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3. ARIBACRIESR 1 882 W77, HpESRA RN ERNERE
AR AR SRR, S4B M Ea TimREESE .
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i 10,11- —5-10-F23-5SH- - [b,f]Y Bz [A-5- B Bl 4% 10,11-—
2-10-5-5H- 2R F-[b, {1 B Al -5- F B 1 7 v

AHER 2002 4F 5 H 22 HISA W RHBHHA “10,11-=4-10-
FREE-SH- I [b, )0 BRIA-5-H ek & 10,11- —50-10-5-5H-— K Jf
[b,f]7Y B [Al-5- FR B 1 4% D774 1) 02810591.5 5 HITE K 73 S HIiF

AR A

AR K 10,11-5-10-F25E-5SH- K I [, ]IV e [F-5- H Bk fii
(1A 10,11- ~&(-10-%-5H- 2% 3 [b,f]0Y e R -5- HH W e (2) 4 61 4% 5
%o

B R AE B R 78 T (oxcarbazepine) AL & H) (2) %) T V& I7 B hE B
BAMERME, H B AR D PG (carbamazepine) (1L &4 3,
Horf R=NH) R B INZ J), & 5752 —Fh & A0 S U R
29%)(Grant, S. M. et al., Drugs, 43,873-888 (1992)). tL &¥)(1)H & —Hf
NAMBAPRREE NS, JFHFEL EREQM EER Y
(Schutz, H. et al., Xenobiotica, 16,769-778 (1986)).

R T AP RIE S, A P()FI(2)IE 7T LA AE % —Fh
B 53 T I B IR R A (S)-(-)-10- L B & FE-10,11- —&- -SH- %3
[b, 177 BEIX]-5- 1 Wt fi(4) 48 F P [a] 44 (Benes, J. et al., J. Med. Chem.,
42,2582-2587 (1999)). KKk, —FpAalt. &5, M= HME#Z
HI R AR 25 X PRI S ) B FE R PTER Y, DL sh e AN i B 3115
AT RAE 25 )45
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. -

(1) (2) 3) (4)

SERTIR KR EA S PR S BE SR E R 0 & 2K B R IR
FMAFIHFEMLEY 3, Hb R=NH,)E8:E SR EMLE Y
3, Hr R=CI), FHALLLFER = (~60%)1F 2 E M ENLEY)
5, M R A NH, 8 Cl) (Bellucci, G. et al., J. Med. Chem., 30,768-773
(1987)). RJa, HAMG)EIZE, BEIS).
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0% R
6 -

18 5 72 B2 Y R e [B) U 28 FF R 3 E 1 1 3 LS A I 2
AR ReTE . 55 ATHITEMREFERELIEN R H
e B, ARTRIERMEE, H BT Z kDS F 147
XM EERA. hEDQHEMNMEERECHEMED AL
(Kittelmann, M. et al., Biosci.Biotechnol. Biochem., 57 (9), 1589-1590
(1993); Chem. Abstr. 120: 75516) "Mk ki B AL AL IR E AL (Yang, S.
J. et al., Inorg. Chem., 37 (4), 606-607 (1998); (Chem.Abstr. 128: 140628)
FAd IR R 25 BB A E 4 (Nam, W. et al., Bull. Korean Chem.
Soc., 17 (5), 414-416 (1996); (Chem. Abstr. 125: 86408). SR IX LTk
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HRAE G KL= 1 .

RENIS) LG RIE, RSNyt iT EdE
VIH S5 BTG (2) (NL 7902811 & HU 63390). 1B EXEiRXHA2
WHE S BURE . ARG R R R, REFERMUEE, A
QMR H MR PEN . Ak, &4 EELSATLLE
HEALY(S) 1L REZ(1) (Baker, K. M. et al., J. Med. Chem., 16 (6),
703-705 (1973)). {HZ, #EMAFIHEEZIET S H BB &5 %L
PER.

WA B A A R R AR R R B od R R A
(W09621649 & W00055138). B2, HEEIE(D)MAEMRGI &R
BRIE.

Fit, MIEHENEREARPHREZ —FEFF. &8 (scaleable) H
AR R AT AR R, R BE S KERBH D
TEE3), H& 10,11-25-10-325-SH- " ZK I [b, {1V BE [Al-5- FH EE A& A0
10,11-Z5&-10-5-5H- Z 2K FF[b, {17 e [Al-5- R Bl

KA

KR AH—A BAr 2R E—F oA 10,11- 25-10-525-5H-
2RI [, IR BEE-5- FBEAR(1)#1F 10,11- Z50-10-5F-5H-Z & H[b,f]
Y R EA-S-HBLRE )7k A RBIR I Bir 2R dt—fE e T I
BEAPE S HIE,

Rk, ALZWARETEE=ZSERE, B0 HETHREN;
() B E D FF A MG FTREREL, A RSTEFE (3) #H&
10,11- = 5-10-¥2 F-5SH- 2K I [b, 1Y BE (A -5- F BERZ (1)F1 10,11- =5
-10-4-5SH-Z & [b, 17 BERl-5- Bt R ()M 7 ik . RIEARH, Xk
IR B AT DL B A Sl . DRI, AORBARGE T —F M ETE
HIR3G) (R ERE. ARAHE—PRAE T REFESERGOFG)

I
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B AEFBELERGMG)MERE. BE, ARPERESETEERE=A
FBG) (AT,
DA S M M IR 20 3R (1) (i) FA(iii).

S IR3)
o4 L0
o)\NH, ' O)\NHz

(3) (5)

575 R PR AL T B L[] 0 B PR VR R R B EE(3)
g BEAFRRFER P AT Eid Z KT . K] LAFETTHLIH
HIFFE T RET. S LREBRIH, JFH LA S M ZBREBE
F EE1E, BEF RN RN EMAMRED KRG &
(Hudlicky, M. Oxidations in Organic Chemistry, ACS Monograph,
Washington DC, 1990). ik fi ] 1.5~3 BE/R [ ET LR

EUMEEERNAFEIANE. B, TR L. LB,
BRI BRIRER, T XLy AR A SR F R ER; JF Bkt
A 2.5~3.2 BE/R BB, JLFF e RAELTIN T EA R M2
EEH, BEE. B B . MRNEEY.

ML RETIEIE Salen B ZBEAEA QD). EEAV)
MRERW. X T RIFMENLREF 0.0025~3 mol %HHELTIRIE
. MBRMERE, wTLMEAMBERELA], B0 Adogen 464 X
Aliquat 336, WIRTFE, LRBENAFIFTUULIAKR. FiREBERR A EE
et mE R AR R b, TR U e R R il i

{7 B PR BE A, TR R R AN EENE R, B

6
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2-4% wiw BIBAR AT 2 PUIE R .

B, MRERFEME, RFRSIBF R UAER, FERSTE
@) LU ZER LRI IRIE S RS W . R —FERL T,
FEVEL RN I N 58 S - TENLRR 2044 < B B AL 771 =T LU i o Bk
k&2, 3 B8 n] LR R RNV A VR I R R B It B i E A . RS
YA B, AKFBRBREMIEE. AT EmG)rTUES T
BYERIRRSE, FHOMRFTE, NEJWBERWN LR LERESEN L
RS FAENER 1~6 MR TS, P2EFETE %LU L,
F Hif it HPLC 43§ =@ % A>97% 4L .

P ER (i

S0 C00

(5) (1)

i EALP(5) O TFER AT LA a7 B M@ i A0 S RS Bl i b Sk 3K
. BA1E S RIUE I AT40 Bk 3 R N 444 7T L3RR S B Rk m 7
R, MTFELEES, ST MALE LA fBEE S
WHREESYHR R, HFAEZSRTHEREY X E RN .

Pk LA, PLE sk MRl an R o PE P Bk b, R R
fFH 0.1~1 mol % HJ 5~10 w %4EFER & L. LiEHLZ 0.2~1 mol %,
AL 0.25~0.4 mol %) 5~10 w % EE A b . AR 5~7
w %A A L. BAEERIVELT BB IEFELE T kYR
=,

EMEAHREETR K. FR. PROMFRE, FFEEE
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i 1.5~3 MEERYE.

LIk ) R EFAFEA N — A FRNEARRE. flinFE,. Z
M RNENER 1~6 MxIETFHEELUEK, 838 RN _FIRBRT
REYTHIT. RANSEHAEFE. TEMKBE T RIFHER.
DA RIMAKREHR | AR E AP0 &) 58 T k> Bl =4
o RN .

Pk R NAER SR, Bl 15~25CTF#T.

TER N SERR S, AT AT DLt ol oot 7k 8 1 BRE R SR B, 3
HIBBAT U EREFTAR. MEFRE, Hr-¥v] UFEE LS, B
N 2R Z B8 s n F R IR B A B 4

WS, &R A (5)TEE S
BRIPHEASYT, BREVWEETENA . &S00 mER
BEWALE FEHGEELEEBRHERDHEE. RIICEH Pz
(49 20 AR E N FKE | BRI ENYNIRE T RITHEE,
HEEAE A B AR KE, BT REFNER. B2 RIMAKIR
EHLG 1 FIRFEA N E) SRR RIEY T E RN . BB
LRI LA FTREN, JTHR =EER = 2RSS RN
CATR RN INE, BT EORIFIRERME=R =%, F
PUBR 0 B IR AR IR B AL A 3~4 BEJR 48 . RN AT AZEAS R KR
FEMERNT AT, BRIEMFERE(15~25C)2MiER. S8564
A DL BT R NVIR AW, JFAAESERRMET (1—3 /N, fELF
A LB I sk bR 2, PR LR TR AL SR HH A P AR
77 R E .

RSB MELEN RN P REETE 85~95% 35 H
W, HHEFEY R E>97%,
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P BB (iii)

-"—'-»

(1) )

TP CAIRE T MERTEBEATTHIRELH
T FE (5T HEAL: Murahashi, S. 1. et al., Synlett, 7,733-734 (1995)), (& F& £k
1L Corey, E. J. et al., Tetrahedron Letters, 26 (48), 5855-5858
(1985)). ZTEIRWAATFTE T Flid ZBRAH A S AL R S B Y I FE Al AR
1 (Morimoto, T. et al., Bull. Chem. Soc. Jpn,. 65,703-706(1992)). {22,
R EE A B T EE S S A1 S 7 2 5% F 8l
Muzart, J. et al., Synthesis, 785-787, (1993)).

B2, RYEA K B B4 576 FIRFAE E(l)ﬂ‘]’fﬂtiﬁaﬁﬁ?ﬁ#ﬁ@
BZ(1) & B AALFE DA Em P A it 28kt R
F, B LMERIEI ) Adogen 464 or Aliquat 336 E@*ﬁ%@%m‘u o 18
WHRE 3~ BRYENE 2. SSNERasE Rk i _—&H
BE 1,2-— 8 kt. MiENEBRELTIZ=808. —8hiE. 2R
B, mERE. SASOMEERENN. ORFE, £BEL
FIAT AL R . Bk BERAR S B AE P PR B A AL 48 :’fuﬂcﬁii'lﬁ
MRS £ b, TR AT BATE f A J 8 3ot a7 52 o 8ok B8 4 b Bl
2~4% wiw FIEAR AT RIUER, FH B AM 0.5~5 mol%ﬂ']éz”}%ﬁé
WHIHTEAR

B, IR TEERNE, WO B INIUF AT LA R, I HLE AR EE(L)
AT LUIIAGT SR FME AR LG R R S SR ZERA A R
56 G, SR R AR AT DU PE R R 25, I HLugwar LUH

9
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KELRIE R R B T BRI ED . K5, BYMEKELS S, B
IKFBRRR SN VER . M E TP () AT LUB T 28 R G HLIE FIsk 3k 18 3t
HmRFE, NEAMBHNZRIBRENZERFABENES
1~6 MRIR TRIREP2ifth . F=REHETE 85% LU b, 3 Br-¥diEa s
>97%.

RIER KA —7HE, R T —FEEA LSS BRI+
#% 10,11- Z&-10-F23E-5H- 2 FF [b 0T B K] -5- R Bt ()M 7k, H
B R DR 5id 28B4 BTN R =4 1a, 10b-—4&-6H-
T, PR LKA B -6- R BERR(S), EEREEE M IENE
BEAFNEE THECEES. S8 EMELSBBAANEET
HAHASEBRNETFHR R FEFFE 1a, 10b- =5 -6H- &3 [b, f]FF
HZIG[A]NY R -6- FEEIZ(S). i FEARIE HUARIE7E R 55 LR B B3)
FNG) T RER BORFIE R IEAT -

RIEARBEM—A T, AT M 10,11-Z5-10-F2F-5SH- K
FF [, £ BEE-5- FBERE(1) %1% 10,11-=4(-10-5-5H-— 2 3 [b,f]Y B
H-5-PELRR ()7L, EAEBREEELR LEENERPELESE
BIEAFNFET ST 2B RNREM 10,11-Z5-10-F5%-5SH-—
R [b,£17 B A -5-H BEAZ (1)

RIEARBPFT—ANHH, RET MBI EESSEENE
BARFIRIAFE T i EH B E TS B EAFINFEAET
HASEMAEITFIR 1a, 10b- "5 -6H- 3K FF[b, fIFRE LK [d]NY B2
H-6- FERIZ(5)HK A 10,11- & -10-F3E-5H- ~ZE I [b,f]7Y BEA-5-F
BENZ (O T7i% . ZFERIEHARIETER X LR T (i) # A H 4 E
KHHAT

RIEA KA —HH, AT —MEELR FEHNERE
iR EVGF(3) 5id ZB A& B A RN A= 1a, 10b- 5 -6H-—
ZIFb, (PAR K[V R -6-F BRI RE . TR IE R 3E

10
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B R LB S IRG) T Fid B FFAERIEAT .
RIEA KA 7 — 7, | T —FHHlE TR ORIy
vk

0
>
0

R, R BE. B, MRE. SHE. M. i,
be 2R, FEEMER; AF “RE” BRAE B8 ARETFHE
FEEEEIREE AR “XE” BER. & ORBIL RE
BiRRA 3~6 MERETHRFREMER; FERE “FE” BER
WA ARG EE . I RBEENRRZEE, TR EaFmEd b
B TTIEER 10,11- Z5-10-F23-SH- 28 3 [b, {0 BRA-5- FH BEAZ
SRIGALFR 10,11- 25 -10-F35-5H- —ZIF b, {0 BEIA-5- B = £ 4
(6L EY . ZH(6) 11k -& PPk il B4k 10,11- =4 -10-
F2FE-SH-Z 2K I [b, 7T BE K] -5- FR B i R 1l 4%

RO EDERNEEEFIE 5753646 SHEFLH
B, ZERHRNEIAEXESE . ZHTETUHRER
US5753646 /A TFHIMTATL &S, Blan, WFE7E US5753646 HIsEit
B 4 FRERI—FE, B TEFE 10-LBEEFE-10,11- 25 -5H-ZF I [b.f]
Y BEH-5-FR ke, ATLLE) 10,11- —&-10-323-5H- Z“ZE I b7 B2 A
-5- A BE AR nE ) — SR R BRI T I R B S P A

US5753646 KIS 4~17 FHH#R R0 -E )R] DO S A0 & 24k
B P BB SRAEF= o SEHf 18~23 IR i1k & 40 mT LA FH & 2 i 3R R

11
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kAT,

B, AR AR LASI& TR E Y.
(1) 10-Z B3 2E-10,11- =& -5SH- 3K 3 [b,f]FY B K] -5- Bk ik
(2) 10-ZK B BE4HE-10,11- 25 -5SH- — F JF[b, {1V B H-5- FF Ik i
(3) 10-(4-FEFEFFELEF)-10,11- =5 -5H- = 3 H: [b,f]AY & H-5-F
171573
(4) 10-3-FHAZERHF A FE)-10,11- =5 -5H- = F I [b, f]AY B H-5-H
I iz
(5) 10-(2-FEEFHFBLEFE)-10,11- & -5H- = F H [b,f]NY BEH-5-F
e iz
(6) 10-(4-THFEF FELE 2)-10,11- =5 -SH- 2 I [b, {0V BEE -5- FH
&
(7) 10-(3-Ff 22K F A £ )-10,11- Z 5 -5H- = 2 I [b, [ B2 -5- F ik
fi&
(8) 10-(2-FHEF HIEE 2E)-10,11- Z5&(-SH- 3 3 [b,f]RY 55 K-5- B ik
it
(9) 10-(4-F A FELE IE)-10,11- — 5 -5H- 3 [b, {IFY = [H-5- F B
(10) 10-(3-F K Bt FE)-10,11- & -5H- —F 3 [b, 7Y BEH-5- F BE i
(11) 10-(2- LB 2K B4 2E)-10,11- 2 & -5H- — 2 3 [b, {]7Y R H-5-
FA B i
(12) 10-AEEEIE-10,11- & -SH- 2K 3 [b,f]7Y BEEAI-5- B Pk it
(13) 10- T BEEZE-10,11- —&(-5H- —Z= b, f]7Y B [Al-5- B Bk iz
(14) 10-87 R BEAR 2E-10,11- =5 -5H- 3 3 [b, (1Y B B-5- F Pk fiie
(15) 10-[(2-TAZE) LA FE]-10,11- =& (-5H- 2 I [b, f]FY FE A -5- B Bk
&
(16) 10-[(2-Z3%) EBEEFE]-10,11- & -5H- 3 IFF [b, ] 57 K -5-FH ik
Ji&

12
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(17) 10-FEAE BE A FE-10,11- 5 -SH- 3K 5% [b, )Y BR [A]-5- F i ik
(18) 10-FA R EEEFE-10,11- =5 -SH- 3K 3 [b, ] B [K]-5- L%
(19) 10- S BEE2E-10,11- Z&(-5SH- 2 JF: [b, 0T BE [A]-5- F F i

(20) 10-ZK ZBE A 3E-10,11- =5 -SH- K [b, {10V BE [Al-5- F Bt iz
(21) 10-(4-FEFEFRIE)ZBEIFE-10,11- A -5SH- K I [b,fJNY R A-5-
FH BBk

(22) 10-G-FEIERE)LBEEIE-10,11- 5 -5SH- K I [b,f]0Y B A-5-
A B i

(23) 10-(4-FEEAE3E) Z W 2E-10,11- =& -5H-ZZ F[b, {0 B [ -5-FF
it

(24) 10-G-THILZEIL) ZBEE FE-10,11- & -5H-Z 3 [b, 7Y BEA-5-F
Wt fi

(25) 10-HBEE FE-10,11- —&(-5H- " FF [b, {0V B2 [ -5- B Bk i

(26) 10-FHABLE Fe-10,11- & -SH- = H[b, ]IV B K]-5- P iz

(27) 10-5. L WEEFE-10,11- = 5-5H- 2K Ff:[b, )Y BFIA-5- F ik i

(28) 10-¥R Z L& FE-10,11- —&(-5H- 3K FF[b,f]0Y BR &l -5- B i

(29) 10-FEEE FE-10,11- — & -SH- K F[b, f]0V BEA-5- F A%

(30) 10- ZE IR IEEFE-10,11- 5 -5SH- 2K IF:[b, 0T BRA-5- FH A%
(31) 10-Q-F A BEEF)-10,11- 5 -5H- 2K FF[b, 7Y BR [A-5- F Wi

10,11- =&(-10- 38 5-5SH- 2K 3 [b,f]RY B [H]-5- HF Bk i vl AR 35 93
FRFELR)-(+)-FN(S)-(—)- L4, BT L& k&4
71 (R)-(+)-F(S)-(—)- Lk FFg o

XL A B AT B AT A (s aUl 522
EZBEAREGH THEES LB HEH AN A EAAY . Xy
YRGB BT DL T a7 L R B B 2 R G0
RE, A QR AE o

13
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AT TT A B 8 T T ) 1 4% S ) SR A 15 1 P, AR
SEHE G A BERRE PR B AR N BRIV « DX ER R A R BCR
R THREKNEEMDT, HENESUNENIXT T AEIARA B2
R

BT 7 3
SEHE 1. 1a, 10b-Z5-6H-—%KFf [b, {135 LK% [d]VY BEKl-6-F B fiz
)

PRI R D PEE(3)(200 75, 847.5 ZJE/R)FIBRER4M(287.4 72,
2711 ZER)M ZEFRBFRP AR AREENE SRR
(3. 5% wiw, 3.46 7T, 0.77 ZFE/R). MfE, £ 1 /DITAERFHMALZ
FR(9%H ZIRESI, 432 T, 2538 ZE/R), FRERH EAER
HEIRE R BFEREY) 20 435, REREF 20 8. A5, Sk
EIRBENFI A ML A R 5500 Z2H)Utik; @l ia &
FALBRR AR RN . M ISR A WARERAI(20 o) MEK RSN (20
FYHIKQRS0 ZFERBEFE | M. RBHATHAE, FHFH STk
(50mD) ZEBUKAMH. FIERAEIUZAK00 ZF). RBREMEIK
IR (100 ZFH)PEE . FR/K(100 2 ERKPES, AR5 ATKERER
TR E. BRBAEEZERS, KMSYUES, 40°CHERRR
FREFEERHIREAD(S), NZRIERE S &5 2= B OB 14~Y,
1942 57" % 91%).

S 2. 10,11-"5-10-F2 F-SH- — ZE 3 [b, 1Y B Al-5- H BE R (1)
(a) EHEHEE

EZEBEFAEST, [/ la, 10b-Z5-6H- K [b, A LM [T
B[R] -6- R BERE(5)(5.03 72, 20 Z /R FEE (100 ZF). ZF FH(50
ZFHFK(GS Z2FHRIEBR T IMA P REG.78 70, 60 ZE/R), #EM

14
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A 10% 57T R ERAE(540 275, 0.51 ZERE). B REVES
BB 1 /BT, AR5 IR i T 1 Sk B AL e R
K220 ZFHULER, I BBTRUEI A0 HUAR YL 5 28 IF R oK AR BN T
o WVEFFERBRIGEFE7EREE, KMANES, 40°C)F ZIMEE),
ML ZERQRO ZMELRBBE R ERE, 47 TEEE: 93%).

(b) fEILEAL

ERETF, MHFEM 1a, 10b- - -6H- _ZKIf[b, {IFFE & [d]Y
B A-6- R EERZ(5)(50.0 7%, 198 ZER)KIFEE (950 ZF). K50 =
THAI=Z1#E(64.8 55, 59 ZTF, 641 ZEE/R)VBEMHER TN 5%5
TR EMNEQ29 %, 0.61 ZE/RE). £EEMKKENT, A&
SEET RNIREY 2 /N, ARSI IR I A 5 R Bl A A
JEPTH Z& R0 ZIHUkEk, HARIER KB VAR > B HAT
KRR T 5. TIEFHERBREHERS, KISHES, 407C)
BEPAEE(), MZERLEE(100 B2 EL M3 B @Rk, 46.7 (™
E: 93%).

SEHA) 3.10,11- - 5-10-5.-5H-_Z5 55 [b A1 B IA-5- R (1)
EERT, BHERN 10,11-24-10-83-5H-ZF I b, B K
-5-HBERZ(1)(100 38, 394 ZEE/R)M 1,2- R ZEE(1000 ZFH)EHH
IO B RE e b B EEAR R 4H(46.0 73, 0.34 ZJER/TE, 15.6 ZEE/R).
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