g)% & % &
(Aldrich)& s ° 1t & %22k 76% % % (7.6 mmol » 1.61 g)f

% -
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MS-ESI : 216 (M* +1, 100) -
A S
FHEME: C 72.54% H  6.09% N 6.51%
B E@E: C 72.52% H 6.11% N 6.52%
b) & AR (1S2R)-2-(FA-A-2-A-BmA)1-XK-B-1-%
(2b)
It Hm2bth it —MmEBAFQARE M H2a8 K AR A
89% (0.91 g » 4.5 mmol)
MS-ESI : 204 (M" +1, 100) »
T E M
S E@E: C 7681% H 8.43% N 6.89%
Rl EE: C 76.82% H 8.41% N 6.88%
) A K T B (1S,2R)-2-(F & -7 -2-% & -8 A)-1-%
* -/ B85 (2¢) |
febothocth i —REAFATARBY E2DE R B £ A
78% (352 mg » 1.05 mmol) -
MS-ESI : 336 (M* +1, 100) »
T E S
3+ E4@: C 50.14% H 4.81% N 4.18%
Bl C 50.17% H 4.82% N 4.16%
d) 4 A ((IR,2R)-["*F1-2-f -1-F £ -2- %X K- %)-F %-
% -2-% A& - B (2d)
b h22die it — B BEAFBAEILSH2cE # - A k® B
1.09 GBq F-18#. 44 2198 MBq# # /7 & A #2d(X & K

135400.doc -87-
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E) e
e) & ARWIR,2R)-2-a-1-F HK-2-X KX -TH)-FA-8-2-1
£ -8 (2e)
Ibothlethibd —MBAFEVAERELY EA2bE R A XA
58% (297mg * 1.45 mmol) -
MS-ESI: 206 (M +1, 100)
9 S i
i+ E@: C 76.07% H 7.86% N 6.82%

@ s C 76.04% H 7.84% N 6.83%
f) A AN-[(IR2R)-1-&-1-X X H-2-A]-N-F X &H-2-%-
1-8 (21)
4% 2b (120 mg > 0.54 mmol) R = T B (1.0 mmol)# THF (2
mD¥ Z BB ERELEEBRTRH3004 - £-TCTHHERHER
S EH S e F A AR R (0.60 mmo) A B R B R A MAEE
BT A B304 o A hodh FoNayCO3x & (1 mL)it B 3§ #
30548 - 4 A A& R 4£ CH,Cly (15 ml)# K (10 ml) = & &
® B oo N BEE M A8 B LA 48 F NaHCO; (10 m) &R B K (10 ml)k
¥ BMgSO % BBE - ERXBTHHRIEE NG EZER
femkzhEY  HBuEiHRbdwBETRENE(TR/
zE3:1)41E o
MS-ESI : 221 (M" 35Cl +1,82) -
TE A
3+ E{E: C 70.42% H 7.27% Cl 15.99% N 6.32%
B 4L : C 7038% H 7.25% Cl 15.97% N 6.30%
135400.doc 88
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g) & AN-[(1S,2R)-1-("F)f-1- % A & -2- A ]-N-F £ & -2-
B-1-B& (28)
BIE—BRBAECHE2E B £ & 4 (2g) -
% 43
a) A M4kl -2-K FA-3-F-2-% K-8 ok -2-8 (3a)
b H3ath BRI —ZEFFL4 mmol i B LW HE4-
ok vlg-2-FK F A -Be2kr-2-88 4 & (J. Am. Chem. Soc.; 125;
42; 2003; 12694-12695) - 4# A6 mmolk A A 24 A x K1t
BEFRmEILSM3a £ E AH60% (2.4 mmol) -
MS-ESI : 205 (M* +1, 100) -
TE S
ttEME: C 64.38% H  5.40% N 6.83%
B @l C 64.41% H 541% N 6.82%
b) A m3-%H-2-A-2(FA-A-2-BA-BK)-H-1-8(3b)
Lo Hh3bthid —REFQ - FHp)ERKEYH3as
R EF AHT70% (338 mg: 1.75 mmol) °
MS-ESI : 194 (M* +1, 100) -
TE S
s+HE@E: C 68.37% H  7.82% N 7.25%
B E@E: C 6837% H 7.81% N 7.26%
c) TR AAMI- A H-2-K-2(FA-A-2-BEA-BKA)AHBE
(3¢)
b th3cth b —EAFIE LB EIE R AR A
88% (120 mg » 0.44 mmol) °

135400.doc -89-

[§]



1543769

MS-ESI : 272 (M* +1, 100) -

s HEE: C 53.12% H 6.32% N 5.16%

BEM@: C 53.15% H 6.34% N 5.18%

d) &R1l-RFEA-2-%h-2-X-TE)FE-A-2-B K-
(3d)

b Mm3dhe b —BEBFABREYMEIcEb R X B
61% (29.9 mg > 0.153 mmol) -

@  MS-ESI: 196 (M" +1, 100) -
9% S i
}HEME: C 67.67% H 7.23% N 7.17%
BEM@E: C 67.67% H 7.23% N 7.18%
e) A A(l-RFA-2-%8-2-X-TH)FA-F-2-BE-K
(3e)
Ibethleth it —MBFABAREY TIcARF- 18R 1LY
0.96 GBq& & - # #F At &1t 4 4 (124 MBq) -
® % 64
a) 4 & (S)-4- -3-7 -2-% B -oR ok #7 -2-87 (4a)
ibbthdath b — KR FFAAR LY T (S)-4-F X -2
% -2-89 (Aldrich)& & * &2 £ A72% (1.58 g 7.2 mmol) -
MS-ESI: 216 (M +1, 100)
TE S
#HHEM: C 72.54% H 6.09% N 6.51%
B E@E: C 72.51% H 6.08% N 6.53%
135400.doc -90-
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b) (S)-2-(FHA-Am-2-p & - K)3-%2%-5-1-8 (4b)

Moo abth i & — A A QA dab A - £ % B68% (690
mg > 3.4 mmol) °
MS-ESI : 204 (M* +1, 100) -

FE M

HEMEE: C 76.81% H 843% N 6.89%

BEM@E: C 76.78% H 8.41% N 6.90%

c) 4-B-FXmEBS)2-(FA-A-2-E-BE)3-RH-58
(4¢)

feohacth #d —BREFKABIGH L X EHBARAS R A

2 547% (1.58 g » 1.41 mmol)

MS-ESI : 424 (M*®""% %80 +1, 76) -

AESH T C 5403% H 4.77% N  3.32%

B A C 54.03% H 4.77% N 3.32%

K #5

a) S AR(S)4-[4-C-FRAFAEL-TAA)FA]-E4k-
2-87 (5a)

b MSath $dh — 2 AFAHAB (S)-(-)-4-(4-5 £ ¥ £)-2-
% ¢ ¥z, &) (Tetrahedron; EN; 57; 39; 2001; 8313-8322)%& 2-
BT A -F R A-F K-8 (Aldrich) R 1042 e 5] & & @ & %
% 77% (15.4 mmol > 4.33 g) -

MS-ESI : 282 (M* +1, 100) -

..g**

TE AW

HEMBE: C 59.78% H 6.81% N 4.98%

135400.doc -91 -
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A C 59.81% H 6.83% N 4.97%
b) A AR (S)-4-[4-2-FAXATFAX-TAHE)-FTHA]-3-/-2-
B 4 - ok % -2-81 (5b)

Lo sbih it —mEAFFAEILSOHSad R A% 5
65% (6.5 mmol » 2.07 g) °
MS-ESI : 320 (M* +1, 100) o
T E A
44 C 63.94% H 6.63% N 4.39%
B : C 63.92% H 6.64% N 4.40%
) A AR(S)-3-[4-2-FAXTFARA-TAE)-XEA]-2-(F 4-
A -2-% K -BRIK)-HA-1-82(5¢)

Lo #sSch i —BHREFQBULALEMSDER A F A
74% (3.7 mmol » 1.14 g) o
MS-ESI : 308 (M* +1, 100) -
T E A
844 C 66.43% H 8.20% N 4.56%
Bl : C 66.46% H 8.21% N 4.55%
d) 2 &R {(R)-2-[4-2-FAATFTAEA-TAK)XE]ILI-TF
A-ZA}-FE-®-2-8 K-8 (5d)

febmsSdhfid —REFEAFI(ASBERFIRUA LS
MScEm AR A% 581% (2.02 mmol > 589 mg) -
MS-ESI : 292 (M* +1, 100) -

44»

A AT

7T 7
FE@EM: C 70.07% H 8.65% N 4.81%

135400.doc -92-
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mz - C 70.11% H 8.63% N 4.82%
e) A m2-{4-[R)2(FA-A-2-mA-BEA)-AE]- XA
B }-T 8 (Se)
b Seth #bdh —REGHEFNRATLH )G LS #5d
Ak A% %88%(1.76 mmol > 436 mg) °
MS-ESI : 248 (M™ +1, 100) -
LE S
3 HE@E: C 72.84% H 8.56% N 5.66%
B C 72.81% H 855% N 5.67%
f) F e eg2-{4-[(R)-2-(FA-A-2-A-EEA)-AHA]-X
A A }-T 8 (51)
b Hhsfhid —REKRFIEILA Mot R BEA
93% (0.47 mmol » 153 mg) -
MS-ESI : 326 (M" +1, 100) °
TE S
+E4@E : C 59.05% H 7.12% N 4.30%
plEE - C 59.07% H 7.11% N 4.30%
g) & A& {(R)-2-[4-2-A-ZT A E)-XE]-1-FA-TA}-F
R-m-2- K- (5e)
LA Hsgh fd —BEAFABILAMSIE R A F A
61% (0.153 mmol » 38 mg) °
MS-ESI: 250 (M" +1, 100) °
TE AW
3t E@E: C 72.26% H 8.09% N 5.62%

135400.doc .93
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A xE4E : C 72.22% H 8.07% N 5.60%
h) 4 & [F-181{(R)-2-[4-(2-f -2 R A)- X K]-1-F £-2
R)-F A -7 -2-# & -5 (5h)

foadShik b — Mm% A BA 16 #5646 A (A 1.41 GBq

% # 2210 MBq)
% 6
2) A A((R)-1-F & -2-% K-2 &)-7 -2-% & - (62)

# 840 mg (4 mmol)((R)-1-F & -2-X A -7 £ )-8 -2-# & -
t5 B & B (Sigma)® 2210 ml= £UF % & 1 Mak 8 4 K B &
b oo N AL o  BABABIO MR FHEERIK - B H
Mz AL Bk E BB IR o R A hba kB
— H b Bp i A o
b) (2-f-2 £)-((R)-1-F & 2-X B-2 £)-7 24 & - &
(6b)

fotebhiie —RAEAHAL S Hoad > A% A
60% (1.2 mmol » 262 mg) °
MS-ESI : 220 (M+ +1, 100) -

T E

i EMBH . C 76.68% H 8.27% N 6.39%

B €4 - C 76.66% H 8.26% N 6.38%

&) [F-181(2-f-0 £)-(R)-1-F £ -2- % £ -2 £)-& -2-%
& -B& (6¢)

A bcia it b — A28 5GB 1t & 6ak [F-18]-2-8-C
£ -38 1t % (Bioorg. Med. Chem.; 13; 20; 2005; 5779-5786)

135400.doc -94-
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A A4 B1.98 GBq F-18/ 1t 4 2 178 MBq# 4% Fr &
EHoc(RERIE)
d) 4 m2-{[QR)-1-X A A -2-K)(A-2-B-1-K)KX}T 8
(6d)

£ EBTH T B85 R F B (desmethyldeprenyl)(Sigma -
150 mg 0.72 mmol) & NaOH (60 mg 1.5 mmol)# MeCN
CmHy2REHEHION4E - QRHEIRESH P H ol
BRCLENOOmMmo)E#F RERASYDABRE - #RERS
MAHEEBRALARRTABZER - % R &H £ CHCL
(20 ml)$#t K (10 m)Z M 4 & - % 8 A # 18 B L 28
NaHCO; (10 ml)& % 5k (10 ml)#k #% - 4 #H # B £ MgSO. %
BRBBE  ARBRTHEBREBFHNIRARELABKIAE
Mo BAWBERERNE(THR/TEI2)GEILHMEY -
MS-ESI : 218 (M* +1, 100) -
T E g
W HEM@E: C 77.38% H 881% N 6.45% O 7.36%
M@ C 77.35% H 8.79% N 6.43% O 7.35%
e) & AN-(2-f2Z £)-N-[QR)-1-% % & -2-K 1% -2-#% -1-
Bz (6¢)

£ EETFTH2 (150 mg: 0.69 mmol)R = Z B (1.5 mmol)
H»THF B3 mD)P 2 R4 HEH3004 - £-TCTHHFEHR
S PR EANMTFREBERL(1.4 mmo)EBERERAMAEE
BT BIBILI3004 o & e FNaCOE &R (2 mL)E A # #
30548 ° #% A # B £ CH,Cl, (20 mD&E K (10 m)Z M 4 &

135400.doc -95-
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S B A # 48 B o448 F#o NaHCO; (10 m) & 2 k(10 ml)ik # i
BMgSO, % LBE - ERBTHHRAEBFINIRERTE N
RKZBmEH  HEZBEREEHHE(THR/TEI LA
AW -

MS-ESI : 235 (M* €% 100) -

A I

WHEME: C 71.33% H 7.70% N 5.94%

A EM@: C 71.30% H 7.68% N 5.92%

f) & AN-(2-8 2 £)-N-[2R)-1- %X & & -2-4£ 1% -2-% -1-
Bz (6b)

B RAEN-[(2R)-1- X A & -2-£ 1%/ -2-% -1-4% (Sigma > 100
mg > 0.578 mmol)#® & Kk DMF (2 mL)Z /&% ¥+ & #v & 1t 4%
(48.0 mg' 2 mmol) - A X R TFTHRKRER S HIBH300 4 -
H it A l-38-2-8 2 % (0.85 mg > 0.603 mmol) - ¥ R & L
CHBEHBR > R0 mL)#H #F ¥ A CH,Cl, (3x15 mL) X
BR o 48 KF & 48 B 48 Fo NaHCO; (15 ml)&ﬁﬂ((ls ml)
Mt EMgSO B HBRE - EREBETHBHRER NG ZR
TewRKRZIBEBEY HRawBEREENHE(TKR/T
80:20)45 1t 48 & 4 i # & NMR - HPLCR LC-MS % # -
MS-ESI : 220 (M* +1, 100) -

P S
i EME: C 7668% H 827% N 6.39%
B EME: C 76.65% H 8.25% N 6.36%

g) & AN-[2-("F)fL A ]-N-[(2R)-1- X £ & -2- & 1 & -2-

135400.doc -96 -
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B -1- B (6¢)
B — B RAFCEG6eH 15 E E Mb6C °
x 47

a) & A& (IR2R)-2-[F A (A -2-F-1-K)mA]-1- XK H-1-
&% (7a)

£ £ B F #H (IR2R)# A & & (150 mg » 0.72 mmol) &
NaOH (60 mg - 1.5 mmol)® MeCN (5 ml)¥ z ;& 4 4 # 4 30
Nh e RSP H A AR(.0 mmol) A B K E
RAEMEABRE - BREALASYAHNEETBALARERTA
R B o 45 3% £ 4 £ CH,Cl, (20 mD)#E Kk 2 M 4% (10 ml) -
o Bt A #4 48 B A 48 #u NaHCO; (10 ml) & B 5k (10 ml)#k # -
B MB EMgSO 4 B LB - ARETHBHRERFEZL
REerBKRKZABAEY  HawBEEENE(TLHR/LE
8:2)4h it fa & # Ta o ‘

MS-ESI : 204 (M* +1, 100) -

TE S

#+E@E: C 76.81% H 8.43% N 6.89%

e : C 76.78% H 8.42% N 6.88%

b) A A N-[(1S,2R)-1-F -1-% A & -2-£]-N-F £ & -2-% -
1-% (7b)

#£-5CTFHm7a (150 mg: 0.74 mmol)®» — & ¥ % (3 mL) ¥
Z B E kP &R E A WMDAST (1.0 mmol) B # R /& & 4 4
B BETHIRE20048 - & oo BE48 (2.0 mL)k
$ b & & 3 2 DAST - 4 4 # & £ CH,Cl, (15 ml)$& & (10 ml)

135400.doc -97-
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o N BECHE M AR B B K(10 ml)ik # 3 &£ MgSO4%

7
B EBEBE c AREBRTHBRAEBUAFHIRZRFEGRZIAE

o BB EREEAZ(IR/CE®ANDNG&ILRAEY -
MS-ESI : 206 (M* +1, 100) -

TE A

I E@E: C 76.07% H 7.86% N 6.82%

BE@E: C 76.02% H 7.85% N 6.81%

c) A A N-[(1S,2R)-1-&-1- KX X & A]-N-F X & -2-% -
1-# (7¢)

% 7a (120 mg > 0.54 mmol)» THF (2 m)¥ 2 #E# 2% ¢
K= CHK(Q.0 mmol): $RAHWAEERTHRMH3I0, & -
L-TCTO#BEHRESH T EBH T &6 R0.60 mmol) &
BRERAMAEZBR T AHILHEIONSE o & jodefoNa,CO3E
(1 mL)B B # #3054 - %A #E £ CH,Cl, (15 ml)# K
(10 mD)Z Ml /& - 2 8 A # 48 B 2L 48 fv NaHCO; (10 ml) &
B k(10 m)k #% 32 8 MgSOL% M HBE - A AR THRBRE
BAErFeaRzREYD HaFBETERIWED
%/ EE3: 1) b & T -

MS-ESI : 221 (M* 35C1 +1,70)

T E S

%@ C 70.42% H 7.27% Cl 1599% N 6.32%
B E4E: C 7039% H 7.25% Cl 15.97% N 6.30%

K #18
a) 4 A (32S,8aR)-3,3a,8,8a-m & # 3 [1,2-d][1,2,3]°8 & =&

135400.doc -98-
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2,2-= £, 1t ¥ (8a)

#£-65CFHmS g (33 mmol)F £ (1S,2R)-1-8x & -2,3-= & -
1H-# -2-8 A200 ml— & FH% 2 9.3 ml (67 mmol )= Z & ¥ =
BEHEZRTHAmN80OmI— K FH P 23.25 ml (40 mmol)#f
BA(SOCL) - #RERASHWHI hE LR BEZZERALEA
bR E TFTHHI8 ) - BEABRILBERMEUAKRSE K
B R BB BREEBRLERE  BRBROBEN D F=
ARfFRYBLACKR T EL & - BT HRBHE(LHT
Bs ¢ T 0:100>100:0)4k 4t & 4 % 45 2.2 gFf & & 4 8a -
MS-ESI: 212 (M*+1)

T E A

FEME: C 51.17% H  4.29% N 6.63%

B EM@E : C 57.20% H 4.30% N 6.61%

b) 4 m (3aS,8aR)-3-( & -2-% -1-3 )-3,3a,8,8a-m & ¥ #
[1,2-d][1,2,3]°8 “& = 2,2-= &, 1t 41 (8b)

2.2 g (10.4 mmol) 8a# 120 ml= ¥ X FEEfx ¥ 2 8 #
BR Y H Mm1.35 ml (22.8 mmol) & -2-H -1-8 B 6 g (22.8
mmol)= X X B A4.42 ml (22.8 mmol)(E)-=-1,2-— ¥ &
—AR-2-AE - - BRERSCHHRH2 hERE - HdhRE
BB REEM(LEBETE © TI1:2002:1)4 10 5% & 4 & 18
970 mg (37%)Fr & & # 8b -

MS-ESI : 250 (M*+1)
T FE aA
P HEME: C 57.82% H 4.45% N 5.62%

135400.doc -99 -
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B EZME: C 57.85% H 4.46% N 5.61%
c) 4 A&R[(1S,28)-2-#-2,3-— & -1H-% -1-£ 15/ -2-% -1-%
B 2 7% BE (8c)

% 100 mg (0.4 mmol) 8b# 2 mlfE K THF & 2 4§ # & & +
A 139 mg (0.44 mmol)m T X A1t 4x - B R E LA 4 #
#HO0r 2 LR - BHGHAEDEHAYWHPLCH 1L - /T 2
A HB8ch10%x2 & %1% » &4 Y € TBAF -

d) 4 A (1S,28)-2-f -N-(&-2-#-1-%)-2,3-= & -1H-2 -1-
Bz (8d)

#£0CTF %100 mg (0.4 mmol) 8b# 2 ml& kK THF ¥ 2
HER P HWI39 mg (0.44 mmo)m T £ f 14k - B R &
RAMBHION L RS - Fm2 ml 3 NBLBE A B ERLE

MR P Ao B 1045 48 o B RMA20 mlk A BB AL H
Z035 NS A‘LMBRY - AR FR-ZERABERLSY
(I0: )% Bk A F AR CHBELEBRLEE - £d 8
# A HPLCH It Z B Y HEF 14 mgEaEf R ILE48d-

e) 4 & (18,28)-2-("*F) & -N-(® -2-# -1-£)-2,3-= & -1H-
B -1-8% (8e)

RE-—BREBRFEREFTHME AL HBe-

EBRUNEEMASGCHANONAAELT - P HEHEBAR/
FEMBAFTHEFAZIARAFTABFTHATAUARLEHEHLAFTAAL
Bz M

(B X ERA]

B1: ®A[FlitaHI3H R B S H &4 F&%HRKKR

135400.doc - 100 -
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2O EEFHRIABIA ETHOBSRAFH B H - (AL
BRENHRARGRRAZIAGSAAELER - T E 2B W
A ¥ AE

EH) BROERTHNHKEEIRTHRCTHREA
B > B ['*Flt 2% 138 " MAO B2 4 & 4 -

B2: RA[FIt o HI3HRELE &4 % 5%KKR
zwmBEEHFBZIABIR ETHABHRXAH LI - (AL
BRERNBAAGARAZAGDAABBLE - L EQ8Y
FPHENRAEABERPPEAZIERZIEB (L2 ABEIT 2
EH) - BERTHBHRIRLT B LB 2 (C)F A A
FH AT EMAO A B)E 2 mEr > B ['°Fl{e 4 413
# »MAO Bz 45 & # -

B3: REEAMUBRRREI=ZMEEF K & KK
o R RERAANFtAH13a B XA /B ALMER

REABERPPERIEBR I EL(XFRLBE3IF 2

R ok 1A B 4 B BAY 9491728 & - (A)AR(B)® M1 A
PREFZEFTHABRAEAREEFTH@ARAOD Y BF R
LHEBOPRESR - (CO)ABWATETITRBEIR » (DA
MEUBHGARERFAA@)R(D)T » ()R (AR & £ %
%u&%ﬁk$&%z@ﬁ¢zﬁﬁ%ﬁﬁﬂ%oﬁgﬁ
KREFERBREABRBRDPHRLATE — R - £ BEHRHH
PHr P A (b)) 2 45 R MR FAERT KRR TBAY 949172
g4 ) -

B4 RABHAABYPERAKRERLENE T B X
AWM o (ALERB EHADZ EH Z AR A L BT

135400.doc -101 -
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@

%09714104158 2 H P H L 102

PXRAZTHKRAN2 F12 8)
[ Flit 24138 4 - B)YUBRHZIHKAERAFTAATRZZ
F o ARERTY BETRENMEME T 4ot 2 GFAP2
SARBHEBETHC)F -

BS: B4 2B RELdy-4AR B mMUER
ik [ FME A 132 5 A -

B6: Bral200 8RR EREBEZIK T UEERK
B (SUV%) )k i 2 [''ClB & 5 & % 8 (C-1142 22 2 1t & # 3)
Z B E R

B7: BxA£1200 &R AEREBLB I P RAZERIK
B(SUV%)& i 2 ['°FIMb A 4 132 o5 1] & & b & -

Be: plrihZram[''ClEssa fE #(C-11Ewz
b Hh3)zFRARS - RFFH b4 dp[iCle s 3 & &
B(C-11Bww2itb#3) U R KRB HaRkD -

B9: 47 ARERR W'PFlb & 4 132 58 88 ;3 & 3 o
BABRAASMC-11BE2boMI)XE R HMakb -

B 10 : &«?_%J‘LAT%%H& Bl —REHXIHBZT=EFa
(B~ BHEEEK)ZHE4 (A [''ClEsg 8 & F @ (C-11
Biwzitsm3)R(B) ['PFiIit 4413 - £ B B = Uk 8 &
A BE ¥ (a) [”C]z.é. Bt 3) & F B (C-1142 % 2 1t 4 4 3) & (b)
['SFlib & 49 132 o5 F) 75 M4 dh & -

11 48 & # & ACE 5-CI18-HL 250 mmx10 mm# #
(Advanced Chromatography Technologies : B % 4 3% - ACE
321-2510 ; 5 B 58 > 35%L BN 0.1%=RA & ¥ > R
B4 ml/os s tr=17.504 )2 A 4B HE(AEIZRLIIR

C135400PBX201312C.doc -102 -
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WwEARSHIZIAI9) -

B12: 164 4 138k p-Bondapak C-18% 4 (300%x3.9 mm
10 pm ; Waters Instruments) B 4 B /A i& A 2 mL/ % 4 =2
MeCN-H;PO, (0.01 M)(15:85 v/v)4# 5 & # & #| & 47 it 48
HPLCzZ 2 # B H B - # & & X 4 4 4 B 5 (B-flow ;
Beckman, Fullerton, CA)#$ 8 2 UVR i 14 B ¥ (A=214 nm)
RERBEBER -

B 13 : 4t 4 4 82t n-Bondapak C-184 4 (300x3.9 mm * 10
um ; Waters Instruments)B 4& B /i i& A2 mL/% 48 2 MeCN-
H3;PO, (0.01 M)(15:85 v/v)4 % & & 7 %] i 47 i 48 HPLC 2
M AR WE o B b MK M E B B (B-flow ; Beckman,
Fullerton, CA) & # 2 UV j /A A % (A=214 nm)R & 3 &
R -

B 14 : ft & 4 404 p-Bondapak C-18% 4 (300x3.9 mm °
10 um ; Waters Instruments) B 4 B A & B2 mL/ % 4 =
MeCN-H;PO, (0.01 M)(15:85 v/v)4E & % 8 5 B & 47 i 48
HPLC Z & # &2 B # B - # & & & & 4 /4 A & (B-flow ;
Beckman, Fullerton, CA)%$ # 2 UVR % 1/ B & (A=214 nm)
RERBBER -

B15: B H 0L 26 HI2R41Z A ILREH
TLC % # (# B » i 48 8 % K 5 (molybdato phosphoric acid
diving bath): Z B C & @ @4 : 1:2) - (a): A ik &M 2 A
H RN ARAHRETCHRE")) - (D) 28 £ &1 4 441
ZERBEBLG () BAILAMI2RAIZ T B EBH -
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