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€ produced during the process. [MEANS FOR SOLVING PROBLEMS] A process for production of a radioactive fluorine-labeled

< organic compound, comprising the following steps: a deesterification step for retaining a compound represented by the formula

I~ (1) in a reverse-phase column, charging an alkaline solution into the column to deesterify the compound, and then discharging the
alkaline solution from the column to produce a compound represented by the formula (2); and a deprotection step for deprotecting
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ELTIE, AKBBL T NI L XUIAKRERAE AV Y AT O, AFPTIITS B85
HEHANCHNONEbDTHEZLEB R T DL, KEBILT NI LBLFEL,
ROFELVERBIZIWT, TAAVER DM BT T OB EEFREFRES T D,
ZDLE AVDTNAVER DR ENR LT EDL, TP RT AL LT3k 03 BE
WEHITHEHEN DG/ DY RIR T ORKERDT-OEB B LETHD,
VBT N AVEER OB ENL, B RAT AT 272D 5372 T VAV &R T A
(B ATEDRVIZIBNT, BRIET DS, VBT AV OK R X
OTNAH) DB EEBRL TRIESND, ZCTNAAIDENRELTEDLE, O
RETRIZBWTHRIOEDIZEVZL OB E RV ALERETHO EREES
Do

FEA T BADT N HVEER DO FIHDTE [ LTz, TORREE —ERRIMERF 7228
(Z&D, BT LHFTREDORTRT NVACEAT, ZDLE, T LDIREITRHZa e
— BB BRI TREEATHI L C&D, Fio, MERFTDIRFRMIL, B
AT NMET B2 R THIE RV, ZORRIIX, BWIEE ATV
LSS DS ST 205, ARHIZ 7 v RO RRBELEITT 5720 EEBSNLETH
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[0049]

[0050]

3, BlZiE, HHEE400mgDODSH T ALIZ [P F1Boc —FACBCR R LA Th
-7, 4mol /LOKIELF N AWEHKO. 8mLAETE AL THEAT WALEITH A
Thivud, 1~57HETHhiT+75Ths,

AT ALK T Leb, BT A AZBIKL, AT iz ko TRb [
F]DE—Boc—FACBCZ 7 NVAVEHKEILITHEN 375, 22T T AV iEkHEL
B ORI T DIZEBICT VAV EE R A RN RO BYEA IR 2212k #if
B WBEE L F1Boc —FACBCR XV IR AT MET DT LA RIS
0. NRE M LSRDIENTED, RWOT, BB DORTRATLEKTTI T T
FBL. BT AHIBEFEL TS [P FIDE —Boc —FACBCEHEIN T2 &M CX, &
IR M) T BT D IFELY Y,

PR AT AL TS T L0, PR TRE2ITo T U REBEDOPREEITV,
ARIZRITE B THE[*FIFACBCE 2, B# TR, AMDHIk,
%1 21X 3CHR (J. McConathy et al., Applied Radiation and Isotopes, 2003, 58, p.657—
666) LB D FIEITLVITHZENTED, FELVERRICRWT, BB TR, [°
FIDE—Boc—FACBC%E & T JUGAIRICIBME G5 5.2 52212 X0FTH e T
&5, ISR 2 D HEICE > TEZBZENTE, Hl2i1E[*FIDE—Boc—F
ACBCEEDRICHRERMNT 2 EEAVWDIERTED, ZOLE, AV IIEITH
IZRREE NS, R, AR, ISRV o7 B IR/ N — 7 LA a7 VX VA VR
VR (BTN 7 VA aERR) SO o To G IR DRSO I LV H 2 e
MTEB, BORMEL, [*FIDE—Boc—FACBCA & ik ®pH%, 1L FE35
DIT -l BLT BNENR DD, BARMITL, 27 Wb TRICTES [ PF]
DE—Boc—FACBCYKT DT NV HVEHFFIL, 230, RBHEHKIZ 5372 85
HE 52D BETRETHD, #iZiE. ["*FIBoc—FACBCIZ->%4mol /LD
BT RID LEEHKO. 8mLAE AW =R T WAL Z 2EIRDIRLAT o 725 & Th i,
WIS SOUGHZ, 6mol /LOHEIE2. 2mLERMNT LW, 7235, Difri#E T
FRIZBWT, JUSEKEINR 58, KD RSUSHEIT T 27204 EL Y, SUGKE
ML, FUSREFED KM L > TRRDD, Wit OMAREEEZ60°CTITY
BATHIUR, 5AETT 5 ThD, 7B, Bifi# TRICTELNZ[*FIFAC
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[0051]

[0052]

[0053]

[0054]

[0055]

BCHKIL, FTBICLOAA LV BIAT I, TAITFT AT, $RIT 5% FAVTHERL
THRW,

FE i

LRI, B B O el & m U CAZE A 2 KON 5 205, AEHITTHh
BIZRESNDEDTITR,

2EH1

syn—1— (N— (=7 T ANHR=V) 7)) —3—[((NTAVFaAF)V) ZVT
F=)W ARV ] v rad a2y —1— VRV BB TF )V AT )L DL

svn — AV PAV DK (1, TFE1)

syn—5— (3—~_UVNA R rus A ) e b6, 15g(25mmolil ) 12,
fuF KR L SV AKEEHR250 mLAEMN X, 114°COMPFT T24 R PL_EnEGER bR
LTz, Z78ai/Viv A% J— ) =5:1(syn—bF LV h Y ORHE=0. 6413F) K
TV AR ) —)v=95:1(syn—EZ U r U ORME=0. 3{113F) D2BE DR E
JERBRS LU TR LI TLC T ATV BB T OREEBEAT 72 (UVEYEY
T T OB I D BRI I o THERR) .

POSKE T 2B LTtk S EZERETHAIL . 1mol,/ mLAREE24mLE N X
FFNL7z, gk, SOICRIRTOBIRL, AR UIIRBA IR E LT | IR AR
ML, syn—1—7TI/—3— X INFFI i rar 2 —1—HNVR 5. 67g%,
H e e U TR,

TFNTZRT AL (K1, TFE2)

FEA RS BB zsyn — 1 — 73 —3— U DA F v ruas Fy
—1—HNVARVERS. 67g%h, =&/ —/L200mLIZEMESE T, ZOWIZ, R=F /v
73 9. 5mL (75mmolfi) ZAZ., - 78 CITT200 MM AL, HbF A=
4. 6mL (62. 5mmolffiX) MR 7z, SikA . OC TR, =R T1RHZh 2
NRFELIZR ., 95 COMIITT, 1BLMBLER L 72, 7uui/vb: A% ) — ) =95:
1 (B ORME=0. 641iT) ZREEABHLLL TEMLZTLCHOT (UVEVE)T
T UBRIZED RAICTHERR) IZXD, SUSKE T OMEGBEAT o7z, MUK T HES# . X
SR EIEREMEL Tsyn—1— 73 —3—~"U VN FFi v ras i —1—H)VR




WO 2007/132689 13 PCT/JP2007/059459

[0056]

[0057]

VBT F )L AT )VT. 64gkh HEFEmEL TET,

Bocdl (X1, T23)

syn—1—73)—3—_oINFFL i rarl i —1— VR BT )L AT )L
7. 64gk, =X )— )V : NI=F )L 7 =9: 1IEK 250mLIZ SRS T2, ZOWE
KBTI B AU, ZRBY —t—7F /L 8. 6mL (37. Smmoldi4) ZMZ.,
FIR T 1B B L2, ~F Y B =F N =1:1 (Kt B B ORHE=0. 641 1T)
ZRBREELLTHEALZTLC (UVE YT F U mRIc L s RaI TR 12T, X
A& T B MR LT, BOSHE T HEdB R . BONIREZIERML . e L CH A%
77, ORI, HiERTF/V 150mLE0. 5mol /LOHERE150mLENMZ .
R TOLBARL . RO THRE ZHEL 7o, AHEZ/K150mL X 2, faFRIRKHR T
MY LK 150mL, 7K150mL X 2, faf1 Rk 150mL X 20D)ETHiM - BEHL
KRRER N ACHELE | BUERMRL . ARy ERT, B, KEEER
TF )V 150mL X 2, /K150mL X 2, fafn K 150mLDONE THltH « BEA L, MK
Wil N7 A CHARS BERMTAZ8Ic 8y, D BEOBEGMRYZ IR, —
BOEMEIZIY, YHAMIRYS. 82g%5 57, BEELIN TN HTbra~x T 57
A XD BB R~V B R =T L =1: 1) A LI EY ., HEFEHDsyn—
1—-(N— (=T T INR=NV)TI)) —3—_UVNAFHY —vrad g2y —1—
HNVRBETF VT ZT V8. 04g (23mmolkfYy) 24577,

syn—1— (N— (t—7 T INHR=NV)TI)) —3— XU VNFHy —vrardzy
—1—HINVRBETF NVTRT )V 8. 04g(23mmolifi ) I /—/L150mLZ
228 NTOT B —IEMIREE (3T VT L10%) 960meE %, KFEEHR, EHIRT
T—BRBEE LTz, BUGTHR . BFA N AWZIRIBIZEV NGO A — I RSB ETRE
LTI TR L RIS L CHARME. 74g287, 2B, ~F i [ Fik~
F=1:1(t B W#ORUE=0. 253F) & BEREEE L CTHEMALZTLCSH T (
UVEZVERNAZED RAICTHERE) IS TR BIR ATV, S T2 /R L,
RNTEEELIITNITLIONTTT 40— (~FY v BT L =1:1, ~F
P BT L =4:1) XV BRI AfREEEL Tsyn—1— (N— (t—7h
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[0058]

[0059]

[0060]

XVHANR=N)TI)) —3—eRudy —rarz2y —1—INR BT VTR
75, 36g(20. 7Tmmolfl ) Z57z,

P77 —MME (X3, THS5)

syn—1—(N— =7 " T INVR=V)TI)) —3—kRuadFy —v a7 Fr—1—

ANRARTTF VT RT V2. 07g(8mmol) ZEV T 26mLICIEMES 1/, KB T2
043 B LT, AN T VAT AE L 2V 82, OmL (12mmoltA ) 2z,
ZOFEE3055 BBz, ~FH L VT )l o—T )L =1: 1% BB (G A
B ORHME=0. 6411T) ELIZTLCHHT (=2 ERV D 2AITTHERR) Z VTR
JEIBBRL , RS T 2B LT, PUGKE TR et . BUSIKIZAK100mLE = —F
JL100mL%AMZ., 1mol /LA 100mL X 2, 7K 100mL X 2, fafif# K 100mL
X 2DNE TG LT, TKARER T R A CREEts | UERM 52108, %
MR 2. 78g% 5T, ZOKINRAMEL VAT N AT IO T 57 4—12db
SRS ~F Y VL —T )L =3 1) ALk EL - B ARSI
X, EBITAF VTN —T R W TERERETOIZEICEY, syn—1— (N
— (=TT INR=N)TI) = 3= (NN FaAF V) AN T 3 =)V) FF
1—sru7 gy —1— N RAREF LT AT VL. 84g (4. TmmolAl ) 245,
Eges

[(*FI7 A4 5 H °0 (13~182GBa) &, B4 S5l 7 MBI .
[F17 oAb A R FEE LT, RV, BT IR DA B L
TIFI7AAZ B, EBITKTT v v 74T TR LA bR T
o ZOWIT, 4, 7,13, 16, 21, 24— ~FH A% —1, 10—V T7HFr7ul8. 8.
81 ~F Yt (Fdh4 : VT N7 47 A222, AVIHED) OT B h=RNVIAHE
Mz IMBABEAT > THESE T,

HESEE ERBEADIC. 1—(N— t—T v rR=1)7/) —3—[ (N7
NFORAF V) AN T = N)FF V] = rad By —1— VR BT VT AT )V
32mg% 7 Eh= NV ImLICERES T2 AN Z . 83 CIT T3 [MHEEEL ., BuRtE
7 oRPUSE TS B, IR T TOLMIBKMmL., Y=F)o—7/rdmLE %
TSilica Sep—Pak (BERAGEE, T4 F —R A2 T2 ARAY VTR (FGdh4
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H AR 4 — & — R ) [SEHL . ["F1Boc—FACBCOT th=k/V /¥
TFNT—T VIR E Tz,
[0061] Abh7=[*F]Boc—FACBCO 7 ®h=FIL/ VxF Lr—F A¥EHKIZ, 4mol,/
LML, 5mLEM %, 120°CT155 HIMBL THIR#EEAT o7z, ZDHR, A4 E
WAT L (PEE4 : AG11A8, HANAF Ty RIRF N — ARS8 | 743
T 5 2 (BG4 - Sep — Pak CBERPHIE, U4 F — X+ AT ARALY - UIT ) lig
ht ALUMN, HAD—Z—ZARNS4ERD) | AT L (B4 47 AHLB
T FAEXTRACTIONI —M oV T 5, HAD +—& — a3 ONEIZHE
WL THERZTV., [PFIFACBCIAHZ 7=, ["FIFACBCYAMDIN&IT9. 4~
13. AmLTh -7z, 145172 [ *FIFACBCIZ D&, FilD4&Hc L5 TLC M %
170 (D) I THEHMEF BRI E 2 R D 7=,
[0062] TLCH T4t
BRERAFE: 7B =NV S AZ ) —v K BERR=20,/5,/5,/1
TLC'L—h:Silica Gel 60F254 (Fjah4 . FEE 0. 256mm, AL 745
BRE: 10cm
TLCA¥ %7 —: Rita Star(Raytestf:#1)

[0063] [#k1]

["®*FIFACBCY — 7 OBHHIER
TLC7 L — b Lok HER

Bt E#RBIE (%)= 100 (1)

[0064] F7=, BT OIEBAHER MY BOENL, FRROKMFEOHPLCHHN THER
Sz Air —7 O EfEE, TR (2) 2 AW CTHTELE (LT, 4 1E mA
ELVND) B AV TIT o7, 723, HPLCOMTIZHE 3 23UEHAIRIT . B SR A
AWTCEERRU FREER: 2. 1~9. 9),

[0065] [#k2]

HAMY E— o OEIEM

x o x 18 s, (2)
RFHEAR BRI <[ FFacBCER O IR

#i1E T =

[0066] HPLCHIESAM::
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A5 25:CAPCELLPAK C18 MG (84 KRB AR, /X 5um
. 4. 6mml. D. X250mm)
7 LR IR (K925°C)
B#A : 5mmol /LA 7 Z L ZNVRART N LG RV EREEK (pH2. 1) A
. 7TEN=NAEBIKEL . AIKEBIKDIRA AR 1D LT X TR E QBRI
AT o7z,
[0067] [F1]

#1 HPLCHHIBITLBEH
EARNS DR (5) BEIHA (%) B#HEB (%)

0~10 95—90 5—10
10~40 90 10
40~41 90-+95 10—+5

[0068] B AL :1. OmL, %

ABHEAR: 10 L

RANT T DFHEA S

B :0. 3mol /LAY E#K (pH10. 4), 6mmol /L o—7#L T/ FER
. 6mmol /L N—7%¥F )V —L—T AT A

P T B 1. OmL,/ 5>

SR : 50°C

BHIES BRI B3 : Waters24 755 (H AT 4 — & — Xk 4EHY) it
¥R :330nm, H# G R :430nm)

[0069] Fr#gf]D FBRIL, 19EIKRDIRLAT -T2,

[0070] ALEEL7=[FIFACBCOMAHMEFHIMIEE L, 98. 8+0. 4% Th o7z, HPLCF %
—bh RIS THERSNARMPE — % | R2ORITEZE LT, F AP — 7 OMIE
mEFEEIL, K3 TBY TH o7,

[0071] [F2]
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#2 BARMMA

GrEFRFE (F5ME) (61 N LS
8. 0 A
8. 9 B
9. 8 C
14. 7 D
23. 8 E
30. 3 F
30. 8 G
35. 9 " H

[0072] [33]
#3 BAHYOHIEERE
MEmEME/ 108
A B C D E F G H &8

515.6 | 63.0 40.2 1.6 226.3 | 26.6 44.1 40,7 | 986.8

[0073] a1, EHf|2
[(F17 AL EHH PO (T~36GBa) & A4 2 #h 7 MSEIRL ., [
F17 oAt A4 % WAETE Lz, IR\ T, BT T DTIRIE I VY LS E B L T
[CF17 oAU BRI, SHITKTT Ty Z ATV IR AT, =
DI, 4, 7,13, 16, 21, 24—~F¥FFH—1, 10— V7Fe v ra(8. 8. 8]
~Eaty (A 2V TN 47 R222, AVIAERD OF =R VESIREINZ
BB AT CHES 72,

[0074] HESE ERIBA®IC, 1— (N— =T T INR=) 7)) —3— (N7
NAVAF V) AN T =) FF | = oad By —1—ANVR BT VT AT )V
32mg% 7 Eh= NV ImLICE RS E 7oA A, BHRLR03583°C T34 MIANEL
L7z,

[0075] _EFESUSHZ IR T TOoM MBI, K14mLEMA THINL , K4LHDSep—P
ak CBRERPEHE, U4 H— R e (LT 2 ARAY S UITFVR) A —N oY (H AT 4 —F—
AHASALED) ITBIKL . 5K 10mLE AV TRV A2 To72,
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[0076] [Z%4]

#£4 BERMZTRWEBEMDS A
EfH T L (HRE)
Ehahi 1 tC2

H ] 2 tC18

[0077] ZOEMATACZERETRL CHES T2, VT AlZdmol /LK LT R A
VSIA0. 8mLFHEL, W7 A O EAS LT, 3Bk, 7 7AM 0 &BKL.
[T DT N VR E ST, AT MZEIN LTz, £5iZ4mol /LKER
fbFT MY LES#Z0. 8SmLIIEL , RHEEA#RIRL -, IRWVT, FMEA T 5%&7K3m
LCHEL ., R ERTREEIN L 72T AV S AT,

[0078] RiFE CEINESIZHKIZ6mol /L2, 2mLAEMZ T, 60°CTH5y MR #E SIS
AT T, TDR ATV EWHT 5 (R4 :AG11A8, HANAZ - FyRTFRTR
— ARSI | TAIT T (FEs4 : Sep—Pak CRERRGHE, VA X —R A
T2 ARALY YT R)light ALUMN, HAY 4 —&— AR AR | S5
L (L4 AT AHLBZ S AEXTRACTION A — Mo BT b, HAY —&—
AR AR DIEIGER L TREREZITV, [PFIFACBCHK %157, [*FIFAC
BCYAK DI &L, 11. 9~17. OmLTh-o7=,

[0079] b= *FIFACBCISIIC %, Hulil RS T FIFACBC D
AL LB AR O E TR EZ RO T-, 7238, HPLCHOHT I+ 230BHA
Wik, AR BEERERWCGEERR U2 (FREE:3. 0~4. 7).

[0080] SEHEMHI1I8L EMEHI 21 TRLES W= [ "FIFACBCORBEHMELFIME L, £h
ZH99. 4%BLTV99. 3% Tholz, HARHMML —2 DM IEEAEEEZ RSN,
ZORITRTINT, EFI1BIOERFI2OWF TN TS, EREIZE->T
BLES BB (L] 1) LEL . RHD LIS D2 TO B Mi 5
WU, BRI DM EEED G FHIEL LTI L Tz, ZORER
£, ARINARSD [ FIFACBCOBIEILITLY | FEM R O B> S8
BB LD RSN,

[0081] [5]
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[0082]

[0083]

#5 HAMHIORERE

MIEEMME 1068
A B C D E F G H &3
K | 203.5 6.2 4.0 19.7 9.3 0.5 49 3.2 257.7

Emdl | 218.7 5.4 8.3 38.2 5.2 2.0 44 1.6 292.6

PEZE B ORI H RT REM:

AFEBNARD B 7 B B L AW O BRUE T IEIT, BT EIR G DRLE Sy
FIZBWTHIH$2IERTED,

[ T D 7 727 B

[K1lsyn—1— (N— (=T T ANR=NV)TI) —3—_UPNFFL - 7n

TE—1 = INVER AT VT RAT VDO RRAF — A

[2]syn—1— (N— (t— TR HVR=)V) TI)) —3—bRuafy —vrars 2

— 1= HNVRVBTF VAT VDB AT — L

[3]syn—1— (N— (t— 7" HR=)V) 7)) —3— (N7 A iF L) &
NI F=\)FAFV]—vrad By —1—INVR BT F VT AT IO RAF— I
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FEROHH
TrE(1):
k1]

NR?

CO.R'
(A, RUT. BECE LTI O REBI 1L~ 10D T N F NG T 55 I m Ha i
RAT REIETHD) THEINALE W E WD T DARE L CGEI T LT AHY
Wik E L TR BRI 2T AL, IR TRED T LDE T NV IR &

PE 22 LIizkh T RER(2)
[fk2]

NR2
—X
CO.X

K, XIZFNYLUIAIT L THY, RT, REETHD)
TRINHEWEB/IMTAT AL TRRE,

W= 2T AL TR TEL R b AN DE T I REBEONRIRELITT>TT
Fi(3) :

[fk3]

NH,
COOH

TRINHLEWEHLNIRE TRE,

EEHLTEEREET D BORME Ty RIEERA B LA ORIE R 1k,

e 2T AL TR THWAEAR DT M BIT B FEAN, REF1~18DT L F
NERTAREN U THIELEALTEEELF 7500 TS, FRELCEHROMK

(1)

(2)

(3)



[3]
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T o R A L A O RIE TT ik,
W= 2T WAL TR NS T VA VIR FKERALT NI LK TH D, 7K
1UF2UTFER DL REFRA BB DBGE T 1k,
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