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R, W R S IE AR IE T B IE R IF CORE S IE BERE 28 I RE BUE S I 5 AP EE,
B0 SN B 5T R R B 3- I

[0038]  FEAS/RBHIF— 285 77 7, ik ToEM S FE 28— R AL &4 (A) PLikit B
B AR 1-20 S BUEE S BEHT I 2 JolE, B WOl T B BUREE 2, 3- A —2- TR
2-( ZH PR ) -2- NKE.2,8- —H&E -2,8- B8 ek 2,5— L -3- 94k -2,5- ¥,
[0039]  FEASCH, CHI,D. Y. 28 A [A New Class of SN2 Reactions Catalyzedby Protic
Solvents :Facile Fluorination for isotopic Labeling ofDiagnostic Molecules,
J. Am. Chem. Soc. , % 128,50 (2006) T 16394-16397 ;W0-A-2006,/065038] .4 B, E Ve
Ja W RNAREY B OGS AHCRT RIS ) A ds In— S8 BURE, % bl I S8 A% U s B,
(" SN2" ML) A AR

[0040]  FEA KB —Lesif y &b, frid H THe i i FE s — R ik &4 (A) PRtk B 5
R, B B 1-20 Ny B BE A By 2

[0041]  FEARBHI—Lesjf )y b, b THe i i R — R ik &4 (A) PRitik B %
B, B 1R HR T IR IR 5

[0042]  FEANJx BHI— SOt 7 S8, ik s — k&4 B) A HLEL, Bl 2,4,6- =
FEMERE 2,4, 6— = FIEEMERE 22— B - T 2% -1, 1,3, 3 PUAFZE - I (TBTMG Bl L1 )  2— =%
F-1,1,3,3- PYFFEAT (PhTMG) .2,3,4,6,7,8,9, 10— \EMERETF [1,2-a] YR 1,4- —
B (2.2.2) EfE (TED) =W ZHE i N, N- XA O E L. N, N- = Z 3L 25,
N, N- RN -2- CE T EE.2,6- = - - T —4- FEMtE . N- CE - R 2,
6— —FIEALIE .2, 6— " FIEEALRE (7T B 1,5, 7- =& AR (4. 4.0) 38 -5- 45 (MTBD) .
1,3,4,6,7,8- /N& —1- T I —2H- WEig 3f [1,2-a] WERE.3,3,6,9,9- 7L P Ik -2,10- &
Ze " ¥F - (4. 4.0) %% -1- %4 (PMDBD) \1,2,3,4,4a,5,6,7- \&A —2,2,4a,7,7- FL PIHZERE,
1,2,2,6,6— 1L AILIREE (PMP) L FIWREE 1,1,3,3— PUFFEEAN (TMG) W N, N, N' , N’ — JOF
5 -1,8- 5 H#7.2,2,6,6- PUFFSLORIE (TMP) \1,5,7- =& 3 (4.4.0) %& -5- 4. 1,3,
4,6,7,8- 7NE —2H- BEREFf [1,2-a] MERE (TBD)2,4,6— = — L - T 2&Mkme ., = ( =FEF
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TR RE ) B EE T RL,5,7- =B 244 3 (4.4.0) 2% —5- 4% (TBD) .7- A% -1,5,7- =%
Ze IR (4.4.0) %% —5— 4% (MTBD).1,8- —&Z¢—FF [5.4.0] +—F% -7- % (DBU).1,5- —
BRI [4.3.0] T -5-4 (DBN).1,1,3,3- ZBF3(.2,2,6,6- PUFFLIREE (TMP) . F. F IR
Mg (PMP) . = T 3t = Z 3. 1, 4- B4 3 [2. 2. 2] =£%% (TED) 4— — AL s FEnk g
(DMAP) \1,4— 4% —FF [2. 2. 2] 3£%E (DABCO) <2, 6— — FIREALIE (IHLIE (Py) BEdEl . — 4t
FelG =R E NS RN RE AN Hunig Bk ) s L B2 (bispidine) .
N, N =Bn2- 0 JB2AE N, N = ZFEL - DA E VN, N” = (CHMePh) 2— 0 JE2AE N, N7 = —
3L -1,3- Z2 B HEE N, N, N N7 = PY A -1, 3- 2 B bt

[0043]  7E A B — 28 ST 07 b, Pk 2B R Ak A B) A 1k 2 A B
Blr2-M-TEIVAE2-CEAE-1L,3-"HFE-24-1,3,2- Z &I
(diazaphosphorine) ( ZEMGAK BEMP) A - T2 - W2t - = ( ZHEEE) BB (AR
S PLtBu) VA — T 2R 5 - = (b aeds ) IEME (B A& IR BTPP) (P1-t-Bu— = (Y
WAE))1,1,1,3,3,3- 78 ( ZFHEEHE) oA MERE N - - T -N,N N,
N' N7 N = S IR AR — ki (B AU R P1—t-Bu) i - S RE 2 5 - = (=
RS EB (BEEB PL-t-0ct) \1- 23 -2,2,4,4,4- 7o ( — 3% 3L ) -205,405- FF
SN (catenadi) (BEZEUMG ) (BEREUGHN P2-Et) \1- M - T2 -2,2,4,4,4- T ( ZFZER
55 ) -2L5, AL5- FPRFgl (B AU ) (BEZEURB, P2—t—Bu) \1- A - T 2E —4,4,4- = (=%
A -2,2- Z [ = (ZHEZERE ) - BRI 1-2A5,4 A5 FHFrahd (BEEUG ) (5%
BRI PA-t-Bu) J1- B - £HE —4,4,4- = (ZPEEE)-2,2- ~ [ = (ZFEERE) F
I 2 1-2 A 5,4 Ab— FHEegl (BEEUG ) (B EUGIR P4-t—-0ct) JJY [ = ( ZFIEE
) IE BRI ] BHE RS 1 (BREURI P5-F) VR 1, 1,3,3,3- o ( ALz gL ) -1 1 5,
3N 5 TGN - ALY (BEREGER PDPO) .

[0044]  EAR B —LESL Ty S, Ik 28 — Mk &4 B) Rk 2 4ERFiAHk (Verkade’s
base) , il i1 2,8,9- =3 -2,5,8,9- PU% A% —1- B4 =3 [3.3.3] +—%¢.2,8,9- =5
W -2,5,8,9- PUR A% —1- B2 —3F [3.3.3] +—HEk 2,8,9- =% T % -2,5,8,9- IIA
7% —1- B2 =38 3. 3.3] +—¥t.

[0045]  FEAN & B — SOt 77 S8, ik s — Rk &4 (A MRS —Fiib-54 B)
K LhRe (functionalities) SEAEAHFIM4r+ b, %5 F A AR BT IR VeI o

[0046]  7EA % B — B85 77 2, T B b idd O R (89 B o i 4 3 7 P 3R 0 It s R
W,

[0047] & [18F] J & F A Vel A ML se T PET JBUN MEZRER R & e A
AT R S 128 0 58, W FTIR [18F] i X TAE RN 5 e ni 7 b R HUAR R W A Jse vt
iR

[0048]  FEA K I —Reszifi 7 =, fEFRICHT, B Sl S R A a1 B TR
— Mtk & (A, AR T AR T H T sl 0 B & IR S A i+ A Z ik
BEVENL Y [18F] & & ¥, LASC U e drid %

[0049]  Jf T eidbbric 3, 7R AR B ) — S8 1k i SE T P, AEAR IR AT KA IE A L
sk, B BT 28 — A5 (B) , HLAE[R] T 80AN [ 1 T Fodk e ot 20 R 1 538 1A LB, in A
B EML R [18F] &S i b, sE R A BIFR i/ i .
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[0050]

SLhE 5

[0051]1  ¥&in

[0052] 1) QMA PEf%

[0053]  7E QVA & (7K, BRERIRAE N R+ ) BRI K4 2mCi 1 [18F] RE

[0054] {FH 2mL &N (/K<< 1000ppm) {378 AT 75 o

[0055]  f# A4 1201w L DBU, 120 1 L 7KF 2mL ACN [ ¥A TR IEAT HE » 89 %6 [V MEHE e o
[0056]  2) QMA ¥Lh

[0057]  7E QVA & (7K, BRERIRAE AN ¥ ) BT 21 K4 2mCi 1 [18F] B+

[0058]  AFH 2mL T ZHE (/K<< 1000ppm) e FTd 5 o

[0059] {FHI&H 281 L BTPP A 1. 5mL ACN ¥V (7K & 10700ppm) HEAT¥EM. 92.5%
(R PR o

[0060]  3)QMA ¥Lh%

[0061]  7E QVA & (K, BRIRARAME N R &+ ) B RIKZ) 2mCi ) [18F] WA 1

[0062] {1 /] 2mL T LE (/K<< 1000ppm) ¥R IR o

[0063] {4 26w L BEMP I 1. 5mL ACN ¥R (/K& & 10700ppm) HEATVEMG. 81%
R PR R o o

[0064]  4) QMA YLh%

[0065]  7F QVA & (K, BRIRARME N B+ ) EHiHE 2R 2mCi %) [18F] W 1.

[o066] A HH 2mL T4 £ NF (7K << 1000ppm) 5% ik i o

[0067]  A# & 20 v L BEEUAHE P2-Et F1 ImL ACN FRIVSW (/K& & 10700ppm) BEATHEML -
96. 5% I PEAPE I o

[0068]  5) QMA VLA

[0069]  7E QVA & (K, BkIRARAE N R B 1) e 2K 2mCi #) [18F] W 1.

[0070]  f M 2mL T LI (/K<< 1000ppm) ¥R IR o

[0071]  AFH& A 90 v L Bk PA-t-Bu A1 ImL ACN HJ¥E (/K E & 9850ppm) HEATUE
it o 97 % [ PR e M o

[0072]  6)QMA YLh%

[0073]  7E QVA & (K, BRIRARAE N R &+ ) B RIKZ) 2mCi ) [18F] W 1

[0074] {1 2mL T LI (/K<< 1000ppm) H¥ERTIA T o

[0075] i &4 150 L 4EBLismg (2,8,9- = F A3 -2,5,8,9- PO A 2% -1- B2 IR
[3.3.3] %) M 700 u L ACN IS (/K& 5 9975ppm) FEATVENL . 98. 6% HITE AUk
it o

[0076]  7)QMA yLh%

[0077]  7E QVA & (K, BRIRARME N R B+ ) B RIRZ) 2mCi ) [18F] W 1.

[0078] {1 /] 2mL T LNE (/K<< 1000ppm) H¥ERTIR S o

[0079]  {FHH& A 90 v L BEEA T PA—t—Bu. 48 u L T ZEEF 1. 2mLACN VA (K&
H# 300ppm) BEATVEME . 97 % [ PE AR

10
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[0080]  8) QMA Y Hii

[o081] 7 QVA & (7K, BRERARAE N S ¥ ) EHliTERIRZ) 2mCi 1) [18F] B+

[0082]  A§iH] 2mL T4 4 NF (7K << 1000ppm) 5 ik i .

[0083] {# & 90 u L BEEUAH PA—t-Bu. 78 1 L T4 2K My A1 2mLACN HIVSW (K&
220ppm) BEATVENG . 65 % NG A PE R .

[0084]  9) QMA VLA

[0085]  7E QWA & (7K, BRERIRAE N ¥ ) BRI R4 2mCi 1 [18F] RE +

[o086]  {FH] 2mL THELE (/K<< 1000ppm) 5 Fridk i o

[0087] A HH&A 30 L AEEUMGHK P2-Et A1 0. 7TmL. ACN ¥V (7K & & 25000ppm) HEATHE
it o 99. 6% 35 TR K o

[0088]  10) QMA yLHit

[0089] 7 QVA & (7K, BRERARVE AN ¥ ) EHiTERIRZ 2mCi 1 [18F] B+

[0090]  {FH] 2mL FHEIZNE (K<< 1000ppm) 5t Fridk & o

[0091] {5 150 LBEEAI P2-Et A1 ImL K FFERIEH (/K& 5900ppm) FEATHE
o 97 % Iy PERRBE N -

[0092] 11)QMA Y

[0093] 7 QVA & (7K, BRERARAVE AN ¥ ) EHiTERIRZ) 2mCi 1) [18F] B+

[0094]  f /] 2mL T LN (/K<< 1000ppm) H¥ERTIR T o

[0095]  {# & 150 L BEEUAHN P2-Et 1 0. 85mL DMSO [I¥E (/K5 £ 25500ppm) BEAT
el o 95 %6 IS TE AR Y o

[0096]  12) QMA ¥Rt

[0097]  7F QMA & (K, BRERIRAE N RO+ ) B SIREY 2mCi 1 [18F] &+

[0098]  f# FH 2mL Z &My TiR {5 .

[0099]  f#FHAF 120 v L B AUAH P1-t-Bu. 120mg 2, 8- — A% -2, 8- 2% Al 2mL ACN
IV TR AT VR . 76 %6 3 M eI

[0100]  13) QMA ¥EHi

[o101]  7E QVA & (7K, BRERIRAE AN ¥ ) EHidE 21 K4 2mCi 1 [18F] B+

[0102] ¥ FH 2mL ZJEMYERT IR .

[0103] & 120 0 L BRI PA-t-0ct (WM, 7E1IE CBEH ) F1 2mLACN (ST B
it o 96 % Iy PERR BN -

[0104]  14) QMA Y&l

[0105]  7E QVA & (7K, BRERARVE AN ¥ ) EHiTERIRZ 2mCi 1 [18F] B+

[0106] {1 2mL Z 5Py iR 4 .

[0107]  {F#H & 30 1 LEEEUAHL P2-Et F14 11 n L ZKH ImL ACN IV BT ¥ENT - 97. 5%
R PR R o

[0108]  15) MAX yElit

[0109] 7 MAX & (7K, BRERARAE N S ¥ ) EHliFERIKRZ) 2mCi 1) [18F] B+

[ot10]  f¥ /] 2mL T L (/K<< 1000ppm) H¥ERTIR T o

[o111]  fEAHSA 15w L BEEUGHE P2-Et Al 2mL ACN ¥R (7K & & 5220ppm) FEATVEN

11
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95. 6 % [ PERDE N o

[0112] B G HI A T T bR T

[0113]  16) QMA YifT + H FE B — F LR NS (mannose triflate) B PEARIC

[0114]  7E QUA & (K, BRERIRAE N RO+ ) B SIREY 2mCi 1) [18F] &+

[0115]  A§ [ 2mL ZJEMsE TR & .

[o116]  {# & 120 u LEEEUGHN P1-t—Bu.120 1 L7KH10. 5mL. ACN FISBEEAT WENT .98 %
fiy v Al e o

[0117]  BEWES, 8 FRAEA 400 1 L B 3E M %02 1 1. 5mL ACN FT 40mg H 2= 8 — 5 FF &
IR S ATAR G IR (5 4351, 85°C ) o WU TLC ARIC 2Ny 94% .

[0118]  17) QMA YEHT + 7 =53 T H F28H — 3 P IL I PR MG O PE bR c,

[0119]  7E QA & (7K, BRERMAE N R+ ) B RIKE) 2mCi 19 [18F] #E 1.

[0120]  f#/H 2mL Z 5Py iR 14 .

[0121]  AFH& A 15w L B UGk P2-Et FI1 ImL ACN (5300ppm) (RIS FATVEML . 96 %6 [1]
T PR R .

[0122]  [0001] ¥E Wi 5, # & ok 4 H 10w L &% ¥k B %) 90 & +.0. 5mL + £ [ ACN,
7.5 LTBTMG F1 20mg H Z 4 — 560 F LA RS, 70 =35 R ATAR 10D 3R 10 4380 JEU 7 TLC
FRICEEA 76% . UL S 24 55% (2L di45 it ) (EOB) .

[0123]  18) QMA YEJT + H T2k — 35 A L i % I8 JiCit PR b i

[0124]  7E QUA & (K, BRERIRAE N RS ) B 3IR4Y 1. 5mCi (¥ [18F] & 1.
[0125] M 2mL T4 CIE (K& << 1000ppm) HEEFTIA T

[0126] A& 30 u L BEEUAHN P2-Et. ImL A AT 7500ppm A B ARV VBCHFAT VE « 93 %
(73 e Mo

[0127]  PEMLSS , FFARAE A 300 v L AR P 1) 52 7 F1300 1 L4 ACN. 30 u L TBTMG F
50mg H &bl — IR SRR AR, 76 90 C N HHTAR AP IR 5 20 Bh o U T TLC bRid %0 93% .
TR AR 2E T 3 90 % o

[0128]  19) QMA YL + H 28 — 5 AP L R 158 Jcit Pk b i

[0120]  7E QUA & (K, BRERIRME N R T ) EHHE IR 2mCi 1 [18F] A T

[0130] A 2mL T4 4N (K7 << 1000ppm) PMHEFTR R

[0131]  fFAH&A 30 1 L BEEMEA P2-Et A1 2ml. ACN(5300ppm) FI¥BHEATHENE. 98 %11
T PR R .

[0132] RN Ja , B TR AT FH BTA e W 36 2 £ L. bmL T ) ACN. 30 1w L TBTMG 1 50mg
H b =R AR IS, 7E 90°C P TAR iP5 438l 78 tC18 | NaOH K FH 4L fi5 » LA
85% HIr=2% (EOB) 3k15 18F-FDG.

[0133]  20) QMA Yl +4— ALK IR 2- (18F) #AX L FEREIFI & B

[0134]  7F QVA & (K, BRERIRAE N R+ ) EHHERIREY 2mCi 1 [18F] & T

[0135] M 2mL THEICIE (FK & << 1000ppm) HEEFTIAR

[0136] {4 16 L BEREUG B P2-Et F1 1mL ACN (5300ppm) HIVERIHFAT RN . 97 %
T PR VR .

[0137]  PeMiifa, # FoRAEH 200 w L g8 it (49 9602 -+ 0. 5mL 42 ) ACN 15 1 L TBTMG Al

12
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28mg . L FEX R IRTERR B, HEATRRIC PR B 8, 90°C ) o U TLC 4k 93% . LA
91 % U AL 2% 7= 2 (EOB) $K15 4— FFEZKTHIR 18F- AR LIERS

[0138] i AT MEAR

[0139]  21)4-[18F] HACIK S

[0140]  7E QVA & (7K, BRERIRAE N R ¥ ) BRI R4 4mCi 1 [18F] B+

[0141] A H 2mL T4 ZHE (K << 1000ppm) MEEFTR R

[0142]  AFH A 16w L BEEUAHL P2-Et T 1mL 28T (6500ppm) HIHSHIHEATHENL . 95%
(v Ak e o

[0143]  PEML G, T oRAT BT # Ve Wi 2 0. bmL TR T .20 w L TBTMG F
15mg 4- FEESE N, N, N- = AR — 3 R e iR 2, AT AR ic 2D 38 (10 4388, 140°C ) o i
ST TLC 2EE 4 93% . LL 80 % MR L2 =% (EOB) 3R 4-18F— H AR R .

[0144]  22)4-18F— FALZE %

[0145]  7E QVA & (K, BRIRARAME N R &+ ) B RIKZT AmCi %) [18F] WA 1

[0146] ] 2mL T4 ZHE (K & << 1000ppm) MHEITR R

[0147]  AFHEA 16w L B EMEHL P2-Et A1 1mL SEFRPAILE (5500ppm) HIEHBIFAT SN -
95 % 1S TR AL VENL o

[0148] PR 5, £ F kAL 100w L g B8 I 35 7.0, 5mL T4 i U BR N 4. 15 1 L
TBTMG 1 15mg 4- FIEEEE -N, N, N- = AR — 360 Bl 1R 3, UEAT A id B3R (10 738,
140°C ) o JUFME TLC 4l 82% . LA 75 % MU ET 4L 2% 7= % (EOB) 3K73 4 [18F] F AT F
P

[0149]  23)6-[18F] & ACHHAMES

[0150]  7F QMA & (K, BRERIRAE N R+ ) BSR4 5mCi 1 [18F] &+

[0151]  {FH 2mL FHE LIE (K &< 1000ppm) FHEEFTIAR

[0152] AFH&A 16w L BEEUATE P2-Et A1 Inl SR 4% (5500ppm) WIS AT SR -
92% IR1E TERE VENL o

[0153]  Pefii ), # FoRAEA 16w L BEM A9 25 - 0. 5mL /¥ DMSO. 151 L TBTMG Al
18mg 6 AHZE BRI, BEATARIC DR (10 4381, 140°C ) o 6-[18F] FACHIMUEE I TLC Zh/% K
61% , FRCR AL 364 51% (EOB) .
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