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4K, £ X4 S, 0. N. NR*. SO. CO % SO,;

D 4 0. S. SO,. NR*# CH,;

G % 0. S. SO,. CO. N. NR*. CR!% CHR';

L % N3 CR';

M A N3 CR%

Z' A 0. S & NR’. NR*CONR*. CONR*#, CO;

R' #iiAH HE. gKABLA. ERBELEAL. -COR”. -SO;H.

-OH. -CONR*R”. -CR”0. -SO,-NR*R”. -NO,. -SO,-R”. -SO-R*.
-CN. BEE&E. BAAL. FHE. -NR”-CO,-R’. -NR”-CO-R*,
-NR”-S0,-R’. -O-CO-R*. -0-CO,-R*. -O-CO-NR*R”. 2 4.
BERA. AARBREARIA. SH. &FEARBEL;

R* ZsiA H. BE. XA &&24 BLE&E. -OH. -SH.
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BARA. AABE. IREL. GRBEARE. FAXL
A
R” fhzdbAa. aRBEA. £hRE. BEA. xBE,. 2. %
FARBELEK;
5 R 5 H. BA. KX, F4. BARL. O- 34, O-KBA.
KE. &RABA. BRAAA. 284, 2ARE. HSRBAS
A RFE BARA. SSFE. SHBA. FARASRER
ﬁi;
R* A H BA FBA. ZTEARLTLA.
10 R A H. OH. BAEL. O-F 4. BAXZL,
R 4 H. OH. B&. &, BARA. O- 4. FRAH O-FKE
&

R® HARBAL;
E ABRERKEE, REEAKEHKGBARARKGIKE, B
15 ERRTEH —AREANXARAHF LS E VNS
Y AR mE. gRBA. GRBAAE. BA. REE. IR
BZROBRRKRBRNIRE, FFEREZTEH —ARSEAN X
AHFHBOLSE Y —INFR, &

20 z

m A0 I1;
n L EIETE
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P AOXI;
T A0,

q HOXRI1; A
t A4 03,

AERLH BB XAV)LE Y,

z2
(R") 3
t NR4—LN/E—_[Dm_€CHR n]q—'Y
| o
R2
)
z av)

£,

A ATHA 5 6. TASAKRTHESEREZ, L PR KA
QHRES — ARG, FERFH—AKSANBETF T X LR
R, AF X# A S. 0. N. NR'. SO. CO & SO,;

D 0. S. SO,. NR*3 CH,;

Z'Fe A ERR T WA O. S K NR®:

R'  Biih H. BF. GREBLA. EREARL. -CO,R”. -SO;H.
-OH. -CONR*R”. -CR”O. -S0,-NR*R”. -NO,. -S0,-R”. -SO-R*.
-CN. A RA. BEHA. T4 . NR”-CO,-R’. -NR”-CO-R*.
-NR”-80,-R’. -O-CO-R*. -0-CO,-R*. -0-CO-NR*R”. 24 .
BAERA. AARERA. 234, SHREZAL:

R® 4 H# OR®. NHR’. NR'OR’ & # R? 54 R®40if ¢4 BB FH
RN LRI, L4 R R A-[CH,), B RE R4 4

R® AH 2E. ek, FA. BLARE. O-Z4. O-ZFR 2 4 .
RE. BRABRE. BRARL. L84, £ABL. HRELEA
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AL RFA BR
A

A H. B, TBRA, FAXETA;

A H. OH. BREK. O-FA. BAXTL,;

AH. B REEA. FA FABE. RFE. BAIA.
BERARRA. BATA, GLAABE. REAGEL)EL
Z BRI AR B

A H. OH. #2X. SR, BEAEL. O-F 4. KELAR O-K
BRI

L ERRS S

ARKBAREER, JAFE LXK FRGBARIARNKGIRE, F
BABRTER—AREANXABAHLESZE Y —AN257,
AR BEF. QRBRE. BREZAEL. BA. KL, 23
xzﬂwkﬁi*ﬁﬁ%%%,%ﬁ%%T%ﬁ~¢ﬂ§4x
ARFELOEEY—AFR, K

G
c'w

A S-F

s

« SRR FABRERRAK

N

?r

q

¥

4
R
8_ ()
NR—CE )
R2
z
A 0K 1;
A 0K 1;
A 03Kk 1;
03K 1;

# 0-2;
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t 4 0-3;

HEMHRROIEA T A4
5,5-=F A4 -2-(3- Ak A )-4,5- = B vk il -3- 2 8L T BS .
2[3-(4- B AR K- I)]-5,5- = F K -4-K K -4,5- = &-7k o -3-28 B F 85 .
2[3-(4-F A F A WRA)]-5,5- = F 4K B 4.5 = S ok vh-3- 2 8L TP B
2[3-(4-F AR MRA)]-5,5-— F A -4- KA 45— S vk vh-3- 5 B4 T B,
2[3-(4-FH AR MRA)]-5,5- = F RK-4-K A -4.5-Z S -k -3- 5 B T BS
4-(4-RFA)-5,5- = F K-2-(3- KA -Mr 2 )-4,5-Z S-vk v -3- 2 8L F B
4-(4-RAFH)-2[3-(4-RF LR IH)]-5,5- = F £ -4,5- — Sk v-3- 588 F 85 .
4-(4-RRA)2[3-(4- F FARAMRA)]-5,5- = F -4, 5- = Bk -3-F 8L T 85 .
4-(4-RFRF)2[3-(4-F AR A IRA)]-5,5-Z F 4 -4,5- Sk h-3-H B T Bs, X
4-(4-RFAR)-2[3-(4-FH AR R MR A))-5,5- = F Hh-4,5- — Sk vh-3-% B T 5,

FRAEB AL, BAIABR L4 C-Colilh, Kk BRI M
-5 AR F oG8 4E, AAER X440 C-Cothi b, B E HMR L4449 C,-C,
Bk, ETEZTRB—ANAREARKE RERK, Rk HERA,;

FTik Ci-Co . C-CotiZiAn C-Co e AR A Tk -
-CH;. -C;Hs. -CH=CH,. -C=CH. -C;H,. -CH(CH;),. -CH,-CH=CH,.
-C(CH3;)=CH, . -CH=CH-CH; . -C=C-CH; . -CH,-C=CH . -C,H, .
-CH,-CH(CH;),. -CH(CH;)-C,Hs. -C(CHs);. -CsH;i. -CgHy3. -C(R");.
-C»(R")s « -CH-C(R"); + -C3(R"); . -C,Hs-C(R'); . -C,H,~-CH=CH, .
-CH=CH-C,H;s. -CH=C(CH,),. -CH,-CH=CH-CH;. -CH=CH-CH=CH,.
-C,Hi-C=CH . -C=C-C,Hs; . -CH,-C=C-CH; . -C=C-CH=CH, .
-CH=CH-C=CH . -C=C-C=CH . -C,H,;-CH(CH;), . -CH(CH,)-C;H, .
-CH,-CH(CH;)-C,Hs. -CH(CH;)-CH(CH3),+ -C(CH;),-C,Hs. -CH,-C(CHs);+
-C3;Hs-CH=CH,. -CH=CH-C;H,. -C,H,-CH=CH-CH;. -CH,-CH=CH-C,H;.
-CH,-CH=CH-CH=CH,. -CH=CH-CH=CH-CH;. -CH=CH-CH,-CH=CH,.
-C(CH;3)=CH-CH=CH,. -CH=C(CH;3)-CH=CH,. -CH=CH-C(CH;)=CH;,.
-CH,-CH=C(CH3); . -C(CH3)=C(CH;), . -C;H¢-C=CH . -C=C-C;H, .
-CyH,-C=C-CHj. -CH,-C=C-C,Hs. -CH,-C=C-CH=CH,. -CH,-CH=CH-C=CH.

23
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-CH,-C=C-C=CH. -C=C-CH=CH-CH;. -CH=CH-C=C-CH,. -C=C-C=C-CHi.
-C=C-CH;-CH=CH, . -CH=CH-CH,-C=CH . -C=C-CH,-C=CH
-C(CH;)=CH-CH=CH, . -CH=C(CH;)-CH=CH,. -CH=CH-C(CH;)=CH, .
-C(CH;)=CH-C=CH. -CH=C(CH3)-C=CH. -C=C-C(CH;)=CHj. -C;Hs-CH(CH),.
-CoHy-CH(CH3)-CoHs  + -CH(CH3)-CiHy «  -CH,-CH(CH;)-CsH;
~CH(CH;)-CH,-CH(CHs);+ -CH(CH3)-CH(CH)-C, H; . -CH,-CH(CH;)-CH(CHj),
“CHy-C(CH3),-CoHs. -C(CH3),-C3Hyv -C(CHa)p-CH(CH;),e -C,H,-C(CH,)s.
-CH(CH;)-C(CH3)3+ -C4Hg-CH=CH,. -CH=CH-C,H,. -C;H,-CH=CH-CH,.
“CH-CH=CH-C;H; . -C;H4-CH=CH-C,H; . -CH,-C(CH;)=C(CHs), .
-CHy-CH=C(CH3); « -C4Hg-C=CH . -C=C-C4H, . -C,Hq-C=C-CH; .
-CH,-C=C-C3H;. -C,H,-C=C-C,Hs:

R 23% H. -CO,R”. -CONHR”. -CR”0. -SO,NR”. -NR”-CO-
iﬁﬁﬁme‘NW&%éﬁﬁE‘NW&hﬁg\&%ﬁg\
NR7-CO- . -CN. 2. B A. AABE. BARL. BAAL.
-OH. -SH. BAAMA. ZEARA. BARARL. B F. GABE. &
REBEAER, FH, FRABARLFTL.

RMBRZARE. OREL. £ARE. BA. FBL. 24, 2
FARRELRL,

AERIEEGH I8N RRTHAFERE, ik 48 ARETF, o
PPAR B — A REANERTF ETH X AARK, X 4o EXHZ L F
£ Co-Co MBRAAATHA §-3R-CoHs. -3R-CiHy -3R-CsHo. -3R-CeH,, . -
I-CsH 3. -3R-CgH;s;

BERAIE O-B KA, Frd)Efde £ XA Frid 24 B
RTEA. AL, FREL. RTALAXKAL:

AR SR EAR, FIT i )2 3K 4o bk BT 2 3L

iﬁﬁ%ﬁﬁmdﬁéﬁ%mﬁ%ﬁg,%iﬁ%ﬁii%iX;%
iiﬁﬁgﬁﬁcmm\cwm%p4m%meme%‘
-CH,-C(R'"); . -CH,-CR'(R'"), . -CH,-CRR')R'" . .CyR"Y),
{thw%,i?RWIﬂ\RWKﬁF\G\&ﬁJ,%ﬁ%R

24
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FABRAR HO-R AR, i@ A EX AR X;

R AR B RIER -5 AR TFRAMGBRARL, AT R K4 £ P
£ B g AR R R AR -OCR?);. -OCR(R!?),. -OCR(R'HR'",
-0C,(R'%)s. -OCH,-C(R');. -OCH,-CR'(R'"),. -OCH,-CR'*(R'")R'"",
-0C3(R"); &-0C,H,-C(R'Y),, £+ R'. R, R4k A F. Cl. Br & 1,
ik A F;

#Z AR A RAFRHO-BEA),-N-AFA R HO-BRE-NH-AH, FrEzi
do b BT L

BARASE HN-B AR N-—RB A AR, Pt b XA E L

HEAABA. 2. AR, HKikHA;

FRERABER S-ISAHEARETHTE, ETEERBK—AREAK
RAE RBAK, £EF Roao LR L FridF A4k hH KA. -CH,Ph.
-C,H4Ph. -CH=CH-Ph. -C=C-Ph. -0-C¢H4-R'. -m-C¢H4-R's -p-CHs-R'
-0-CH,-C¢H,-R'. -m-CH,-C¢H,-R's -p-CH,-CsHy-R'

REABEHEY —ANiE4 0. N, Sé’]—;—/?%é’]ﬁibi AR
. ZRFAAATELECHKAE, flde, XEAR Tk frRd2-4, &
o4k eReR S KL ReEe 3k FeEed 4k FoEeds-A 1,24-78
e 312,408 — ek SO 12,48 ek 3R 12408 —wk 58 1.2.5-

ek 3R 1,258 k4 L 12,58 —ep 3O | [osked B Domkedk B
1,2,5-‘%‘.,@-4-5‘ 4ookoep J L 1R R 2-mteR L 3B L 2-mkvl A
3-rkvf Al 2Kk, 3E R 2-mbeE K 3R AR 4embiR R 2w
. 4 Ak, SRR R . 3-wAR k. 4-wkvm k. 2wk, 1-mbed gk
3-vtbmd AL 4ebed R IH-wed 2o TH-wwk 33k wged R wlep k. =
A5k RA-[b]-shm Ak RORDIRAA . RiFokeb k. KibEeb .
ook . quinoxazolinyl(PEokf ook K ). AL A Bk A . W S bk
R AR, WAAENRE., ZBEAXRAATHEERK NSRS NMRK
ARBRAK, LF R4 ELATEL.

E 8 23 @ THEERM NS MRARE REKGBE, LA
AR EXFFEN; REFRE—NREANABRKE R’Ex&ééfmég,
Blie MR RTHR, BAAE. FTh. KELA. KFL, RBEXRFH
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AH, FleFE, 1AL 222K BE, #HAR1-EXF 28B4, &%
A, Bldo Nooked i | 2-skeb B 2vZwy | 30y 2-vkwhih . 3-
sk A, 2-mbnE K. 3ok 4embne k. 2R . 4-EvE R 2-wbvh
AL 3wk, 4-mbrdigR. 3-mbed A 4embed R S-mbed B 2-mbR A
2-Re L 4onEe R SooEed R 2-vEmb K 4o KA SvE K, E &
OHBEARFTERRRTRE —ANRXEIANALECELFHRMBMEGERFER
%, 4o OH-"£r£.-10,10-—&ALH .

AL LR 048 X (DA R 8 X ()R A X ([a) KA X (V)L
AR B W THEZGHBEFNRBAARG H WA, L FArdd ks
AT A F o9 th, BTUARRBEIRE Y TEZ L4t ¥
Hh e AT AE Y .

AXFHRAGRKIE “AEARMTAEN BAFREAGHENR, 2
TEKR, BPELHEHMMRA, BAALBMERY X Hh. £
BhHEMITEMAB TR, HlleRKELA TR,

A—FE, RERERBEFTIATGAERRESHFT %, L=

&M&%@mmm%ﬂﬂﬁmféﬁ&ﬁ%W&ﬁ%Q,@%%ﬁ

=@ X (D). B X(la). BXADRBXAVILSH I A B TIEZ
ﬁiiﬁ% EMAT AL,

AL L B X (1), 8 X (la). B X A)RE X (AVILESH & H 2=
FARZHEREBRNRHEITAYELE TR FTRG AT ARG LT
%mﬁ,%Lﬁ%%*ﬁﬂ%éfﬁﬂﬁi%@&%%W%

s, REARLEH L@ X (D). B X(a). #XADXEXAV)
B4 0 R K R A 0 ik

#BX(D). #BX(Ta). #BXUDKREXAV)LAHTE T A5 5457,
BERZARKFERGTET RA o FTAERT .

A& AAY ik AT IR R BB GG —HBR.

FiE 1
ZREB T B A R AT 5 A WO 02/07655 ¢4 B IR ¥ 5 & ik

4= T. Harrison et. al., Tetrahedron Vol. 45, No. 16, 1989, 5247-5262 % Ff
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BT EPTR BB FEG KA L ATIRAR, REHFE KM — a4
A 2t L 64 BR BT

7k 2:

W, #7813 A7 ik RBE (cyanhydrine)d A& ik kA B A FT L IR A EIR
X #9 —# 8 [Shwu-Jitian Lee et. al., Bull. Inst. Chem. Academia Sinica
Number 40, (1993), 1-10 % B. R. Baker at al. , J. Org. Chem. 13, 1948,
123-133; #= B. R. Baker at al., J. Org. Chem. 12, 1947, 328-332; L. A.
Paquette et. al., J. Am. Chem. Soc. 97, (1975), 6124-6134]. K& ¥ % — % 8%
AL A 5T B 64 BR BT,

G H X S BE BT B 3T R 64 B RUBL A% B AR B 4938 X(I). 18 X (T2) 3038 X,
(AV)#y Bk X — R R EM T AF 5 4 WO 02/07655 ¢4 B B & 3% & Fr
7y R B,

HA 0L F [r=0]49 18 X (DR B X (layib o4 3 TR it 5 WO 02/07655
T RTE G WA T ik A k)

AR AERBEH &8 X(la) b Wtd ik, L+ R254 REARE® &
REFERHRSTLKE,

P ILRAR WO 02/07655 8 7 i 4 46918 X (Ta) 89 BB F e A A F
T3 Sk 09 SACHBLR T4, I 2-i8 F A 1,3] = A RIRR £ AL R 2-(T
T BEA)IR KB RAL, 18 i 4E A 2t R 69 N-B A R B fe 4- = F 4 Skt
CBLRAL, MR ALK F 64 B 85 4R (1) A4 5 T A w9 B BR AL B4b R A A&
2-(RAHI)-2-38 A H-1-B(A. G. Schulz et al., Tetrahedron Lett. 34, 1993,
3021-3024), /2K 6 M4& £ ATHL S BACHR AR BR AL, 3048 1 T ol gy
B AT AL T )G AT 1,4-7m Bk A T Stetter SR (H. Stetter, Angew.
Chem. 88, 1976, 695-704).

BIh, KA RARAEH &P E 0938 X (la)RiB X (IV) ) 2 205 8 044 7 3% .

& B X (1a) X8 X (IV)I A 6 —Fb o i 63535 B 4541 b 3 /7 49 Bt
AR, B AR5 #2 B B (Watanabe et al., 1989, J. Org. Chem., 54,
17, 4088-4097; Shishido et al., 1992, J. Org. Chem., 57, 10, 2876-2883).

€ #1418 X (Tla) X8 X(IVHLS-4 49 5 i 4= Woo et al., 2002, J. Med.
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Chem. 45, 2877-2885; Knorr et al., 1989, Tetrahedron Lett., 30, 1927-1930,
Carpino, 1993, J. Am. Chem. Soc. , 115, 4397-4398 #= Albericio et. al., 1998,
J. Org. Chem., 63, 9678-9683 Ffiz ,

F—# & A X(R)RAXAVIRAE WG T R LG EES £ R
J, 4= Stowell et al., 1995, J. Med. Chem., 38, 8, 1411-1413 Afi&,

18 X (la) 238 X (IV) 6 Bt Az 694 4= J. Zabicky #£"The Chemistry of
Amides", S. Patai (% 3%)4) % %], "The Chemistry of Functional Groups",
John Wiley & Sons, 1975, p. 74-131 ¥ Ak, & &R BLEE 69 F % 4o
Houben-Weyl, J. Falbe (4 %%), G. Thieme Verlag, vol. ES5, p. 1219-59 ¥ Ff
#®, #|EGFBLE G F 4 Caldwell et al,, J. Am. Chem. Soc. 1944, 66,
1479-82, 2 Flynn et al., Med. Chem. Res., 1998, 8, 219-43 #= Dziadulewicz
et al., Bioorg. Med. Chem. Lett. 2001, 11, 5, 705-10 ¥ Bfi& .

—FTAT R LA B X (AR & F xR MUTFAF S H WO
99/38846 #E FR¥ 47, 2 G. LAKERETFTEMARA(FE 14 R), M A&
RTFAGRLARETFE I6 )X LAMAKERTEGHR, X G.
M A= L ABBF(F 19 R)&E XD 694 st 4T T 834,

FEB) = 2T 5 5 WO 99/38846 44 B Fr ¥ 3% . Organic Synthesis on Solid
Phase, Ed. F. Z. Dorwald, p. 331ff, Wiley-VCH, Weinheim, 1999 2%
Houben-Weyl, vol. E4, Kohlensdure-Derivate [Carboxylic derivatives] H#R
# Hagemann, Georg Thieme Verlag, Stuttgart, 1983 ¥ #5i& 7 4| & X (IV)
0 S Fr Pk e 7 %, T 4E R. A. Batey, Tetrahedron Letters 1998, 39, 6267-70
¥ 4G T 4| & T ARMR 4G 7 ik . 44 Bull. Soc. Chim., Belg. Synth. 1978,
87, 229-38. Org. Synth. 1984, 62, 158-64 2 Chem. Rev. 1961, 61, 45-86 J.
Comb. Chem., 2000, 2, 75-79 #= Houben-Weyl, Vol. E4,
Kohlensdure-Derivate [Carbonic acid derivatives], % % Hagemann, Georg
Thieme Verlag, Stuttgart, 1983, 484-505 + #4i& T Mk £ ¢4 4] & 7 %,

A8 X)), # X (). BXANRBXAVILAS Y T TR EFEKLE A
SR 4 5. 6. TRBAKRT, RASAHRET. TEKZ AORLY
—AREE, HAx FiEERRRE-CZ #-CZ2 R TN, ik
HRTF, RERESWALSH Z R, STHARE SR EN, X

28
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LERAEAFRE. TRATFTH—ARSAREETTH X ARARK, L4 X
#% B S. 0. N. NR*. SO. CO% SO,. A—thitZhFEd, —AskE
FTHX=S. X=CO KX X=0 AH#K. EIKAYEH_RFEY, EABE
TR X AR HA.

BAH—REFATET, BX(). @K (la). @ X ()3E X V)L
WFE AR - REH-1,2-2 4. 25- R E9-34-— 4 2,5- =&,k "h
-3,4-=K. 2,5-Z A 1H-&-3 4- = 3 2,5-Z 8 -1-F 3 -nbeg 3 4- — &
2,5-=R-1-CA-E-34- 2K, 25 25 -1-TLE A K34 4 2,5-
ZE-1-F A -EE B A etk 3 4 =

B G Rk FATEY, BX(D). BX(la). & X ()3E X IV)ko
B AR RTH-1,2-2 8 1R TH-1,2-2 4, 1-FER-12-— L5
1-ZRFHp-1,2-= 4.,

BAH Rt FAETEF, BXORE X)W, 15T H-12-
ZHERKERE 345,

BH—REFRGTEY, BAOREX ()W T, 1-58T5H- 1,2-
ZHAIT R 545,

ABX(D). &X(a)Ril X (A4 F, R'48& OH. OCH,. SH.
CO,H 3 SO;H K w9

@ XA+ R4t H H.

EBXDA%F R2A H. OR®, 48k OH 3 ORS,

138 X (la)ytee-4 F R?4Li4 35 NHOH.

EBXAVILASF R* 4t % OH. NH,. NHOH. NHR’. NR'OR’
2 OR®,

ARG FETRFY, BXO)IE X)W+ R® HXFBLALT
A FTBREATA. 48X THAATLA. THRALTL. 1-(T BL &
B)TA I(TBRAA)22-—FERA. - A BBRELLE. 2-(2-
TRACERA)CHAATA, SAARTHA-FL, MBALTL.
MARBEAATA, R-BALTA, [2-2-F 2A-TEA)TAA-LBEA
AT 2-(Bok-4-£)-T A . 1-_:5;2-%%?:&&‘?;&

ARBX(D. BX(a). BX(). &BXIV)REX (VLA F, R

29
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AL EAD FRA. O BEAAA. O-F A, O-FKRBRE. HE. AAR

E-3 BEA. ORBA. £ABRE. ERBEAL. L34
R S-FA. S-HBEA. FABE, fhikH H.

BA(D). @X(la). BXADRBXAVVLASH T, R P H. B4,
TR FRRIEFA, thikh H.

ABX(D). BX(Ia)RBXAV)F, R*AARBE, it H HR T L.

B X(D). BXT)REXAV)F,Z A 22 EM T 3H 0.5 X NR’,
B A O.

ABXIDYF Z2' 4 0. SH NR®, £ % O.

ARX(D). BX(a). BXANRBEXAV)Y, YHE. HE. B4
BARRABRRAGTEE, BARKARNKN E. RS AIKL O-E. BRA,
AR O A F A BRARARKSY O-F LB L; EFERKGE
AT, RBEFTABE- FRE-. AFAAALG—ARIANMERTFH*
HERK. YETUE,

£+ A X RNV RL R ZN 2R p e e L HRE, ik,
YAHE, FkH, Y AEEBRKGEL.
EEX (D). @B X (). BXJDRAXIV)F, B AR —A R A RAK

A REZTRRGBZEIFBEL, IH EHERKS KRR RARKH
Rrw, LeRES—AFR, BETEA—AKE A H S. 0. N. NR*,

SO. CO X SO, %) X AH., AHSLZHRFTEY, EHALKREEREH =

30
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RREZAFTEREZRIRBRE. EIRE P OB B F IR E LT, ik 1.
2R 3ANMBEBE TR EE X L ABK.

ABX(D). @K (la). i XADRBXAV)F, E ik bIE S —A %
FABREARBARGRE, -BL. 2284, B4R 284,

Eii%%%ﬁ%%ﬁ%¢,ﬁim\ﬁﬁmyﬁﬁﬂmﬂﬁﬂmO
HEH T8 BERB—ANREANABRRE RIEERRGEL, Kk—AK 2
A&ﬁ%w&i&ﬁ%%%%

FEBX(D). BX(la). @XDXEXAV)F, #ikeBAL R ZH
EmE. BEAEAA. OREE. ORBARE. L34, BASZA,
ZAMiLH R A Br. F. Cl. CF;. OCF;. THAARTFEL.

ABX (D) 8 X (la). & XDREXAV)F , 4k 49 22 3 2 2 ko 5 |
EF SIUECE S S S S S S ST S U
1H-w97d 23 | 1H-vgw 35 3 vmmd 2

EBXO)F tH£EH 1K 2.

AEX(Ta). #XDHREXAV)F t ik H 0. 1 XK 2.

FEABAXDF vikikH 0 XK 1.

FB X (Tla)RBXAV)F stk b 0 K 1.

ABXAYF r#it b 0,

B XAM)F L4kt A5 35ETF.

BN T M Rk b §BFHHEETF.

ERBXIDY Gk H . COXERF.

EARPEARLGZRSET, BXADKESH T L. M4 G B8
BT, =0, q=0. t=1, E HABRK I Cl. F #/3, CF; K OCF, BA,
MR, Y AHRBRKE R Cl. FF/K CF 3, OCF, RAKM B XL, B
A K EARK,

AAEPHERREG ZHFTEF, BXADLEYT L. M A= G b5
BT, =0 t=1, EAKRBRKM KA Cl. F F2/3, CF, K OCF; A4 T %
A, YAHRF, HAHETIK,

BEAER A —HAREGRRFET, BXANLAHT L H8E

31
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T. MARERF. G=CO, r=0. q=0. t=1, E A ABKE K4 Cl. F F=/
3 CF; & OCF; R M R K, Y A RIAK4 K A CL.F #/3, CF; & OCF,
BROERE, AYAAKRFLFEELRRGE.

ERKERH A REGERFTEF, BXUNVKESHFT L HEE
T MARZRF. G=CO, r=0. t=1, E HRIK X4 Cl. FF/HK CF;
R OCFBARGEFRE, YAHRF, ADAAKRFLAEEERGL,

EAEPLECHANRAGZHAFTET, BXANLESHF LA M b
RKEF. G=CO, r=0. g=0. t=1, B HABK LKk Cl. F #/% CF, &
OCF; R R, Y HARBRKERM Cl. F o/ CF; 3 OCF; A4
EREK, AYBEAKRHFAFEERRGLE,

EARALRAR —RHAREHERFES, BXANAHE LA M H
REF. G=CO, r=0. t=1, E AHARBRK4H K& Cl. F f/% CF,; 3 OCF,
BROEREK, YAHRKF, AALZARFLFEBEREL,

BEARRG —HAREGERFTEY, BXANMLSHT L= M 4
BBRTF. GAHRRET, Z'=0(B @ r=1). ¢=0. t=1, E ) 2R/ X4k Cl.
F #2/3 CF3 & OCFs R ERA, Y AHARRKM R Cl. F #/K CF,
K OCF; AR 6 R 2, A A B AR DAk &2 —ARdt.

BEAREPS —HAREGEZHFTETY, BXADLEOHT LA M H
BRF. GAHRRT, 2'=0(B & r=1). t=1, B} AKX Cl. F #
/3 CF3 3 OCF; AR R L, YA HRKF, A AEAKH LR ELL
—ARAE,

BEALRA —HARLG FHRFET, BXADKESDHT M AHR
T .LA&GHRERT, EAHRBRKHRMK Cl. F F/3, CF; 3 OCF,; B4 4
TFRE, Y ARBKEGRM Cl. FF/R CF3 3 OCF, MR EXL, A $
U H BB R & R — R4,

EAZRR —HAREGFRFEF, EXANMAHT M AR
T LA GAHARERT, BEHARBRKRHGRMK Cl. F fo/K CF, 3 OCF, A
ERE, YAHRF, AAHEATKRF LIS EZ R4,

B X (D). BX(la). #BX(DXREXAVIASH T, D # 0. S. SO,.
NR*2 CH,. % m=1#%, D4#ith SKE/itH O,

32
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Aok EaFEF, EX(0). #XJa). @&XJN)KREX(IV)
T mAeqHh 0, YHA. IF. gKBEA. gRKBEARKL. 2
A FRBRERE, kA F. CF;. OCF;. #—A K2 ANARAKE RIEER
REGF R, RELLE—AREANF. Cl. FAK. THRAE. CF; &K OCF,
£ & A F A

EREARANR L ERFEY, BXD). BXJa). &XJD)RAE
AN(AVLE#HF, q=0. t=1, A ARKEFAEKREZ, YHAHKF, REH
ABAR A XA Cl. F /3 CF3 3 OCF; BRAG KA.

BEARKRAH — AL FAETEY, BXD). @X(a). @&X(II)
RBXAVILSMH P, q=0. t=1, A HHKIKEFEHKE, LEEMRY 554
BARXABRRYGERA KL,

BERERAS —HARLGEHRFTEY, BXD). B XJa). #&XI)
A XAVLAHF, D=OCLE m=1), R*# H@& n=1),q=1, t=1,
H E ARBRRARE Cl. F F/R CF, Rk OCF; RAR M E XL, Y 4 KM
REEM Cl. F #2/R CF;. FARA. THAR OCF, RARM XL, H A
AR EFEIR A .

BEREPD —HARLGTHRFEY, BXD). @BXa). B X
KB X(AVYLAHF, D=OCLKE m=1). n=0. g=1. t=1, E A REAK X
# Cl. F F2/% CF; & OCF; AR LXK, Y HRBRAKE KK Cl. F A=/
K CF. FARA. TELAKROCF,BRAMEL, A AAEREZEREZ.

ERER S 4Rk EFE P, @XD). & X(a). & X
KRB XAVYLASH ¥, D=SCLE m=1). n=0. g=1. t=1, E AHKRERKHK
# Cl. F %2/ CF; % OCF; MR M XA, Y AABRRUYIETEL. T
. Cl. FH/R CF; 3 OCF, A F AL, HAAEKEFAFRE.

EAZPFAKGY FHAFTEF, BX(D). BX(a). BXIN)RE
K(AVYLEeHt, q=0. t=1, AAE T —ANEKRTH OBKRGEFEFHKE,
YA HKF, HEHRBRAKGEMK Cl. F F/3 CF; R OCF; A K
-

ERERAS — ARk FRFTEY, BX(D). @EX(Ta). B XJI)
KB XAV AEH T, q=0. t=1, AHLF—AHR Tk OBKRNEZTF
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K%, REFY 5 AHABRKIARBRRGEREfFFTEK,

EH—4FRReEhTEF, BX(0D). #X(a). @XADKEX
(VL& ¥, D=O(CtE m=1). R’#} HULE n=1). g=1. t=1, E A KK
K89 KA Cl. F o/ CF; 3 OCF; BRARMG EFIK, Y AH RBAKH AT &
K. THRKE. Cl. FA/3 CF; & OCF; IRARMFA, AAALF—MHKER
T4 OBRGEFFIKE.

EH—RHARAEGERAEFTETY, BX(D). EX(a). #BXAMRE X
AVAHF, D=O(E m=1). n=0. g¢=1. t=1, E A RERK X% Cl.
F #2/3% CF; 3% OCF; AR ZF K, Y HRIRAKHG R Cl. F F2/RK CF,
K OCF:; BMARMEE, EADRLF - AKRETHOBRNHEFEFREZ,

EA—HARAGEREST R, AX(0). &XJa). BXDREX
(AVYLa#+, D=S(LE m=1). n=0. g=1. t=1, E ¥} REAK x4k Cl.
F /3% CF3 3 OCFs AR B R, Y AABRNKORAAT RE. CARA.
Cl. F #n/% CF3 3 OCF; A RA, H A AP —18BF#% O HAK
S ERFE,

BERZXPFARGG F-TET, BX(). BX(la), BXDRE
NAVMLE ¥+, ¢=0. t=1, A AR F — AR F4# S HERGIEFHIRE,
XY HHKF, HEHKRERKHGIRM Cl. F F2/3 CF; K OCF; AKX K
.

ERERD —FAHirey ExhFEP, EXD. BXa). i@ XJID)
B XAV AY T, ¢=0. t=1, A HH ¥ AR F#& S HRKGEFF
FE, RNEHY 55 AHIBARRARNKS B REFFA,

EDH sk ey Eahas £, @X(). BX(a). @BXTNRAX
(AVYLa4# ¥, D=O(i m=1). R’# HELE n=1). g=1. t=1, E A KIK
Rt HAL Cl. F Fo/3 CF3 3K OCF; MM BRI, Y A KRB 6 AR F &
. THRA. Cl. FA/H CF 3 OCF, RARMEL, A A AL T —ARE
TS HERGEFTFRKRE.

BA— 4R AT ET, AR, BXJa). @ XINRE X
AVyLa# ¥, D=O(E m=1). n=0. q=1. t=1, E # KRIAK&34# Cl
F #2/3 CF; 3 OCF; BRI BZRK, Y ARBRKG AT AL, TARAE.

34
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Cl. F #2/3% CF; & OCF; Ry F A, B A HH ¥ — MR T S Ry
FFERE.

BEH—HFAREGERTEF, BX(D). EX(a). &XJ)RE X
(AV)iL&4 ¥+, D=SCGE m=1). n=0. ¢q=1. t=1, E A RIK&§RM Cl.
F #2/8% CF; 3 OCF, R BR A, Y ARBRORET AL, TARA.
Cl. F #2/3 CF3 3 OCF, BARH KA, B A HHEF —A8RE T S B4
FFERXRZ,

A X (D). #X(la). BXAUDRBAXAV)F, qH 0K 1. R qH
1Hn#A 031, W D#KiLAH OGLE m=1).

EARE ALY E_FTET, BXOLEYH T =1, Z'=0. Z2°=0
(LB r=1). X=CO, E ) RIAK &) A Cl. F Fo/ CF; 3 OCF; B 89 L
A, YAHAABRKORARFTERL., ZAE. Cl. FH/3 CF; Kk OCF; R,
AR, Rt A AEAFERKREZ, AR5 RPAHEHRBETHASL
XK, EEABHR R A-[CH)y ERIRAE;, RAABLAKEKE,

EALPHFARLY FHEFTEF, BXOREHF =1, 2'=0. Z’=0
(BLBf r=1). X=CO, E A REAKRH R Cl. F Fo/3& CF; Kk OCF; B4
XA, YAHRKRF, RRE#FRAEHERFHMRASATLK, LE442ZR
A-[CHys» A R*RAGL; L AAETKKE,

AR A AR 69 R X (D). 8 X (Ta). i@ XJDRBXAVILEHT 5
KA B KRBT AR, XA Tome B, HAZMHEI4N
#, &k,

RERAASYT AT %66 8 T Fg ARt e 37 4] 69 A R34 &
F, REAHAAXKER., IEXKARA:

—HGgETH. REFEL. SR, FERELTR, HAEXTH

- B X 04 RUE R

- AN RBFENMRE, BllRER. REBKL. AFETHAK
Fo. EERAMKER. YHERKRLESE, EHFRFBELSE,. F
R F#EHG. CNS . P EQETHER K. Wﬁ%ﬂﬁﬂﬁ&ﬁi
Foig I BAEAMGRE. MERERKAIAR. ARE. BHEF LM
gk, B, MRBR. TRBKERRK. Xk pEF 3#&b%m 4
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KRR GEIRA T Aot

- ERAF TR, HARENEBRXAT L, EARBRIHEE.
HEPTE ARAMAT R, ZABBRIK. BEETRSBELRERIERSE
FARBMIE IR A . ROBRS . HHML B £ . Morbus Crohn. ¥ M4 id
KA, ABRLECEMRE. BHEEE;

— T S 2 BB 6 BB R

- VAT MR R R 48

- LENASREENHE LR,

AR B R L HEHEHBER TR meBAaRE, %7
KT RBFARRBIARREB o XRER. HELEEER. BE L
IR IR 5 B HE R R).

AKRANSYETRA TR L LB R T R X EH, RES ZHAT
BT R BT E R AEAYE R R,

AKRANESHZTRA TEA OB mEEH R AR, Bkt
A 7R J5 JE Fo 52 AKJE JE (solid cancer). B, KK BAILASHE A L4 &6
VB FR TR @ieER., MR, mesE. @ik, @IRBR.
mit A Femt T, REFFRBOEZETI, FloE. BAESY
Riteg T, T A F L@ ed /& 4 %)% (generation poiesis)3 & 42
BRLB R A AR 6 7 M Rl Fatm it . LA FR I Fo b tm B0 R IRIEAL T
/J FWIRAT, TR mioe) A4 G6 il RA. 84, &5

‘&ﬁ&%‘?ﬁﬁa‘ﬂ&&%\%&kﬁ\Aﬁ%%ﬂi%m
ﬂ@&k:&&%‘zééémémﬁéi{tﬁvfﬁi(ﬁ.:‘imfﬁ)ﬂ).,

R R RERRE QR RRT R R, ¥l h MR (5o G f 5.
WO, BHB)R ERIB B LA, ATHIMR. AT, B, A, A%
B. &AM, oA, BB, Rk, R, . F5. &8. ~HH.
ABRIPE. B, EA MK, NmIktE. WRIRER. L& mEE
FegeRmieR . B FRBRABRET RNBHOARE), BF5 T-@mki £
RIRAE, oA AN hfeid /s KGEAE. BE LR,

6&%*&*% LA ez A4 b 49 HCMV 2.4, RASZ XX
BXRTRFLOEFHEXAGRE. RELE, 55344 50,000 5% 4,
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Ed 90%R B LEGEL. AmERN R RLEEBELT EL ARG,
AR RE—E@RRERLERELTARNBRG AL PG E
IR B . AKX BAA YT £ 42 1% B X5 # 4o Ganciclovir #» Foscarnet %9 3t
CRABENEMESRARETXERER,

AERANREDETR TAFH T HRAHMBALIIRGER, X
REFIARAEREGIYRLEATME TR ABRIG @A ERF
A R, A4 RE . £ R £ (Plasmodia). FI4F &R R B . B 1 & (Babesia)
Foe B RELK & (Theileria). 1836F % & . Sacrocystida. & % & (Amoebia).
RERXALERE, ZEFWYR ARG W EASTF557 R
"ﬁﬁﬂimm%%ﬁ,mma%@ﬁ&%%%@ﬁﬂiﬁmaé,u
B mMZBERRIIRG =80, LLER FE7HRA3 MK Ae
%%%%,mm%m&%&%&&ﬂi%%i%,Q%Aﬂﬁ%iﬂi
MARRT A, BRARH RIIEGAKR, B IABRFRI|ALNYE
JoF R, B KAE KT AE Chargas’H, O K F&E T4 KK A KR
R R RGEER, KEFAABALECHXGAHZ R, LiLiEA
THEABRRBERARREDWODY, FFERTEFBNRE L DY 43
ARFZREN KRG R AR — DR EREER R, £EM 3 AFEN
R IR R RAR—R) R R AR A RE MR vivax B, FK4E &
AR, FJIRFEROFRFRAER, JIRFRKFGFLE 2R
ARAR——ZBRERLR &k, G| AN 4B T & 5% (Babesiosis) B K . A48 1
ENRAmemBRA—FEN R, FIREE. FREHARTREGR
JR AR ——ovicanis #= ovifelis RF&-F £, FlRFFBLEGEIRF KKK
BAh—RIT R, JlRE. F. 8. LFE. BHAREE, HHE0H
KGR BRBRGRBEA— L EREEFRFRTRRENREKR, KL
A HRLA FTETRRBRRERBRLE, RBEA TLHFXLEERY
BYREY., BRHERTARTG AR ETF R, AERES T, A
R ARG T 5 K E I RIRF &4

AL BPA WL Tmfﬁéﬂ£XQWﬁ+KW§£ﬂi%ﬁbﬁ
£

B X (D), BX(la). BXADRBXAVILAE YR L HRFTHZHH
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AE . HELSGREMH XX GHH A XT AL 7NN, 4
R AHILH WA ZA. HFeitiT402%, LT EMEANXREMELA,
HAHA KA FE Y —Frd X (1), @8 X(la). B X)X AXAVHLE Y
REHEABTHRSY, ARFTAHZRAEFRY M i, @X1). @&
N(la). BXADRBEXAVILE WL TARLEH XL, ZE B X L@ L
%ﬂr%A%%iﬁ%T&xm&%m&r 73,

P ik ) JTuw%%n RA. R A, BRE. BEiikog
IR BmRA . R &%&& | %X Re s, xMEARE
FlRASme Y., K, &WMW%ﬁlﬁﬁﬁﬁﬁ%%%,u&%ﬂﬂ

WERH X AITEMHELH, RUAKF. LFRETHHGHXEELL .

%kim‘kimyﬁﬁﬂmkkiﬂw%%imA%%,%ﬁ%%
QA%*ﬂﬁA%%%‘ i%ﬁ%ﬁﬂi%%% B, Az
My ) F LT oA FcAa A, %%ﬁﬁ% JERRA . RARER . £4F . BhA
FLOEREBRH. A LA BB %% £ &A . ARARAE
ﬁ\%ﬁ%ﬁ,%%ﬁﬁﬂfﬁﬁ%ﬁﬂ%%@ﬂ&iﬁﬁ&md,u
BRAFERESFZEEGE, @HRARIREAFH ﬁuﬁAﬁ@ﬁ&ﬁzﬁ
i@ X (). @ X (Ja). &KX JI)HKE &ﬂwmA% KEHEFTHELHE
E\-ﬁ-b/ ﬁ/‘é‘ i#ﬁ]}ﬁ'

B, KEXAKEGHTUARE—BRHH XA, S EEELLE
WELSRR, bbb R FEAMARRGEHES, LT AE—H
T TIERENA A M A2 R, sTARGESL B A2 5-500mg.

AR R P RAURA AURTG K B & PTG R A, Blde, T
JA 3UAE . i*/&%ﬁﬂ’fﬂ’iﬁh\ /Fl . 5&5&1&«"‘5&3\;3& *%‘]%%J’L\ }:Ll
A @R A Fe AR E. TR\ &R A 6K A A 4l 4o
FERr . FEKRFRKRS LB, RRIBLBE, E4ATAFER
) FedE R GRS A Al desK. EAE. bR, B EHE. ZABF, &
SR TAEFEZHBERANAKE F R 64K, B, Hd. 2 LERAMAY
p:: I

PR 2T ARFECEA RN, FEESHERELTHMRYGRR
KE. T LA, ESUHNERREBELAEF X, HE70EKERK

..“
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SAFEBRMEE. R, BF £ 1-100 mg/kg WK E 9 H Tt
TAAEBEG MR, Kk H 1-50 mg/kg. EA i"kﬁ“ﬁ?ftfyb%ﬁw&éﬁﬁm%
Po R 29 AN 10mg/ R B 3g/R, BHH RN T — AGHECT 4525 2-4
K, RAGEN XL H

Eﬁ%$i%%%@ BHFX, UBRLHGHEALT, BFHRNE
YA HEAAEANK 10-5000mg, ik H 50-500mg. £ EE 65 X 8
BT, BRANETAHAEMGLE.

LT AR @K ). B X (a). @ X II)RE X (V)84 58 74K g £
TR EMACEH T ARETH)RE L BEH T X, LK, 4 RC X
R' it EAF R ITAK, TR H o ABARRITE L h ey AR 2%
B FRE T RN 40 FTE B & 69 BA B [F. W. Sum et. al. Bioorg. &
Med. Chem. Lett. 9 (1999), 1921-1926; Ada Rephaeli et. al. Drug
Development Research 50 (2000) 379-391; H. Ishikawa, Current Med. Chem.
6 (1999), 575-597]. R®&k R'#ik 65 & 44 % —#T4h 2 wawd, 4o J. Herr,
Bioorg. & Med. Chem. Lett. 10 (2002), 3379-3393 Fiit, LA KB ARG 5
—Ht R X 09 5 He(isosteric) B R . R® 4hik 5256 7 28 49 74K °T i i3 49
WA EEABRRITEAKR, THMELAKRANBLAFRAL G & BK[R. M.
Scarborough, J. Med. Chem. 43, 19, (2000), 3454-3473].

5 345
L3R R-1-3-1,2,3- = 3R BR 3 B AR o 3R R,-1-96-1,2,5- = 38 BR 38 B BLAT 4
#6448 B,

F£ 300W KFEITRA T, HEFESCm)HRE-1-H-12-— 5% 7
B (1 equ, 1 mmol)iE R A 70°C B, fetehfeB 4 L4 T 3 1A

BR Y FhN N-3E IR A B T M (1.05 equ). 454 o Fa B85 2 NBE. B

TAJE(TLC %), ¥R A BRAMHANE TR, AT TREEN, &Kol
AT GRR LB B R AT B ik BAT 4L, 133 3.8 3R K-1-H-12-
R F B, KE 60%-80%.

AN T 3-2- MR- 1-H-1,2-— BB - TEE T . —k Ao
AR THAE(L] equ). AHBRAART, FREMBHEH) R E 7R GE

39



200380107355. 0 o P ZE28/32m

10

15

20

25

30

i TLC Wik 2 I af), AETREERN, RAW R/ T8 LEHE
BRBATR AR BAT AL, 133 25%IF 4G 3- AR R-1-H-12-—F B =
¥ B,

B 3-RAE-RR-1-H-12- — R —FEAEMARLBR Y FIA 4 )
B, AZTHREEN. FFEAMA HPLC 41013 3] 50%Ik 64 = 4.

BIRR-1H-123-Z 5B B A CRBTY, ARSI, AT TR
TR, FFEETIFHE M A A AE i — sk,

HPTIF B BT (1 equ, Immol) &M A =R FIGm) T, H@iZEkd o
N 4-RBEABKRLT A M (equ, lImmol). TR TR 18I HE, AT FThE
B, AR KA R HPLC 4043 2130 K- 1-H-1,2,3- Z B8 4 BB Ao 3K 5,
1--1,2,5-Z K B E BLARATA M,

2. HR-1-3-1,2- 2R BR 2-48 K BLAR 1-F BRARAT A 4 694 B,

ERT, HETZFATBMEGmI) R KL-1-5H-1,2- 2 5 8 £ 5L (1
equ, Immol)# TBTU (1 equ, Immol)#yis &t 10 947, B, ArA O-
BT AFER LB (equ, Immol)F N,N-= & & A TH(lequ, lmmol),
WAREREETRTHI 18 N, A% FHRELER, FFKRAHA HPLC
AT B L =,

3.3-B R AW - BB -L B A 5-5 R IR - BB -3 B AR 2 AR,

WET RAF (3 mh#g 5,6-= £-4H-3K K [c]*k " -1,3- = F(1 equ, 1mmol)
# SR A 70°C AR ER, A2 300W K FEITRE A ATk ik ey itALd, &
RS FEWAN-RIEABLL B (1.2 equ, 1.2 mmol), 1 BB, BAFdRk
RHEFR, FEEAZTHREFEN. #EAAYWETFZAFTRGml), Hin
N 4-BIR-BER-ATAE (1 equ, 1 mmol). WFTIFEBRAE TR FTHE 18 )
. AZTFTHREEN, FRAAFEAWET TH/K, 8 HPLC %ibi3
2| 3-H AR - A B o 5B R AR -~ BB BE

4. R RBE 2- B 12 A B 490 A
H 5,6-= £ -4H-3R R[]k "H-1,3- =B (1 equ. lmmol)a i 240 5 44 B2

40
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GmD)¥, FAETETHE 18I HFIAMEHLBELA. S, AT TH
FHER, IRARMET —FF ABEARE it —F ik,

H IR R -1-0-1,2- A B 2 A BE(1 equ, lmmol)is F =& T £k
B30 T i Ande LARBE R (1.2 equ, 1.2 mmol). F R A RAWET R TH
FH 1K, FEEATTREEN., 2 HEET—HTHESLALEH
1.,

¥ 2-BHA-H - 1-H R BBRABERAE—RKTHEG m)F, HimA
— s R 4-BA-BRK, FTRRAMAETETHIE 18I, FHEEAL
ETHREEN. AR HBTETL KA.

E B 1
3-(3-A-3-F AR R4 AR AT BEE)- K R-2-H-1,2-— 5 #.
LC/(+)-ESI-MS: m/z = 400 [M+H]".

E B 2
2-C-A-3-FRK-FER AL RATFTEBE)-KK-1-H-13-2 4.
LC/(+)-ESI-MS: m/z = 400 [M+H]+°

E A 3:
2-3-A-3-FRA-KRX AL AL FTBA)- K R-1-HA B T Es.
LC/(+)-ESI-MS: m/z = 370 [M+H]".

LB 4:
HR-1-He-1, 2-Z R B 1-[G-A-3-FRA-BEXK 4K )-BLir2-2 £ B
. LC/(+)-ESI-MS: m/z = 371 [M+H]",

E A S5:

3-75-2-(2,3,5,6-19 #-3-Z A F B -BER-4- A B F BERL)-3RK-1-
WA B . LC/(+)-ESI-MS: m/z = 480 [M+H]".
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LB 6:
5-#23K-2-(2,3,5,6-19 #.-3-Z AU F BB R 4- K B F BEE)- 0 K-1-
W B, LC/(+)-ESI-MS: m/z = 480 [M+H]".

KB 7
2-(3-TAA-3S5-Z AR AKX AR FBEE)-3-BE MR- 1-HER,
LC/(+)-ESI-MS: m/z = 404 [M+H]".

L) 8:
2-(3'-LAA-3,5- = F-BR-4- A R T BLA)-5- 2 K- 1R
LC/(+)-ESI-MS: m/z = 404 [M+H]".

* B 9:
2-(3-=F R A-3,5-Z A-BAR 4K B T B )-3- B -0 R -1-
AR B. LC/(+)-ESI-MS: m/z = 420 [M+H]",

£ 10:
2-(I'3-=F &H-35-Z F-BAR-4- R RA FBLA)-5-B K 3K % -1-%
AR B . LC/(+)-ESI-MS: m/z = 420 [M+H]".

Eief 11:
-5 K 2-352-Z R -BERA- A RAFEAE)KK-1-H AR B,
LC/(+)-ESI-MS: m/z = 378 [M+H]".

FH| 12:
5-#A2052-Z A-BFAAREATBEA)-RAL-1-HAR,

LC/(+)-ESI-MS: m/z = 378 [M+H]".

E B 13:
2-(2-F2-F R - F A B T B )38 K 3R K- B
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LC/(+)-ESI-MS: m/z = 388 [M+H]".

KB 14:
2-(2-R-2-F RA-BRR-4- R RA T B A )-5- 2 A3 R-1-H A B
LC/(+)-ESI-MS: m/z = 388 [M+H]".

EHH) 15
2-(2-R35-ZR-RRA-ARATRA)I-LA-KA-1-H A B,
LC/(+)-ESI-MS: m/z = 394 [M+H]".

EH#P 16:
2-2- 35 R-BRR AR AR T B E)-5- 2 K-SR KB AR
LC/(+)-ESI-MS: m/z = 394 [M+H]".

FEp) 17
2-(3-M-3-F RA-FER A A RL FBEL)3-ARA-IRA-1-H A 8.
LC/(+)-ESI-MS: m/z = 372 [M+H]".

LB 18:
2-C-A-3-FRA-BFERALRAFTBA)S-BE-RA-1-B AR,
LC/(+)-ESI-MS: m/z = 372 [M+H]".

3. DHODH & &4 47 %] - #7

AR 5T RAMAA 50 uM decyclo ubichinone. 100 uM = S HLH#
B, 60 uM 2,6-—HHAE, AR 20 mU DHODH. Ff /i & 40844 £ 154k #m
&M 30 U/ml. 4 50 mM TrisHCI (150 mM KCl1, 0.1% Triton X-100, pH
8.0). 30°C. RHAAKAR 1 ml &M FRATIRN, HKEMHyRA, @itk
ANZSGLFBR G R R, B4 R EAR R 600 nm AL KB 4 Bkt
B ik B L2 SR IR 2 44T

BAFRSHT T BRI E T B F JATIE R, HHE 1Cs, {4
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(50%47 #| BT & e9 47 #I 1 RE ) 2 0% &R ZAF R E) 9374 7 R E .
A Prof. M. Léffler, Marburg, Germany [M. Loffler, Chem. Biol. Interact.
124, (2000), 61-76 142 4 44 & 48 A A B F 48.)s §, DHODH # 47 i% 2 B 57,
FH#B 5. 6. 7. 8. 11, 12, 13, 14. 15. 16. 17 # 18 7 < 1uM
5 #)1Csyf8(A DHODH). 5 3.4 9 A= 10 £ 7% < 5uM # ICso1& (A DHODH).
KB 1. 2. 3F7 4 L7 K> 5uM 49 ICs0 14 (A DHODH),
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