[19] i NREFEERMIRERE [51] Int. CL.

CO7F 9/6571 (2006.01 )
2] RREFEBEIFAFREP

[21] BHi{FS 200480019925.5

[431 2AFFH 200648 A23 H [11] 2F = CN 1823079A
[22] &2i5 A 2004.7.8 [74] ERKkENE FTEHEGRE SRR DSEF®E
[21] HizE 200480019925.5 RIS BT

[30] Hi5e rREBEA X HE

[32]2003.7.21 [33] DE [31] 10333042.9
[86] EfRmis PCT/EP2004/007468 2004.7.8
[87] EFsa% WO02005/014604 £ 2005.2. 17
[85] HEAERME A 2006.1.11
[71] srig A RERRE i GEED GRAFE

senk 78 ST AT 22 SO
[72] %A M- 34 B« il
Le 2] HeJ- g
H « J5 307 7R

BRI ZESRA52 T B3 9 3T

[54] %8R &%

DR I 12 T 14 661 46 7 15
[57] 5=

KRB AFET Pl 4620 (TI1) (K 5R R I R IF 1
Dk, BRI TS EEEAT: a) AR (1) (KBEmRAT A4
YigE 30 - 150°C (IR T 55 2T I Y, 7l 5
RS B R h 2B ZRET AR RS, b) R
J5 IR At 2R AE S T a) B 3RAE O 2 (TT) 15 3R e .
BF, 0 HL B Ak RO B 1 2 (TIT) (9 3R 0k = B2 I 1 O R B R )
B, 3 n %580 300 [, A R FRRMAL. o w n
W, BT HE. FOREURBEN C, - R, FA
B, RTEIEE S TR FRIREHEI C, - G B
SRR IE. PRk, KEAE BT b) BRI ER R
=R BRI ST B T RSP I B



200480019925 5 W #® E Ok B 1/29

1. —# &4 X (11D M FRRBBEF F ik, Ld@idde T FR#AT

a) &£ 30C-150CHEBAET, ¥X(DYMBRITEY L THREF#HAT
B, #FMEBRES LB CREFFERY RAY,

VMG, REMRBAETR o) FRAGK JD QKR BERE,
1% H 310 m AR AL 04 X (111) &9 30K = IR % B BF

? 7 ? l ﬁ\bl'ti?fs’tﬁ o’ 's)
HO— P- 0 l? (0] }I? OH R '|) F'> L0
R R R go’ R

i,

n % 0-300 ¥y &, A

RAMAE. FEAFHE. FROZ XM C-CGRRE. FEE B
AEEISATFE. FRGA 448 C-GREAGRAR.

2. BARK 1 7%, AHELET, $ATR b)) FHRAKIRKR=
RBMBREFIHETHHAZHEOANEN T,

3. RANEBR 1 fo/R 2005 %, REEAT, THBRFEEX (D&M
BRI A 20: 1-1:1,

4, RFZR1EIFES—RGF &k, REELET, TR DT
BRI WA A 100-450CHERE (REBANEE) TAAE 100-380CTH
AR E T #AT.

5. RAIBR 1 EAFES—AF ik, AHELET:

a) ELBMPRELYIBRFORBIHEAAH1EE-1000EE,
Fa

b) &KX (I1) 69T A% B BT 4 A K (T11) &9 37K BEBR BT 64 AL M %
Mg E AR 0.001 EB-500 £ €&,

6. RAIBR1ESFPEV—RAYF ik, KABEETEFTEREY
AT,



200480019925. 5 /A E; Ok P oFE2/2m

7. RAIBRKR1E6FEV -G Tix, KAFEET, AREMEK
WE, BB TIDHFR=RMRFERTHAIEN T, L3&
¥ & BeBL BT 69 R4 F A 10: 1-1: 10,

8. RAZBK 1 ETFEV—RANF ik, LRELET, ANEMNA
243, RTH. DMSO. HMPT. NMP. AJ%. ©k. B, Fh. 3RK
. FTK. RER. FKFR. —RFR. &5, 9f4EK, 1,2-—K
L. 1,1,2,2-mR k. LHMTE. LMLUE. LHEAB. LRT
B, —FAFBE, — AR, —FALBRKE, —CALBRK. T
B, —FRAR, RTAFE&. THF. —&%. TH. X TH. DMSO.
HMPT. NMP R €118y RAH.

9. MIAMANBRK1IETFES—HAGFTHRFEGX (I 893K
BEFRA THARE. Bt 2306 &6 Ak,



200480019925. 5 iﬁl, HH :H F1/90

R B B BT o) ) &7 ik

AERT B —FCsnth 2,4, 6-BRKH 1,3,5,2,4, 6-Z R =5
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ik 90h A, 4AHAik 60h AKX A,

i IEE), ARAB A R MR A8 B A ) AL b A AR AT 48 4G BT 18]
K AT, AR PP RAEE, ER LN E LW,

ERMBE, HEX (I11) & CPA LI E-FAMEA b, £RIEH
Fo CPA Z R RAWTIRET ZEEGLE, 2 THREINRE, T
K AT, Fedbik 10:1-1:10, A4k 5:1-1:5, EEHI4E
i 2:1-1:2, ERSEHFEAFTXT, HTHLERESFTH 4L RN LM
T, MEBH CPALBRYKEAREAIERNF,

Josbd] &6 X (I11) 49 CPA FATiER REH RAWT R F
BT HER FHARE, BB M. Feigel ¥ A, Angew.
Chem. Int. Bd. 1989, 28, 486 [466]) A=EsBisk 4 (F.-P. Montforts
£ A, Bur. J. Org. Chem. 2001, 1681-1687). B4t =4 (DB 100 63
493) Fof FZeRe9 44 (WO 99/37620), #5k, REBERKLPHF &
A SAFHRLGHRE, FPHRAX AD GKROYRER HZE
RIFEFHX I &40, REMEALFETHEGERA, XHMT
KRB ANFEFEFPEANBTN, tllol AEARBRERIEYN
BABRAEY, ORRWAWERIEN P HERTARLFEANH TR
H, #HLCLHRAZFYXSARTRAEATEMNALFT. Aot
BRI R TR B BARSE, MATUMAREERFTHENE
AR A .

TEHELHRAFT AR FHARLAGEIH, RFFEHRRL
BA PR B ix 4k 5K 64,

£

LA 1: 2,4,6-=®E-01,3,52,4,6]-ZRAHK=ZAALKIK
-2, 4, 6-= F A 6 A A&

EBEBEE. BEF. AREATFEBEGERBRAA, £K
5 AT, 4% 33.0g ®ABL (0. 27 mol) % F 189. 3g LBRAF (1. 85 mol)
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F A E R 20, BB, LB LREGREAHE 100 ESTRER
£, SR BEHME 350C, FRHFAZH 0.1 EE. £280CHA
MBET, F4 22,95 REH. XK 2,4,6-=RK-[1,3,5,2,4,6]-
ZERZRRRTHR-L, 4, - Bt (I F 80%) .

Wdo b AT 4G CPAERAE 22.9g —RFRYF, FELTAEXHH X
B FREEE .

LA 2: 2,4,6-=FE-[1,3,52,4,60-ZRE=ZHAEXIKR
-2, 4, 6-= LB # B A

EBABBEE. BF. ARBATFARBEQRBREA, 2K
5 AT, ¥ 33.0g AAE (0. 27 mol) & -F 189. 3g AT (1. 85 mol)
A E A 2h, ME, ¥ LBALKREFHRAMAE 100 EC T RIBR
£, o RBEMME 350C, FRHFAZTH 0.1 EE. £20THAE
HBAET, 4 22.9g A&t K 2,4,6-=RK-[1,3,5,2,4,6]-
ZE R RERTE-, 4, - Rt (G E 80%) .

4ot 3R AT4 CPABRRA 22.95 —FEATEBBEY, S EATAXH
BRATHEESA.

e H 3: 2,4,6-=CE-01,3,524,60-ZRE=ZHAERTK
-2, 4, 6-Z F A K B A

EHAHESE. EF. AR FRBEGEBRAN, £8
&F, % 40.2g T8 (0.37 mol)&-F 204.9g ZBKEF (2. 01 mol) 5
J A 2h. ML , M LB LIRBT O RAMAE 100 EE T RBRE.
WshaE I mE 350C, HARFATE 0.1 EE, £ 25STHAETRE
BT, 42028 REH. XK 2,4,6-=CTK-[1,3,5,2,4,6]- =
2 = BN THR-L, 4, 6-Z AL (E 66%) .

T H 4: 2,4,6-= T E-01,3,52,46-ZRA=BRA IR
—2’ 47 6—-—=—gh"t%%€‘&
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ERARBEE. BEF. AFKBESFEBEGEAREA, £R
&,F, 4% 44.8g THEER (0.27 mol) & -F 189. 3g ZBRAF (1. 85 mol) JF
MAEA 2 B, B LBRALKREFNRAMAE 100 EETRBRE.
W EHmE) 350C, FREATE 0.1 EE. £ 2ICTHAETRERE
BT, 4 30.0g &6, £K2,4,6-=T%-[1,3,5,2,4,6]- =
SRR TIR-L, 4, 6-=Fibdh (R 75%) .

Wdo st kA0 CPAERAE 30g —RFRY, FETAIHY XA
FHE A K.

£ S: 2,4, 6-ZKRTE-[1,3,52,4,60l-ZRE=ZBEARIR
-2, 4, 6- = fiudh o4 B

EBABEE. BF. AHEETRRBEQRBRERA, £K
£,F, 4 44.3g SRT A BB (0. 27 mol) 35T 189. 3g Z#AT (1. 85 mol)
H A 2h, BB, B LBATREFFGRAHE 100 ECTHIER
. BB EHME 350C, FRJFAEE 0.1 £E. £ 260CH
ETREAT, P4 27.6g REH. XK 2,46-=23KT A
“[1,3,5,2,4,6]- ZRE=ZRERTIK-2,4,6-= R (K #
70%) .

Wdo b 3RAF M CPARREA 27. 65 —RTFHET, FETREMFY X
AT EEh k.

L4 6: N-TBA-L-RE A RBE-L-% KB T84 R

3% 0.1g L-ARBRFEs 8 (0. Tomol) . 0. 2g N-ZHA-L-XE
HEE (lmmol)#= 0. 55m1 N-F A Gok (Smmol) %M F S0ml #9 =K F
B, AAHE-10C, SN 0.5g 5 A EHEH 16 CPACHCL, ¥
50%; 0.8mmol), HAEX &M FTHIEARESY 3h, AREEZERTH
72 A, BEORRESARLRSE A LB IN BCLER, fed
NaHCO,. 46#= NaCl e RMBKER, HA I ABRE TR, LR
BRERE. FA0.18g 8 & N-TBA-L-RXEARKBE-L-ARRT
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B (88%) .,

£ 7. N-LEE-L-XEARBE-L-XEARHRART B4 &

¥ 0.38g L-XX BAAMTFEEE (1. 8mmol) . 0.37g N-Z A
~L-F A B (1. 7mmol) = 1. 6ml N-F X Gk (14, 6mmol) & & T
30ml W —FRBEF, H44E 0C, XifA L 2nl 1§ h £EH
269 CPA(—F A FStEET 50%, 1.9mmol), £ 0CTFTHBHARSY
lh, RBAETBTHE 120, HirABLRLREFA CKREF
IN HC1 i . 484 NaHCO,. 48fe NaCl AR AKER, #A AL HR
BT, SRBEHBERLRE. £ 0.53g A& N-TBEA-L-XE
ARBE-L-XARARRTE (84%).

sted] 8: N-ZBEA-L- XA ARBREA-L-ZEARAARTEALA, &
ik AL s 5 PARRE 4 OPA

% 0.38g L-XA BAAB TE ML (1.8 mmol). 0.37g N-ZTHBE
~L-EAAEE (1.7 mmol) B 1.6 ml N-F Aok (14, 6mmol) E M T
30ml Y —FRAZBAT, H4HZE 0C, XA L 2ol 4= EP 0 527
442, LB 1 PHAMEH PA(CTRATBEY 50%, BTFHERK
ko, BREBLRTHE), EICTHEHFEARLSY 1h, AREZERT
PrE 12 0B, HiEERBIRLARE;A CHER IN HCLER. 10
Fa NaHCO,. 46 NaCl e RMAR XK, FIAa L AMET IR, LRSI
BEERE, A0 14g 6 N-TBEA-L-XREAARBEA-L-FEA AR
B EE (22%).

sHEb) 9: N-ZHA-L-XAARBRE-L-XEXRERTROGESA, F
42 F L E A S ARk mE 4y OPA

3% 0.38g L-XARARB TEsE 8% (1.8 mmol). 0.37g N-ZH X
L-EX B A8 (1.7 mmol) A= 5.0 ml N-F X Bek (45. Smmol) iE 8% T
Iml W —FRBET, FAHE 0C, XN Sml 4w EP 0 527 442,
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L) 1 FHAS LG OPA(—FTETBEEY 50%, i FHaARKSL, B
REBEELRTH). £ OCTHESEHERSY 1h, ARETRTHH
12 Joit, HigEAR B RLREHA TRES IN HC1 HR. fof
NaHCO,. 4&#= NaCl &M EIR, WA NADZMBREE T B, TR EH
BERERE., L0555 HE N-LBA-L- XA RERBRE-L- AR L
B B (87%) .
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