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AF/ZEAI-6ABRTFORRE. IHEAAMMTOAETE T
2. EAL. FaAk ETEA FTE &TE AR FAXK
Epr k.

KiE “Cl-4 A~ BHEL La XM,

KiE “C2-6 Riafel A~ ARBAA 2-6 ARRTFHACHE—
ANBR - AZROAARIERERERAEA 3-6 ARRTHA
63 1 ARNENFRE. IHAAWHATERELEE. TRE. 1-
Fr-EmHE. 1Ff2-Fkit 2-FE-2-AKE 2-THE. 2-Th
£ FABEFFTHE.

KiE “Cl-6 WAL EREI-AERETHRETEA 1-6 A3
EFHARIIAREANBASLARE Y ARETRETEA
3-6 ABRBTFHHREEMBAGLE. AHGEAHNTOLETARE,
ZEA. EHAA. FAfE ETAA FTEA #THE &
TEE. FHRAXFHKIAL.

A& “HE” AREBR. K. Bt

K& “Cl-6 BREE” (HefFTE 2-RTEHM=ZHATE).
“C1-6 ERBEAL” (W= RAFPEL) P “Cl-6 BREL” (HlBr T
£ 1-8R2 AR 2-BECR)EENRE.

RidH, KiE “Cl-6RAZBRE” RAVEHAA L FLRBE,
RTEASS L osrT Ak,

A& “Cl-4 oA~ EXBH-AEEARLSTEA 1-3 %R
FHIMIAUBEANHAGLA. SHLANHTLELRARR
B

“AE1-SABIHEAN OF SHARRTFHEALFHR &

3



5

10

15

20

25

30

......

WFaiEsd., B, kb, Fmd, Edfsd,

“AHE-ARFAZRAN O SHARRTHEAARANLILS
KRR, RARERBAEA—ABRERGTRERT &6 T
3 huk, wbsAE. M. WESLH., %t RERF. RREAR%R
%,

“ULHAHEBAN OFSHAF—ALRTH 4-8 TP R E
FER” GIERSE. R, Bk, %E. bk, AERPFELAR
# &

AXROHEBXFNRBR MR LB XGX (DAEH. SER
BOEREEAMNEILANBBRAGL. IHGRMAEEFTATY
Ak, REEH ARG TEANRLLS BN H &P BLIAE AN,
Hit, HAdWNLOGEREETHRBAGE: 8. ARLR. AR,
RE. HER. BoE. LR, AFKR. LK. HHR FELR. 5
2%, PREPERR.

AZPRAL B AEHTF

I-[(1-F A-1H-se2-3-R) FE]-4, 4~ X ERE;

1-{[1- G- FE)- 10k -3-£ 1P A} -4, 4-—FERT;

1-{[1-3,4-—FP A FA)-1H-t-3-A]F A} 4, 4-— % L%

1-{[1-(4-FAFE)-1H- o -3-X ] PR} -4, 4 =X LR,

4,4-— % E-1-({1-[4-ZRAFA)FA]-1H-st = -3-%K} T &) -
R ;
1-{[1-(2, 4~ — §. ¥ A)-1H-=-3-X P E}-4,4-=—F% X%
%

1-{[1-3,4-—fKF A)-1H-wt-3-R TP X} -4, 4- =% %
%E;

1-{[1-(3, 4-— f. F A )-1H-wt ek -3- X ] P R}-4,4-—F X%
%

1-{[1-(4-F.F E)-1H-wbe-3-R 1P E} -4, 4= F ERKT;

1-{[1-(4-RFA)-1H-w2-3- A ] F A} -4, 4 — X ERT;

1-{[1-(4-f-2-FEEFL)-1H-w-3-XTF K} 44X
Evkrr;
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5-$-2-({3-[(4,4-—% X -1-%T X)) FE]-1H-we=k-1-2} F
2)Xm;

9-[5-F-2-({3-[(4,4-— % £ -1-% &) FE]-1H-wt=k-1-%}
PAYEERA]I-N,N-—FELBE;

1-{[1- (- F A)-1H-%ke4-F 1P X} -4, 4- = FERE;

1-(4-FFE)-3-[(4, 4 =% £ -1-%TE) FE]-1H- -4~
L 3
(1-(4-8F A)-3-[(4, 4 —% -1 H) FE]-1H-4-4-
A} P,

1-{[1-(4-fFA)-1H-1,2,3-=-5-X]PK}-4, 4 — % X%

%

1-{[1-(4-fF A)-1H-1,2,3- =% 4- K] P E}-4,4-—%K K%
T

1-(4-fFE)4-[(4, 4=k £ -1-%THE) FAI-1H-%K4-5-
&

1-(4-FFE)-4-[(4,4-—F E-1-%hr k) FE]-1H-K % -5-
¥ 8 B
1-{[2-(4-fFA)-1Hkek-5-R ] FE} -4, 4 =X X R%E;

1-{[2-(4-f.F £)-1-FA-1H-ke-5- K] FH}-4,4-— %%
i A
1-{[2-(4-8 F &)-3-FA-3H-kvk-5-R]FHh}-4,4- =X %
YRR
[2- (4-FFA)-1H-%=k-5-%] (4, 4-— % X-1-%% L) T8,
2-[4-({1-(4-RF X)-3-[(4, 4% A -1-%he &) FA]-1H-
apk—4-A ) FE)-1-%%E]-1-T8;

4-({1-(4-FFE)-3-[(4, 4 =% &-1-%=E) FEA]-1H-%=
-4-A}PR)-1-RETE;

1-[4-({1-(4-8FA)-3-[(4, 4=k A -1-% &) FL)-1H-
abek-4- X} P E)-1-%EA]-1-T8H;

N-({1-4-fFE)-3-[(4, 4%k A 1% E)PE]-1H-1=
~4-R)WRA)-N, N, N-=F X-1,2-T=1&;
N-({1-(4-FFR)-3-[(4,4-—%E-1-%RE)FL]-1H-+%%

S



10

15

20

25

30

------

-4-R}-F ) -2- (4G K) -1-T A&;

1-{[4-(1- 827 THREAFPE)-1-4-KF )10 4 -3-1]
Wh}-4,4-—F RvkR;

N-({1-(4-fF£)-3-[(4, 4 —F E-1-%E)FE]-1H-9
~4-R)}-FR)-2-(1-w g R &) -1-T B,

N-({1-(4-fFX)-3-[(4,4—%K-1%mw L) FE]-1Hw=%
-4-X}-FR)-B-AAK;

2-[({1-(4-&FRA)-3-[(4,4—%KX-1-%=2 X)) P E]-1H-*
-4-R}-FR)RE]TRK;

N-({1-(4-8FA)-3-[(4, 4 =% E-1-%RE)FRA]-1H-s =
—4-R}FR)-2-(2-wbw K)-1-T J&;

(1-(4-8FE£)-3-[(4,4—FE-1- 7w X) PR ]-1H- k-4~
A}-N-(4-mbez £ 7 X) P Bk;

2-[1-({1-4-fF R)-3-[(4, 4 =% A -1-wex X)) F A ]-1H-
ok —4-R 1P R) 4w E]-1-T8;

1-({1-(4-KFH)-3-[(4, 4 =K E-1-RRE)FE]-1H-% ¢
“4-E}PE)-4-FE-1,4-—REFEK;

3-[5-f-2-({3-[(4, 4 =¥ E-1-%w L) FE]-1H-4%-1-%}
FEYFEEE]-NN-=FE-1-FB;

2-[5-§f-2-({3-[(4,4-— ¥ K -1-%ZX) FE]-1H-wt-1-X)}
TERXEA]ILE;

o-[65-§-2-({3-[(4, 4~ =% X -1-%et X)) FE]-1H-b=k-1-K} -
LF -3 &% SFT. ;N

2-[5-8-2-({3-[(4,4— =% X -1-% &) PE]-1H-b=-1-4}
WRAYXAL]-N,N-=—F L T8 |

2-[5-§-2-({3-[(4,4——¥ X 1% XA)FE]-1H-wb=%-1-%}
PE)EEL]-NN-=—T X L8R

2-[5-8-2-({3-[(4,4-=—% KE-1-%2X) PE]-1H-vb=-1-%}
PROXER]ARLE,;

2-[5-f-2-({3-[(4, 4~ =% X -1% L) PE]-1H-s=-1-K}
PR)XEA]-N-FE sl

1-{2-[5-&-2-({3-[(4, 4=k A-1-%=wK)FE]-1H-wtok-

6
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-AIFR)EARAI s A ) -3k M,

1-[(1-{4-8-2-[3,5-=—Fh-4-Fmd X)) PAL]IFL}-1H-
dbek-3-K) P E]-4,4-— X E%R%;

- -2-({3-[(4,4—% K -1-%X) FA]-1H-wt-1-X} F
A)XRE(1-FA-1H-kwe-2-4) FE&;

5-f.-2-({3-[ (4,4 —%HE-1-%=wX)FA]-1H-s2-1-K} ¥
RYXR Q-FH-1,3-8%-4-K) FTEBS

(1-4-8FE)-4-[(4,4—%5-1-%wRX) PE]-1H-% =2 -5-
A} (4-"59k L) ¥ 8;

1-(4-8F 2)-4-[(4,4— %X X-1-%RTE)FRE]-NN-ZF K-
1H-vk ™ -5—- ¥ Bk B ;

1-(4-8FA)4-[(4,4-—¥E-1-%=RE)FEAI-N-C-FAE
Z ) -1H-—k v -5-F 8L |

1-(4-fFR)-4-[(4, 4 —%EX-1%RE)PE]-N-4-EEK
& A ) -1H—vk o -5 97 Bk B

1-(4-fFA)-4-[(4,4—¥E-1-%w X)PR]I-N-[1-(&VF
£) B E]-1H- v -5- 7 8t

1-(4-8FR2)-4-[4, 4% E-1-%THE) FRE]-N-(m &-2-
okl £ P ) -1H-=k " -5- Bt Bk

{(1-(4-fFE)-4-[(4, 4= E-1-%ZR) FE]-1H-%k %5~
AY[2-(BFE)-1-%Z L] 78,

1-4-RFE)-N-3-(—emE)RE]4-[@¢ 4= X E-1-%
e &) FA]-1H-%k " -5-F 8 Ak

{1-(4-8FX)-4-[(4,4-—% X -1-%=2 X)) T RE]-1H-% = -5-
EI[B-(BFR)-1-RRA]TV&;

1-(4-fF L) -4-[(4,4—XE- 1% X)PRAIN-Q2-2E T
R ) -1H-vk =k -5- ¥ 8 B

1-(4-8F X)) 4[4, 4—%E-1-%TX)PEA]I-N-2-BE L
) -N-F X ~1H-sk ¢ -5-F 8L ik ;

1-(4-fFRL)-4-[(4,4—% K -1-%TX) PL]I-N-[3-(1H-%
wit—1-2) &R ]-1H-sk v -5 F Bt B

{1-(4-8F £)-4-[(4,4-= % E-1-%TE) FR]-1H-% 4 -5-

7
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A} (Q-ws ik t) ¥8;

(1-(4-FFR)-4-[(4, 4 =% A -1-%ZH) FA]-1H-%4-5-
Al (G- E-1- S RE)FH;

1-[4-({1-4-fFB)-4-[4, 4 =X X -1-nr X) P E]-1H-
ke -5-R}EE)-1-%EE]-1-TH;

1-(4-fFR)-4-[(4, 4% E-1-%"TH) FAE]-1H-K -5~
A} Q- k) P8; |

1-4-RFRE)N-[2- (= BA)ZA]4-[(4,4- =X 2-1-%
AP EI-N-(2-2% T E)-1Hk " -5-F BLB;

-(4-fFR)-4-[4 4 =% X -1-%= X)) FE]-N-[2-(4-5
sk X)) Z X ]-1H-—=k i -5-F BLBE;

1-(4-EFR)-4-[(4,4- =%k E-1-% A) PE]-N-Z X -N-
(2-# X T A)-1H-k = -5-F 8L Ji&;

(1-(4-FFE)-4-[(4, 4 =% X -1-%"E) FL]-1H-%4-5-
A} (4-TE-1-%%K) T8,

N-(2-fE-2-ARLE)-1-(4-RFH)4-[(4, 4 =% E-1-%
) WA ]-1H-k o -5-F Bt &

1-(4-fFR)-4-[(4, 4% %1% X)) FA]-N-[2-(1-%
bt k) LA ]-1H-%k = -5- 9 Bu Bk

1-(4-FFX)-4-[(4, 4 =% X -1-%=K) F&]-N-[2- (1H-%
wh—4-2) Z K ]-1H-2k = -5- ¥ BL Bk

1-(4-FFE)-4-[(4, 4 =% E-1- %2 R) FE]-N-F £-1H-
vk vd -5 97 8% B

1-(4-fFE)-N-(2, 3= R H)-4-[(4 4 =FE-1-%=
£)PA]-1H-% " -5-F Bt A%

1-(4-§F2)4-[(4, 4 =% 2 -1- % X)FE]-N-[(1-T X~
o-whek htA) ¥ A]-1H-k 2 -5- ¥ BL &

1-({1-(A-fFRX)-4-[(4,4-—F%E-1-%=E) PA]-1H-% =%
5-RIBR)4-%RRTRLE,;

1-({1-(4-FFE)-4-[(4, 4 =X E-1-%RE)FE]-1H-%%
-5-) B E)-3-%RXF K LE;

-[({1-(4-FFA)-4-[(4,4-—FE-1-%%ER) FE]-1H-%

8
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p-5-KIBERE)RR]I AR TE,;

-[({1-4-RFA)-4-[(4, 4=k -1 L) PE]-1H-%
- 5-EIZR)REILRTE,;

1-(4-8FR)-4-[(4, 4 =% X -1-%=wE) PEA]-N-(2-sboe &
A ) - 1H-wk v —5- 9 BL B

1-(4-FFR)-4-[(4 4= %A -1-%=E)FHE]-N-[2-(2-%
i) LA ]-1H-ok ok -5- 7 Bk Bk

1-(4-8FA)-4-[(4, 4 =% A-1-%RE)FEA]-N-(3-nte &
3 ) - 1H-=k v -5 F BbRE;

1-(4-fFE)-4-[(4 4= £-1- %R A)PRE]I-N-(2-F %~
1, 1-— ¥R ZHA)-1H-k " -5- ¥ Bt Bk;

1-(4-FFR)-4-[(4, 4 =% X-1-%TE)FE]-N-(2- -
1-F R &) -1H-sk & -5-F BBk

1-4-fFR)-4-[(4, 4= X% E-1-%w L) FEI-N-[3-(2-A
R-1-sbg B K) HE]-1H-R4-5-V B &

N-[2-(ZEBAA)ZAT-1-(4-RFE)4-[(44—XE-1-%
) ¥R ] -1H-k -5 8t Ak

1-4-HFR)4-[44—%kE-1-%TA)FE]-N-[2-(2-%
RAZAR)TEA]-1H-k 4 -5-F B,

I-(4-fF2)-4-[(4 4 =% A -1- %2 X)FPE]I-N-[1-(BE
PRA)FRME]-1H-sk vk -5-F 8Lk

1-(4-fFR)-4-[4 4% K- 1% A)FRI-N-[2-& %~
1-(BFR) ZE]-1H-k = -5- 7 BLRk;

1-(4-fFE)-4-[(4, 4= %A -1-%RE)FTEI-N-G-F&EL
7 ) —1H-k =2 -5- ¥ Bt Ji:;

1-({1-(4-8FR)4-[(4,4—%XE- 1% R)FA]-1H-%%
-5-2} -3 R)-2-vb g 5 T Bu Ak

1-({1-(4-fFR)4-[(4, 4 —¥E-1-%T X)) FA]-1H-%+4
-5-R}-BE)-2-wbok R V8L

(1-4-§FE)4-[4 4—%E-1-%wRE)FE]-1H-k 4 -5-
AI[4-Q2-2CH)-1-RRE]FH;

1-4-§FB)-4-[(4,4—%E-1-%TE)FE]-N-(2-F R

9
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) -1H-sk i -5-F B
A-((1-(4-fFR)4-[(4,4- =¥ -1 %R E) TE]-1H-%"%
-5-X}EX)-2-%%#;
1-(4-fFE)-4-[4 4= X E-1-%TX)FRE]-N-[1-(BTF
2)HE]-1H-k & -5-F Bt B,
1-{3-(4-fFA)-[1,2,4]- = -5-E P R}-4, 4K X%
T
Fo bR THRAERLXZEMNLY.
AERERBEX (DL HEF &,
(i) % YR %&CHu, X (IID44E4H

R? ’ ‘
><__—/\NH ay
R2

AP RFREX(I)AHEL,

i@ A, (I1) 44
OHC._ |, -
y;{va_Q_@ (1)
(R3),
A |

R4
APR.RLA Q U V. W XfenX(DHEL,
AT EREBARE; &
(1i) S YRACI-4xAn, tEBX (IVLED

L'—vy
Usy

——Q
(R%),
/A
R4

10

(IV).



llllll

AFR.ORLA QU V. XfneX(DAEXL, LAFLEHA,
EX(TIDK/ESBEE; &

(iii) % YR %k CO W,

i@ X (V)

O

L—« U, -
—¥-—Q V)
xxw

A

4

(R%),

R

EPR.R.A Q UV, W. XFneX(DHEL, L"A2EEL4H,
55X (IID4SHEE; X
(iv) BEX(DMPEF—AREARAMEARKY CI-6 KAE

10 &,
it X (VI) 444
R1
>CN—Y OH
R? Uy -
——Q (Vi)
x;iw
A (R2),.,
R4

A#R. R RORUA Q U V.V X YRneX(DAEL
15 H5XVIDASHEITRE

R-L} (VII)

AP RATHGAR: RE#MFLH RRALX(DFREALR A
20 EMHERBBRRGCI-6RER, ’HELLAHA;
(v) % A& 4% COJERAKAENR'H,
X (VIID %4

11
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H2>C>N“Y \S% _\WL_Q ‘@ (Vi)

o (R,
:

£FR.R R A QU V.V XfaneX(MAFREL, L'AEE
gmi

5 FX(IXNLEGHER
HNR'’R" (IX)
A R R X (I)EL; &
10 (vi) % A4 % CH.Jf B R'45.% NR'R'
it X (IX) b 4%

HNR'’R™ (IX)

15 EPR#RIX(DAAZL

HX X ITERENNE L
R :
R Uy -
—+—aQ (X}
W
CHO (R%),

EFR. R R QU V. X, YRneX (DARL X
20 (vii) Q84T VHAVRALRTH,
it X (XI) 444
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A .
R? \E"NH | (X1)

£ R.RRLA U W XFYRX{(DAZL,
5X XIDAASBEE

L=—aq ()

(R®)n

£F R, QfneX(DHEL, L"HELEH;

Fodt I (). (i1). {ii). Gv). (V). (DR GviDE, &£X
(Db #HBERALETHX(DEY, /I BAX (DB TY
AEXBEMNL.

XS ETABIELE PG FHERALF —AEE 1
AL BRSNS THLOERALEF/EH. TRAEXREBRENTRA A
BETEREEMNPRTFBZRAE, REAZREENIA A TR 4E6
EMNEIE: ek, —RFK. LH. -8, WERHX BRI
EENGRIY. ETUREETFTXEMNBFRATERE.

EFEFWi)P, TEBALARLABFTELARBRRAR L
HESATHT. P, EERENTEZRANNGELET, ARPER
B, AEWNARIZAOEBILELIARAEL LY. XHXHGH
S 4%THN: <“Advanced Organic Chemistry” , J.March(1985)
F3Mk, F TR,

Bk i) fe (vid) P, AHEEENF, AAX (IV) X XID) &%
BEASANLEZZX TIDX QD RRFREE. AEGELEAL A
L° &6 %k, ZASRIK. FTHER. TEXBRBRAFI L (LA

13
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§. kX)), BFABRAATHARLLE., BRTAAL FhFHRX
NEETRAF S PANRERAH TR A5 WAS KBRS T
HBRTURLEZRE BANARLEZER IS pEREL). 25 A4
WA B B i ER. SENANENGH TAHTHE. —A/F
F. NN-—FA T8 N-FE-2-ERMA. wi=kwh. —FAE
R, FTHAFCl-48E, EAAGERFTED, BXLAAK.

ErEkF# i F, AA#FE4RT: ASGENHNER
T, BEH OC-EMBLBAET, EALEHANENTHRIR R
L. REMMARRETHAGEN. REBEFABELLAANYN
B, kit A SR R R AT TR B A 6k 3 R ALk (4
W LEARR)RRLEEG LAY, RALE. RREX ALY,
LEMBEAA LA LAEEEF(RARR L. SEXEAHN
OH o, ETABERLEGBBREAMNM 4 CDI(, I'-FEE %),
DCC(1, 3-—HR e A& — B i) K HOBt (1-BAFF =) X (V) F
(IID 42z A H X (VIID A X (IX) 4B W4T 8 A,

EFxkGVP, BERAEMTFERFE (i) A (viD)REAKF
# 3 47

BEERHA, TASALEERFX (DG HGRE LB H &KX
(ID). (IV). (V). (VI), (VIID). (X)fe XD 44E4.

QLA VEFRLVRAKETFHSGX (IS TAH G
F: AEAMFERFF (D) M Vi) REAHELT, X KIDRSH
Fo X, XIID) A BB

OHC

Y‘NH
XXV'V (XH)
A

as
. R¢

FdA U W XARX (DAZL.
L. ALSAABEAA84XIV). MXVIIDASHT
AE L2 T: RRAXGABRERARREOLE&F&, K L', L* % L
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h OHWAAEAHHEFS. B, AElbENRHr=C0EY
HET, BRAEPABRKXTHERLLETAE.

L ALPAREFAQRAEVARVAIRERTH, X(IVX
MW TAddEmFERX (DS HGF HH &7,

X (VDA TREBELE A =Rt e X XIV) e
Mo AT B P B AL BB AR E)

OMe

R1
R2 ’ -
\Q< —Y———Q—@ (XIV)
,(}\w
A

/
R4

£+ R.RLER.RUA Q U V. W. X, YdFneX(DAEX.
XXt Hm-TAABTEN, N-—FEPBETER EX N7 3
A 565 X (XV) ok 47 P 84 B A7 3

=1
| >CN—Y U
Re ~
- R
x=W
(R9),

EdR.RCR.Q U V. WX YRndeX(DAEX.
sk, X OD44% Tl 486X XVD) 4% F it
BB & &1 3.

Uy |
¢ X g (XV1)

< 4
(o),
/A
R4
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FaHPEAaX D, AV, V). (VD). (VIID. X). &I,
XA XV HRELAN S —7 &@.

X (III). (VII). (IX). (XID A XIID TAFTEFARXFHL
RPHAFRETAERB S o d K5 &7 2.

AGBEAATHEG: EXAZAFEF, ERBEEBREAN FHF
MATHEEERAAPEARARAELARPLAATRY. B
B, (DA BGRETRAHE: E4ENHER, MAFPEERE
—AREABRTPEH. |

TR GEP P REP LK T: “Protective Groups in Organic
Chemistry” , J.W.F.McOmie %, Plenum Press #J& (1973 #)#
“Protective Groups in Organic Synthesis” # 2 J&, T.W.Greene
#2 P.G. M. Wuts, Wiley-Interscience(1991).

X (LRSI EFHAEBXALE SHER: AKX
BoEgARAR(DASHGLTFREFLFRAERAR QIS
BHEAGROW. 2XEFARALRSIGERALHBELAG A
Z @,

TRAMBEBE RO DTS BERFANALAGES B TEEK RXE
Z, TAERKRAERREAT L.

X2 BWARGEER, RINAERBEHIBLFTEERE
HRER K. AR, XBASHTARAELILE T LA CCR
Fa /%, CCR 89 & WA B A,

AEBEH - AFBOLEX (DA HELTRELSE TRAESL
KRBT SRERGEBIRETHEM.

B, X(DA2HTAATFTAFBLAREAR, XE. HEH
A ERERERABRLAFAFHAR, CHBERARBHEF
Fo 3k A2 M % 5 8k K4 47 44 (AIDS).

ik b & A K P T a4

(1) (R 3E) Fo M 48 & 5% Q3618 B B 85 & 5% (COPD); %
e X SR EE, TAREE. ARRAE. SRR RFER
BREE, BAABBRXABARLE(HArRAE R LERLSRLE R
se); &% %; &M, TREE. EHERISPRUEREHE: T
BEEL EEREL KHEAEX THEXAHBHHRER RER

16
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Ko REFRER HHEFARRFXFHEBENER XF scrofoulous
BE, BYRBRAEAZHEIRERPLTHFHEERR AR
R, REMMMERR, o BACHfo R Z M R R

Q) (BFfitd) ERBREFRX. FAVR, FRALARAEE
LY R (LY BRRERE. FARBLTAAEFRRR). R
MB KA. HREEREEIEfS S RL;

) (B F AR, HEHAE. BBREX X LIRS RA X,
ERABREE. BRELSHR. FAAE. XAXRAR. REBRRXARR,
¥ B #. angiodermas. vasculitides. erythrma. RBcEEamig
s BEEER B AFEEX;

(W(EmE) EEAB. AW X. eosinopilic A B X.
mastocytosis. TEHEBX. B, BRERESE. RALER
. BUEHRASEGESMEARTAREAwiaiR. R RXIR
B

G)(RemmAs S RhER) S RRRIL, SHHRBHFEL KA
B Rk R sk (AIDS). EERAE. £ HHRE. ERBHETRR
% . Hashimoto’s disease. MAKN. I BB kK. FRELE. %
EirmpiE s HEE. & IgE 4 5. &FHRRA. sezary K6 E
Fodk XM AR YR ER; P

6) (AFBHEBEF) ALY, . FF. M. 8. ABRFAR
BHELREFBRER PREIREBHR.

A, AXAPRLEATFLEEZFAGX (DS HIATHRES
A .

%—F5@, AXBREX (DAL HI A THERAERENLS A
HERTLERAERGGEHTHREM.

AAFABBLETXY, REFSARLE, KEEFT LR “AH”.
KiE “BFEFW)” . “BHRBME)” X “BHrL@E)” BEhRE
Mo 7 MR

HERBNAAEEF R EBEAHEERRREHANIRLA
BHAERERLACRGRAEFRE. AAEEARRARELR
B BABFOERLAAEARARERTAL. ANRLE2 L HARK
BRI FRAALREEARIARENA.

17
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AEPERBEFBARXAENG T ], HERAZAHERRAY
AHEMEERGLAEHE, BErEka: REFAXETHLEREX(D
RAHRETHAEIENLBLETZESA.

HFEEBR, BX, LHEMNSHRAELL, REAXAECHEAN
BER&GEE. 285X, IPEGETPENE.

TREX (DS B A ATEHEAEIENLHEBREA, 2EF
BRASHELWHIAER, Afbhashd, X(DOKSH/E/E
FH GEREN R THAEH. HRENAEARLE L. RELSH
FROFRR, AHBALSHELELA 0.05-99%w(EFH S H). K
it 0. 05-80%w. if # 4% 0. 10-70%w Fo £ £ £ % 0. 10-50%w o9 &b
Ry, FIABSHARATAEALSHIEETERTAEY.

AEPERBAFEALGEZAHX (D4 H. AEXTHRAER
AN THERAEH. AEANIARASHHASH.

ALXPERBIEALBE DAL BT X, € Ok
A (DA HEETHERAEREN LB ARTHAHEH. HHEHNIK
7. S R

FAASMTAEFLY (Wb B EMP/RERLK), KA
DAEEN. ZEHN. LARLENFTHNED, XETRELLH,
P A B A, BE. BEA. BHAXEN R, AFAZRANRRE
MEmS GER)LH, AZATRLHAABNBXEIBL HAERL
5.

BAKELTHEAASHALARLLH.

Ekp 1
1-[Q—F A -1H-=-3-R)FE]-4,4-—FERR

' N/ﬁN |
g 0

(a) 1-FEA-1H-=-3-F&

18
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je 1H-wt ok -3 & (0. 15g) # 5% % 47 (0. 24g) A %] ;& X (0. 29g)
G NN-—FEFEEOGu)ERT, ERTHRHILSE 24 I W, 2
AR, AE%EEMN, ReSsia 8 (MM Fok- LR,
2:1) & %) w3k =4 (0. 18g).
'H NMR & (CDC1,) 10.0(s, 1H). 7.5-7.2(m, 5H). 6.8(d, 1H). 5. 4(s,
2H) .

(b) 1-[U-FA)-1H-tbwk-3-H)FHE]-44-—F L=

T EGRBFHGAE0.17) EMA T LH Gul) ¥, WA 4,4-=
¥ Amer (0.118g) 89 8 (Inl) E k. mAREMELM (1.OM 5w
Sekehik, 0.3ml), TR TFTHRBEE®R 16 M. mABRK, X
BkxA, Ae#EHuEH (—RTR: T, A 100:0 £ 95:5)
BahkEw, RRBRARCELRTH-FALFHAEAKTH
(0.010g), m.p.167-168TC.
MS: APCI (+ve) 400 (M+H);
'H NMR §(CDCl:) 7.4-7.0(m, 16H). 6.64(d, 1H). 5.25(s, 2H).
4.0(s, 2H). 3.6-2.6(m, 8H).

% 364 2
1-{[1-G-FFH)-1H-#=-3-R]FE} -4, 4-—F AR

Q Nl\iﬁ/\cf
20y

BEIEAA I GFEETRQ@TREAS-AFTEALHNEFAFHR
#4(0.011g), ¥ .&: 136-137TC.

MS: APCI(+ve) 442/44 (M+H);
'H NMR & (CDCls) 7.42 (d, 1H), 7.4-7.0 (m, 14H), 6.6 (d, 1H), 5.2 (s, 2H), 4.0 (s, 2H),
3.4-2.6 (m, 8H).

19
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%34 3
1-{[1-(3,4-—FRAFA)-1H-sbmk3-X PR} -4, 4-—F LR

e
W R

5 Bk 1 GFE, EFVRQ@FERS 4 —FAFTEAEANE
FEEKEH(0.015g), BE: 139-140TC,

MS: APCI(+ve) 436 (M+H); ,
'"H'NMR § (CDCl3) 7.45-6.8 (m, 14H), 6.6 (d, 1H), 5.16 (s, 2H), 4.0 (s, 2H), 3.4-2.6 (m,
8H), 2.2 (m, 6H). o

%364 4
10 1-{[1-4-FEFE)-1H-wb=k-3-R1FE} 44— FEgw—_HK

®
’\@»«5
BRE&EG 1654, AFRQ@TERA4&-TEFEARAEF/E

15 MKREH. BLOMEALLLEEZRLE2ZHNEAKZ4H(0.010g), B

B 147-1487T.
MS: APCl(+ve) 422 (M+H);
'H NMR 8"(CDC13) 7.4-6.8 (m, 16H), 5.2 (s, 2H), 4.1 (s, 2H), 3.6-2.6 (m, 8H), 2.0 (5, 3H).

20
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ERH S

4,4-— % E-1-(1-[4-=RFE)FX]-1H-s-3-HIFL)-%%

Y. &

e

BREAN 18F5%, EFRQ@FREA4-ZATEATEAKAAS
BHBREH. A LM RALALRERLEFIAKTH
(0. 022g), ¥ E: 66-67TC.

MS: APCI(+ve) 476/78 (M+H);
'H NMR § (CDCls) 7.6 (d, 2H), 7.5-7.1 (m, 13H), 6.9 (bs, 1H}, 5.3 (s, 2H), 4.1 (s, 2H),
3.6-2.6 (m, 8H).

L 6
1-{[1-(2, 4-— R F A )-1H-wt-3- R ] FE} -4 4 —FEXRR -
&

A
A,

BRE&EN 1&F%, A R@FTHEMA 2,4 —RFERFHH
REH. B 1. OM 46 £ T8 Rk 4 A7 3] B 4K F 40 (0. 022g), B &
101-102C.

21
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MS: APCI(+ve) 476/78 (M+H) _ , ‘ ‘
'HNMRG(CDC!;)? 6-6.8 (m 15H), 5 3 (bs 2H), 4.1 (bs, 2H), 3. 6 24(m 8H).

%34 7
1-{[1-3,4-=—fFA)-1H-%2-3-A ] FH} 44 —F x4

¥ 3

e

BRI 185k AV RQ@FTER A4 —KFEAAHEHF
Bk EH. B 1LOMEARLEERALEFH EHAFH(0.022g),
& E: 191-192TC.

MS: APCI(+ve) 476/78 (M+H);
'H NMR & (CDCls) 7.5-6.9 (m, 15H), 5.2 (s, 2H), 4.1 (s, 2H), 3.6-2.6 (m, 8H).

L4 8
1-{[1- 3, 4-—FFH)-1H-mwe-3-X P E} -4, 4-—FXRR

D =

(a) 1-(3,4-=—HFX)-1H-wtw-3-F &

BREAEN 15k, AV X G@FTAERA A& —AFLALNEH
Kk > (1. 2¢).

22



10

15

20

------------------

'HNMR & (CDClg) 16.0 (S, 1H), 7.46 (d, IH), 73-69 (m, 3H), 6.82 (d, iH)-; :5"..135;(8, 2H).

) 1-{[1-3,4-—HFA)-1H-wtvk-3-H 1 FH} -4, 4-—FERR
imi

b E ()b 0.23g) AR T L8 (10nl) ¥, mA 4,4-=X%
Awivr (0.25g), HE#EAH3 0C. mAwHAMAK(. 34nl), ¥
EaBEE1DEH, A4 0.130l). £ O0CTTFZ 30545,
s BH,. SMe, (2. OM 69 w9 &=k vh %, 0.5ml), RE¥BHSHER
EFE 20 P, A 2.0M EELAKRER, REMALBLE.
BERLH 10, 2 Kiesselgur BB BB LI REHEAR. 238
KARE&k, MALRLE, SFAnk, AEA#EE TR BRLE
MR RBERPK. REELL(RFTR: 5, 10:)FH SR>
. A 1.OM FALE TR E AL A E K FH(0.200), &5
236-237C.

MS: APCl(+ve) 476/78 (M+H);
'H NMR & (dg-DMSO) 10.6 (bs, 1H), 7.91 (d, 1H), 7.5-7.0 (m, 13H), 6.5 (d, 1H), 5.3 (s,

2H), 4.2 (d, 2H), 3.5-2.3 (m, 8H).

%364 9 B
1-{[1-(4-FFX)-1H-%-3-A]1FE} -4 4 —FARw—_U8H

N

O

BBEAN SN TR, AV BRGQ@FTER4&-KFEAAFHBRF
. B 1.OM LS CEERLEEZIBAKEH(0.09g), B.A:

23
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137-138TC.

MS: APCI(+ve) 442/44 (M+H); ‘
'H NMR 5 (dg-DMSO) 7.88 (d, 1H), 7.5-7.1 (m, 14H), 6.5 (d, 1H), 5.3 (s, 2H), 4.2 (d, 2H),
3.5-2.5 (m, 8H).

x4 10
5 1-{[1-(4-FFAR)-1H-s=4-3-A1FX]-4, 4 —FEXRRwHERH

&

N

O

BRELAEF STk, ETEGQ FTER & ATEAAFI R
. A 1.OM fALE o mERLEFH B K Z4 (0.085g), &A&:
10 192-193C.

‘MS: APCI(+ve) 426 (M+H); .
'H NMR 8 (dg-DMSO) 11.0 (bs, 1H), 7.85 (4, 1H), 7.5-7.1 (m, 14H), 6.5 (d, [H), 5.3 (s,
2H), 4.2 (d, 2H), 3.5-2.4 (m, 8H).

L&A 11
1-{[1-(4-f-2-FARAEFE)-1H-e-3- R 1P H}-44-—FE%
15 =i

24
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BRLEN SHFE, AV RE@TFEA 4-R-2-FEEAFEAL
BHHEEH. A LM SALALERERLEIFIAKREY
5 (0.025g), ®.&: T73-74T,

MS: ESI(+ve) 472.21 (M+H);
'H NMR & (dg-DMSO) 12.6 (bs, 1H), 7.4-6.8 (m, 15H), 5.2 (s, 2H), 4.0 (s, 2H), 3.8 (s,
3H), 3.6-2.4 (m, 8H).

FEp 12
5-f-2-({3-[(4,4-—% R-1-%w A)FA]-1H-wted-1-A}FE)
10 X(m—_idmi

N— \
\‘"QCt

e kA 110 5 H0.4g) XM T L FH(8.5nl)F, #HE0

C. mAZBRLM(L. MG —RKFTRER, 8.5nl). 24 PHEEAR

15 XEMNBFHAZLY, BAEZRTIHE P, REEN, REALDHERT
2.0 RACEAZEZR Y. 24 PHEFEH ALK >%(0.39g), B A:

25
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260-2617C.

MS: ESI(+ve) 458.19 (M+H);
'"H NMR § (dg-DMSO) 10.4 (bs, 2H), 7.8 (d, 1H), 7.5 6.8 (m, 13H), 6.42 (d, 1H), 5.2 (s,
2H), 4.2 (d, 2H), 3.5-2.2 (m, 8H).

L34 13
2-[5-§-2-({3-[(4, 4 =% A-1-%RE)FPE]-1H-tb=2-1-K} F
A)VFEEINN-—PRZBEERSE

N \

N

kh") o \<o
N~N

o

A 10ml Wheaton MLP, Je£#E# 12 = (0. 1g) ZM T N,N-
— A PEE (5nl) b, MAZERE0.2¢)F 2-F-NN-ZFELSH
B:(0.05g), ¥2AMWAETOC Tk 206, AHARLSYH, MAKF
LBRLE, SEANME, TRAREARLY. &# 4L (TR

WEE: 0.880 &K, 90: 10: DFAMBKKHA. A 1L OM RLAL
ML 2E9 B4k 0.016g), ®E: 181-182TC.

MS: ESI(+ve) 543.25 (M+H);

'H NMR 8(CDCly) 7.7-6.8 (m, 15H), 5.26 (s, 2H), 4.7 (s, 2H), 4.0 (s, 2H), 3.6-2.4 (m,
14H). : ' '

L4 14
- {[1- (4-RFR)-1Hokk-4-R)FR] 44— ¥ RgR S ma

26



10

15

20

(a) [1-(4-fFE)-1Hkwk-4-R]F 8

o 4-fFEE (1. 20) EMT N N-=F R 7&K (20ml) ¥, WA
A(5) - R Rekeh @ (1. 0g) A M4 (4g), ¥ RASHAEWTT M
20 M. MAKPLRLE, SEANE, AIEKRE TR
EXBEEN. AeHACERAL(CATR: FE-9:DRHEH
FHEROWFEL0.50). ET—FRTRAREHRFRAE—F
AL,

() 1-{[1-(4-FFR)-1H-ked-4-A1F K} 4, 4-—FERR

b %EGQ A% 0.39)FERTFE (D) ¥, WAZLTE
(0. 26ml) Ao BB H (0. 13m1), ¥ RSB EZRTHHF 20 o, %
EEBEM, AL -~k Ekw % H (0.478g) ¥ = F £ A (10m1)
Fo= LR (0.65ml) E k. £ 2 MHEMAXPLBLE, 2 5 A
i, MEAZE F® BEEZNFIAMBRKRIR. ARBBRFARKE
Ek s FHEAK, A 1.0OM FALELRERLBEFIERATY
(0.02g), B & 254-2557T.

MS: APCI(+ve) 442/44 (M+H); ‘
'H NMR & (dg-DMSO) 9.2 (bs, 1H), 8.05 (s, 1H), 7.7-7.0 (m, 15H), 5.4 (s, 2H), 4.4 s,
2H), 3.6-2.6 (m, 8H). ‘

%34 15
1-(4-FFL)-3-[(4,4=¥A 1% X)) FE]-1H-s%44-FE&

27
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ek 9 FH0.11g) X BT N,N-=F A V8L (Iml) F, #»

AZ§ AR (0.023m]), deX kAL T0CTF i 16 8, REE 100

s CTTFmik 20 . SHER, AR, KPLERLE, 5 HHNE

FF®. EARIEMNANELAY, FAAEGFEBALCRTR: T
A5=8:2) 45 3| B4k =4 (0. 03g), #.&: 133-134TC.

MS: APCI(+ve) 470 (M+H);
'H NMR 8 (CDCly) 10.0 (s, 1H), 7.8 (s, 1H), 7.4-7.0 (m, 14H), 5.2 (s, 2H), 3.7 (s, 2H), 2.7-
2.4 (m, 8H).

10 4] 16
(1-(4-FFA)3-[(4,4 =% X-1-%wA)FA]-1H-sd-4-X]
il

15 JeLik# 15(0.05g) FHEM TR P Gul) F, mA=LEk
fMEALH (0.068g). BER 20 MG, MAZKRF KTk, &
AN, TB ALAGEIENFAEELD. ALRAAFIHBLS
4 (0.028g), .= 104-105TC.

28
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MS: ESI(+ve) 472.21 (M+H);
'H NMR § (CDCls) 7.5-7.0 (m, 15H), 5.34 (bs, 1H), 5.18 (s, 2H), 4.7 (s, 2H), 4.1 (s, 2H),
3.8-2.6 (m, 8H).

£k 17
1-{[1-(4-§F £)-10-1,2,3-=»k-5-R 1P K] 4, 4-—FERR

Ci

(a) [1-(4-§FA£)-1H-1,2,3-=2-5-R I F B A[1-4-KFE)-

iH-1,2,3-==%—4-X1¥ 8

o 1-BETFE4-§£XG.6g)FEMT=A53%(100ml) ¥, WA
AL (1.67g), RERGDAMME T2 H. $HER, RAKXFT
BLE, SEANE, REihEkh. GEAAL(CRATR CELE
=1:1 £ 0:1)BHmEkFH: ThuaBEHFHE [1-G-&F
£)-1H-1, 2, 3-=-5-% ] F & (1. 66g);

'I NMR & (d;-DMSO) 7.68(s, 1H). 7.4-7.2(dd, 4H). 5.59(s, 2H).
5.52(s, 1H). 4.53(d, 2H).

MERBE & [1-G-£FA)-10-1,2,3-=%4- X7 8
(1. 76g);

'H NMR &(ds~DMSO) 8.0(s, 1H). 7.46-7.34(dd, 4H). 5.57(s, 2H).
5.15(t, 1H). 4.51(d, 2H).

) 1-{[1-(4-FEH)-10-1,2,3-="k-5-A]PE}-4, 4 —¥E%

=

@ FBFELRKEGFAKQO 19 ZRTKFR CnD
W A TS (0.035ml) f= = T Bk (0. 062nl), AEERTHHA&

29
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AW 16 M, A 4,4k K wez s (0.122g) £ N,N-=F
EPEa: (Inl) = 28 (0.062ml) P o 5%, WHRESY 48 bW,
MALBRLERER, FBANM, RERRKEY, A E# %L (=
PR LELE, ¢ 1D)BABKEYH, RLEELHFANAKRSD
(0. 060g), ¥ %E 195TC.

' MS: APCI(+ve) 443/5 (M+H); o
'H NMR & (CDCI3) 7.6 (s, 1H), 7.35-7.1(m, 14H), 5.65 (s, 2H), 3.2 (s, 2H), 2.36 (bs, &H).

%34 18
1-{[1-(4-§F £)-1H-1,2,3-=w—4-RTFHE} -4, 4-— X Xk

® .
4l sS S

BRE&A 1TO)SFE, BREHRH 17T VR () PHE XA
5| 69 F- M4k 4l 4. A HPLC sb4b4% 5] Bl 4k = 4 (0. 036g), #& %5 1487T.

MS: ESI(+ve) 443.19 (M+H);
'HNMR § (CDCB) 7.4-1.1 (m, 15H), 5.46 (s, 2H), 3.59 (s, 2H), 2.6 (m, 4H), 2.42 (m,4H).

E 34 19
1-(4-RFR)-4-[(4,4-—FE-1-RRA)FR]-1Hkb-5-FH

(a) 1-(4-RFH£)-4-(BFA)-1H-f2-5-FTRT &

30
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BREEAN 14T R@HOFTE, BRA 4&-BTE-IH-4%LTRYT
B (3.600) H & BARKFHAKRESY =4 (1.8g). RREBWALSN
SAEBRATT—F R

b) 1-4-FEE) 4[4, 4% X -1-%TH)PA]-1H-%k2-5-F
B &

BERL&EN 45RO GG ERNEFTIBRY, HEAEFLL
(L% L& : = L H=95:5)F 2] B4k >4 (0.9g).

‘ 'H NMR & (CDCls) 7.6 (s, 1H), 7.35-7.0 (m, 14H), 5.4 (s, 2H), 3.94 (s, 3H), 3.7 (5, 2H),
2.62 (bm, 4H), 2.45 (m, 4H).

(c) 1-(4-fFR)-4-[(4,4-=—FFE-1-% T R)FA]-1H-2k4-5-F
B

3% % (b) (0. 5g) ¥ %5 BT F 5 (20ml) ¥, AmA 2N S EAH
A%k (10ml). 216 MHE, MAMEBAKRER, MAERRIAAK
REW pHAAF L 6. WALKRLE, S B5ANME, TR, ZXR
FEMNEFHAEF W (0.35g), B.E: 135-136T.

MS: APCI (+ve) 486/88( M+H);

'H NMR 8 (CDCl3) 7.5-7.0 (m, 15H), 5.65 (s, 2H), 3.9 (s, 2H), 3.3 (d, 2H), 2.8 (m, 4H),
2.5 (m, 2H).

L&A 20
1-4-8FA)-4-[(4, 4 =% 4 1% X)FR]-1H-%=-5-F &
&

31
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o n&s 19 24 (0. 03g) XM F N, N-ZFEFEBE 2nl) ¥, v
AN, N-3 £ —wked (0.020g), HEEREGOCT #2410, RE
Adp, mARAKER(Inl), EETHEIERSH 16 D K. WA LKA
LBLE, YEANME, TREAGREIENFINEAK, ALRAARAF

5 P E&KxH(0.014g), B E: 227-2287T.

MS: APCI(+ve) 485/87 (M+H); .
'H NMR § (dg-DMSO) 10.4 (bs, 1H), 7.4 (s, 1H), 7.39-7.1 (m, 14H), 5.5 (s, 2H), 5.4 (bs,

2H), 3.6 (s, 2H), 2.7-2.2 (bm, 8H).

Lk 21
1-{[2-(4-FFH)-1Hkek-5-R PR} 44— XA KRR _SRI

10
Cl

BEREES 14 85k, BA 2-4-AFH)4-(BFE)%=%

(1.0g) # 4, 4-—% Kokt (1.232) F 2 A4, AE#EHL(LRT

B . WE=05:5)F AL AeEd—FoaLEh R (CRTR: FE:

15 EAEE=95:3:0. ) AK, A LMALEALBEEZRLEFIE
# = 3 (0. 07g), B .%: 186-187T.

MS: ESI(+ve) 442.2 (M+H);
'"H NMR 8 (CDCl3) 7.6-7.0 (m, 15H), 4.4 (bs, 2H), 3.6-1.6 (bm, 10H).

£ 22
20 1-{[2-(4-FFTA)-1-FE-1H-%%5-X]FH}-4 4 —FER%
—hEdf 1-{[2-4-§FHE)-3-FE-3H-%-5-R]FE}-44-
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—EXERR_EBE

() [2-(4-fFA)-1-FE-1H-%2-5-Z P& [2-(4-KFHL)-

1-FE-1H-%k-4-R 198

¥ 2-(4-FFL)4-(BFE) K2 (1.0 EMT NN-=FEXF
B (20ml) ¥, A S AL (60%4 b o Hdk, 0.18g). 2E&R 1
HEMmARFI(0.28nl), FRTHRPEER 2 IE. MAKFLE
L8, yBANME, BREENFIAMBRRIR. AEELELCAT
B PE=9T:) AR BRI MEAR KRS HTH(0.52). HAREBHXR
ERRATALTN ABSATT—F R,

() 1-{[2-(4-fEH)-1-FH-1H%-5-R]FH}-4,4—%E%
wr e 1-{[2-(4-FFA)-3-FE-3H-%e-5-A]FR}-44 %%
y, 38

EBL&S 14 THROGFENEFARRFAKRGRESD S
. BRBRAKEEEALFTHLIFG M, ZhK. A 1L.OMK
WELBERLES RN G HFRAAEH(0.01g), B&:
252-253TC,

MS: APCI(+ve) 456 (M+H);
'H NMR & (CDCly) 7.3-7.0 (m, 14H), 6.75 (s, 1H), 4.0 (s, 2H), 3.4 (s, 3H), 3.3 (5, 2H), 2.4

(m, 8H).

A LM §ALECHRERLBE - HEARBEGHGEK D
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(0.01g), X .%: 248-249TC,

MS: APCI(+ve) 456 (M+H);

HNMR 8§ (CDCl;) 7.3-7.0 (m, 14H), 6.70 (s, 1H), 4.05 (s, 2H), 3.38 (s, 2H), 3.35 (s, 3H),

2.7-2.4 (m, SH).

L #p 23

[2-(4-fFA)-1H-%k-5-X] (4, 4-—F K-1-%= L) FH

Ty

Cl

(a) 2-(4-RFA)-1H-%2-5-FRLE

J6 4- § -N-% A ¥ ethanimidamide (1. Og) #= % % & & (0. 53g)
EBRTFPRQOn) ¥, FAMmE 20 8, AHEER. KALIE
BFo_x@td, GANRA LI, AFEFR, mARF K (G00n]).
HEKESINGEK BLBHA, FREIBEKH (0. 10).

'H NMR § (CDCl3) 7.6 (s, 1H), 7.3 (d, 2H), 7.15 (d, 2H), 4.3 (q, 2H), 4.05 (s, 2H), 1.4 (1,
3H). :

) [2-(4-FFH)-1H-%%-5-F£]1 (4, 4-—FX-1-%%) T¥
o % (a) b &4 (0. 07g) E M-T F & (5ml) F, ;A 2N S RAH
Kk, TR TRBEZEE®R 20D, ZRABREEN, mAZNLT®RK
Rk, BREXMN. AL WEMTEARSE (10nl) ¥, DAMAFR
2K, AFHFEL REALHEBRT—RTFRGnD F, WA 4,4-
¥ A% (0.073g) M =LE(Inl), ERTRHAZER2IH.

34



AKX, FBEANE, BEEMNFIRSLY, RABBFRKE R L

138 B4k x4 (0.03g), ¥ .&: 105-106T.
MS: ESI 456. 18 (M+H);

"H NMR § (CDCls) 7.4 7.0 (m, 15H), 4.05 (s, 2H), 3.9 (bm, 3H), 2.95 (bt, 1H), 2.45 (m,
4H), 1.6 (m, 4H). '

340 24
2-[4-({1-(4-FF£)-3-[(4,4—%E-1-%R L) FA]-1H-wtwk -
A-RIFPR)-1-%ER]-1-L8

P
o vt

Lk 15 =4 (0.001g) XM F N, N-= ¥ & 788 (0. 2ml)
#, mAN-(2-2E)%% (0.0008g) = 1 LR, & 1 PHERA
ZLBEMEAS (0.0013g) 4 N,N-—FEFEE (0. Inl) B &R, %
ETREBEER 24P, BEENFHHRZW.
15 MS: APCI(+ve) % 583.
BBLAA 24 NBRATE, BALSENK, W& 25-36 s

.

10

%4 25
A-({1-(4-FER)-3-[4 4 =% A 1% E) FA]-1H-% % -4

RIFE)-1-%% P&

20

35



10

15

MS: APCI (+ve) £ % 568.

E 341 26
1-[4-({1-(4-8FR)-3-[(4,4-=—F X -1-%RA) FA]-1H-wb=:-
4-RIFE)-1- %A X]-1-T#8

”)

~ 0
58

MS: APCI (+ve) 3% 582.

x4 27
N-({1-(4-8FX)-3-[(4,4-—F A1 R L) FE]-1H-whed -4~
EIPA)-N N N-=¥X-1,2-T =k

\I\

SRE

36




10

15

------

MS: APCI (+ve) %% 556.

% 3641 28
N-({1-(4-RF£)-3-[(4, 4 =K X-1-%RE) FA]-1Hvbrb-4-
A}-PR)-2-(4-D% ) -1-T ke

ey
o2
jol ~

MS: APCI (+ve) £ 3% 584.

% 4] 29
1-{[4-(1-E 2K THEFTA)-1-U-RFE)-1H-n%-3-A]F

Al-4,4-—KEx%%
‘@
N Cl
O o 3

MS: APCI (+ve) £ 511.

E &4 30
N-({1-(4-FF B)-3-[(4,4—%X-1-%RwA)F L ]-1H-wt -4~
El-9A)-2-(1-s R A)-1-TE

37
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15

| h{ri

MS: APCI (+ve) X3 568.

£ k4 31
N-({1-(4-fFH)-3-[4, 4 — %K -1-%w X)) FA]-1H-wh=-4-
E}I-FX)B-AAR

o)

A
SRR

MS: APCI (+ve) X34 543.

%4 32
o-[({1-(4-fFR)-3-[(4,4— (X -1- % X)) FA]-1Hnbwk-4-
AI-FR)REAILE

HNO)\'OH
»a;fN
mg | O

38




......

MS: APCI (+ve) &% 529.

x4 33
N-({1-(4-FFRA)-3-[(4, 4 =K X-1-%we X)) FA]-10-wt-4-
s RAYFR)-2-2-wemE)-1-LE

s Q<:

MS: APCI (+ve) £3% 576.

=564 34
10 {1-(4-8FA)-3-[4, 4 —k£-1-wRE)FE]-1H-wbwk4-%K}-
N-(4-bee X P R) ¥

g\ = ="
Cl

£ 344 35
0-[1-({1-(4-FF X)-3-[(4, 4 — % X -1-wbg L) F A ]-1H-whwk -
A-EVFR) -4 RmE]-1-T &

MS: APCI (+ve) % 562.
15




10

15

......

MS: APCI (+ve) &3 583.

% #.41 36
1-({1-(4-FFR)-3-[(4,4-—F R -1-REE) PR |-1H-st 4
AV FE)-4-F%-1,4-—REXRK

\

@
c.@*m

MS: APCI (+ve) X% 568.
BRELAEN 1309E kN4 TN IT-ATHRED.

T4 37
3-[5-f-2-({3-[(4, 4~ — % E-1-%RREA)FE]-1H-wtek-1-K} T
B)VERELI-NN-=—FE-1-B 8

40



MS: APCI (+ve) £ 543,

5 2 3% 4] 38
2-[5-F-2-({3-[ (4,4~ =%k X -1-hg X)) FA]-1H-sek-1-K} F
R)XERXAIL®
H
By

CK@,\O
o ()
bl ®

10 MS: APCI (+ve) X% 516.

L34 39
2-[5-f-2-({3-[(4,4—— ¥ E-1-RRE)FE]-1H-wtek-1-K} F
R)EXERXA TLEBE

41



........

MS: APCI (+ve) &34 515.

5 FH 40
2-[5-§-2-({3-[(4,4-—% A -1-%R A)FE]-1H-wtp-1-R} F
AYEXAAI-NN-—FELBE

\N/

1/&0

@Q
C

10 MS: APCI(+ve) &% 543,

34 41
2-[5-f-2-({3-[(4,4-— % X-1-%w X)) PEI-1H-wt-1-X} F
BYEERAI-NN-—CZALEBE

42



000000

MS: APCI (+ve) £% 571,

5 %34 42
2-[5-F-2-({3-[(4, 4 =% £ -1- %R A)FA]-1H-mbd-1-£} F
R)EXEEE]ABE

. NH,
%O

cl o}

eI

10 MS: APCI(+ve) &% 529,

x4 43
o-[5-8-2-({3-[(4,4-— % E-1- % 2)FEI-1H-abk-1-K] §F
AVEAL]I-N-FELBE

43



------

MS: APCI (+ve) A% 529.

5 % 36,4 44
1-{2-[5-§-2-({3-[(4, 4 =% F-1- R L) FA]-1H-wb-1-X}
LEIEE E IIA. T YA S A

g e
O SO

10 MS: APCI(+ve) &M 584,

£ 45
1-[(1-{4-§-2-[(3,5-=FA -4 ek X)) FTRAE]F L} -1H-nbwk -
-R)FRI-4,4-—X X%

44



C‘mo‘l/?”
o

MS: APCI (+ve) %% 567.

5 %4 46
5-f-2-({3-[(4,4-—% K-1-% e X)FE]-1H-wbek-1-L]FXE)
¥EQ-FA-1H-%-2-F) P8R

P
T

%364 47
5-8-2-({3-[(4,4-—% K -1- % A)FA]-1H-weed-1-X]F L)
¥EQ-FRE-1,3-E-4-X)FiLS

10 MS: APCI(+ve) &% 552,

45



......

MS: APCI (+ve) &% 569.

BEBE&N 20898, SASENE, HE&EHEH 48-94 4L
5 AW,

% 74 48
-4-FFA)4-[44-—¥ A -1-%wR) FA]-1H-%k % -5-
A} @G-S i) FH
10

(N)

I

K#&EH 49 |
15 1—(4—i%£)~4—[(4,4—_:1&—1—9&’,{%)%E}—N,N—:-?g—m—
wk vt —5— 9 BE B

MS: APCI (+ve) 2% 555.

46



;;;;;;

MS: APCI(+ve) £ % 513.

5 % 58 4] 50
1-(4-8FA)-4-[4,4-— % %1 %R E)FE]-N-QC-FAE L
) -1H-=k =k —5- 9 B RE

[

cl e
' ] NH

Va4

S0
Q VL;‘L

10 MS: APCI(+ve) X% 552.

| %341 51
1-(4-fFR)-4-[(44-—¥A-1-HRE)FR]I-N-U-EERXRT
&) -1H-vk = -5~ F BLBE

47



-
------

MS: APCI (+ve) A3 543.

5 L #4] 52
-4-8FR)-4-[(4, 4 =% 51 A)FEAI-N-[1-(BFH) A

A ]-1H-%k vk -5-F BL B

N

10 MS: APCI(+ve) &4 557.
FE#H 53

-4-fER)4-[(4, 4 —%BA-1-RRA)FE]-N-(WH-2-%%
A A)-1H-2k = -5-F Bt A




------

MS: APCI (+ve) X% 569.

5 % 34 54
(1-(4-fFE)-4-[G4- =% X -1-%w B)F L ]-1H-% " -5
AI[2-(BFE)-1-%ZA]T &

10 MS: APCI(+ve) 34 583.

%34 55
1-4-EFR)-N-[3-(—zEA)Aax]-4-[(4,4-—F E-1-%RL)
wA]-1H-% = -5-F 8B

49



MS: APCI (+ve) X% 598.

5 % &4 56
(1-G-FFAE)-4-[4L4- ¥ X -1-%we X)F K ]-1H-%k » -5-
A1[B3-(FA)-1-RZEA]FH

e

#4657
1-(A-fFR)-4-[(4,4-—% R -1 %R AE)FRAI-N-C-LETLE)-
1H-vk »k —5- W 8t i

10 MS: APCI(+ve) 23 583,

50



------

MS: APCI (+ve) £3% 529.

5 % 3%.47 58
-(A-fFA)-4-[(44—F A1 %R E)FEI-N-QC-BATH)-
N-9 X -1H-sk o -5-F BL A&

a HQ

T

10 MS: APCI (+ve) &% 543,

% 364 59
1-(4-fFA)-4-[(44-—%A-1-%RE)FHEI-N-[3-(IH-=k 4~
1-4) A A ]-1H-skre-5-F BL B

51



10

MS: APCI (+ve) X% 593.

%364 60
(1-4-FFA)-4-[44- =% X -1-%w X)) F X ]-1H-% % -5-
Al wERA) PE

RSN

e

%34 61
1-4-fF2)4-[(4,4-—%K-1-%="A) FE]-1H-K = -5
A2} G-E-1-mE L) T8

MS: APCI (+ve) X3 539.

52



......

MS: APCI (+ve) £% 555,

5 L4 62
1-[4-({1-(4-fFE)-4-[(4, A-—F A -1-vge ) PRAI-1H-sk = -
5—£}§£) -1-%4EX]-1-Z8

, r
%

10 MS: APCI(+ve) &% 596.

% 3.4 63
1-4-FFA)-4-[4,4-—F X -1-%vz &) P A ]-1H-% = -5-
Al(1%=E)F®

53



MS: APCI (+ve) &% 553,

5 % 354 64
1-(4-fFE)N-[2-(=CZHRA) T AT 4-[(4,4- =% E-1-%RE)
PAI-N-(2-BA LK) -1H-k = -5-F 8L B

AP

10 MS: APCI (+ve) X% 628.

% 364 65
1-(4-FFE)-4-[44—% % -1-%RE) PRI -N-[2-(4-"Bdk &)
3 ]-1H-2k " -5-F 86 Bk

54



L4 L4
‘‘‘‘‘‘

MS: APCI (+ve) £ 598.

5 % 34 66
1-(4-8FR)-4-[4,4-— % E-1-%RE)PE]-N-THE-N-(2-%
ECE)-1H% % -5-FE Ak

Cl HO
O
(o]

¢

&P 67
1-4-fFAE)4-[44 %X -1-% 2 X)) F A& ]-1H-ok = -5-
Al (4-ZEA-1- %42 RL)FH

10 MS: APCI (+ve) &% 587.

55



MS: APCI (+ve) X3 582.

5 % 75 68
N-(2-fh-2-BRCE)-1-4-£FX)-4-[(4, 4 =% X -1-RRL)
"R ]-1H-=k i —5-F Bk

10 MS: APCI(+ve) X4 542.

%4 69
-4-FFH)-4-[4 4% E-1-%mE)FAI-N-[2-(1-w%E K
)T A]-1H-k-5-F Bk i

56



MS: APCI (+ve) %3 582.
5 5545 70

1-(4-FFER)-4-[(4,4-—% E-1-%w L) FAI-N-[2-(QH-%k = -
4-RK) L A ]-1H-k ok -5-F B B

Lk T1
1-4-FFR)-4-[(4,4-—%R-1-% R E)FA]-N-FE-1H-%-
5— ¥ BB

10 MS: APCI(+ve) X% 579,

57



MS: APCI (+ve) &3 499,

5 L 72
1-(4-§FRA)-N-Q,3-— 2R )4 [(4L4— % E-1-RRE)F
A -1H-%k v -5-F BB

"0,

T34 73
1-(4-fFA)-4-[4,4-—% 21w E)FEI-N-[Q-T F-2-%
g i) R ] -1H-k e -5- F Bt Bk

10 MS: APCI (+ve) £ 559,

58



MS: APCI (+ve) £3% 596.

5 x| 74
1-({1-(4-fFE)4-[(4,4- =K E-1-RZL) FR]-IH-R -5~
AIZEA)-A-RRTRLE

N0
0, {55’

e
10 MS: APCI (+ve) 3% 625.

EH#EH 75
1-({1-4-£FE)-4-[(4,4-—¥%k X 1-%=ZH) FA]-1H-% % -5-
EIBRA)-3I-%RRTRLE

59



MS: APCI (+ve) £3% 625.
5 L4 76

3-[({1-(4-FFH)-4-[(4,4-=FX-1-%THE) FEA]-1H-R = -5~
EIFA)ELA] AR TE

o

L &4 77
-[({1-(4-fFH)-4-[(4, 4 =% X -1-%w ) P ]-1H-%k=-5-
EIEL)ELILRTE

10 MS: APCI (+ve) %% 571.

60



MS: APCI (+ve) A% 557.

5 %364 78
1-(4-fEFA)4-[Q4-—% A -1 A)FEI-N-C-mm LY
A )-1H-sk o -5-F LB

10 MS: APCI(+ve) 2% 576.

g 34 79
1-4-fFA)-4-[(4,4-—%%-1-%RE)FE]-N-[2-(2-we X)
Z & ]-1H-%k " -5-F Bk

61



MS: APCI (+ve) &% 590.

5 £ 344 80
-4-FFR)-4-[U, 4= X-1- %R E)FE]-N-G-mt=w R F
A )-1H-%k = -5-F BB

i

% %4 81
1-4-8FR)-4-[(,4-—F A -1-.w E)FE]I-N-C-FX-1,1-
PR LA)-1H-%%-5-F 8K

10 MS:APCI (+ve) & 576.

62



oooooo

MS: APCI (+ve) &% 557.

5 % 34 82
I-U-FFR)-4-[(44-—%kE-1-%RE)FEI-N-2-8L-1-¥
AL E)-1H%4-5-F 8K

hets

10 MS: APCI (+ve) £ 543.

% 364 83
(R E) 4[4 4-—F R 1R E) FR]-N-[3- Q- FR-1-
b ) A ] -1H-sk vk -5-F Bb Bk

63



MS: APCI (+ve) &% 610.

5 % 3641 84
N-[2- (B AR ETI-1-U-RFE)-4-[(4,4-—FE-1-%%H)
PR I-1H-%k -5 Bt e

e
T,
J
0 MS: APCI(+ve) &% 570.
%&b 85

1-4-§F2)-4-[(4-— % X1 A)FEA]-N-[2-2-84 T
R)ZA]-1Hk " -5-F B A&

64



......

MS: APCI (+ve) X% 573.
5 5% 7%, 45] 86

1-A-FFA)-4-[(4, 4 =% X1 E)FPEI-N-[1-(BEAFL)
FARA -1 -5-F 8t Bk

S

%34 87
1-(4-FFR)-4-[4, 4 =% E-1-%RE)FE]-N-[2-FX-1-(&
WE)ZE]-1H-%d-5-FBE

10 MS: APCI (+ve) X% 583.




MS: APCI(+ve) %% 559,

5 % 7.4 88
1-4-8FA)4-[4,4-—%$2-1-% X)FEAI-N-G-FAE A
)10k -5-F &k Bk

10 MS: APCI (+ve) %3 557.

% 351 89
- (1= KFR)-4-[(4,4-=F K-1-g &) PR ]-1H-sk k-5
A1 BA)-2-R I T bR

66



MS: APCI (+ve) A% 582.

5 £ #44 90
-({1-(4-fFR)4-[(4, 4=k K -1-%g ) FA]-1H-% 4 -5-
EY-BAE)-2-wbel v ¥ B A

10 MS: APCI (+ve) & 582.

£ 341 91
N-4-fFA)-4-[@Q 4% X -1-%w £) FE]-1H-%k = -5-
A)[4-Q2-BCE)-1%%EA]|FH




......

MS: APCI (+ve) X% 597.

5 534 92
I-4-FFA)-4-[4, 4 — %A -1-% X Z)FRI-N-Q-FL)-

1H-% " -5-F Bk A&

N

*]

v
O :

10 MS: APCI(+ve) % 523.
%364 93

A-({1-A-8FR)-4-[(4,4-—F( K 1-%TX)FHA]-1H-% % -5-
EIEE)-2-%%E®

68



------

MS: APCI (+ve) &% 513.

5 5 7549 94
-(4-EFA)-4-[(4,4—¥A-1%RE)FRAI-N-[1-(BFEX)A
A ]-1H—k = -5-F BL B

%

10 MS: APCI (+ve) X% 557.

L4 95
1-{3-(4-FFE)-[1,2,4] -k -5-RPE} -4, 4-—F X R LK
EA

69
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15

20

25

(a) 3-(4-RFA)-[1,2, 4] -5-F &

AOCHEHT, A LB AER (1. 75ml) A 3 4-F-N-
# A ¥ ethanimidamide (3. 0g) #= 5 & 47 (2. 46g) 4 & & (60ml) 45 &
BRY. B2IWE, RERBAIER, MAKF_ATR, 45
A#AR, RERS. REAHERTTE(00n]) F, HERD AW
20 DH, AHEREEHRY., Gk (FIRLRLE=6:1)
BEhkw (2.2, HELEMRTFE(20ml), mAKEKS (1. 15g).
FETEENLSY 16 I H, MAXFLRLE. >BANME, K
E MG BB (1 6g).
MS: APCI (+ve)225/227 (M+H);
'H NMR & (CDC1®) 7.3-7.2(m,4H) . 4.8(s,2H) . 4.04(s,2H) .
2.9(s, 1H).

(b) 1-{3-(4-FFH)-[1,2,4] - -5-EPE}-4, 4 —FERR
i

BR L& 1TO) 85k, BEREHEHM 95(a) =4 (0.58) F 2 &
KHEY., AEEHL (LR . LRLE=3:DFLRRIR, A
1.OM SALE LB ERAEFI B KAFMLAEH (0.15g), B E:
161-162TC.
MS: ESI (+ve)448. 18 (M+H);
'H NMR & (ds~DMSO) 7.6-7.2(m, 15H). 4.76(s, 2H). 4.13(s, 2H).
3.05(sb, 4H). 2.5(sb, 4H).

HERFoW
Ak [Ca®]) 4 #r
a) AREAK
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gggggg

# 3% B A ¥ K (Hansel % .,]J. Immunol.Methods, 1991, 145,
105-110) Ak EDTA v st A mm o S h AR ale. FaREHE
% (5x10°ml™"), AERTF, 0 1 e eyaEmA 5pM FLUO-3/AM
+Pluronic F127 2.2ul/ml( 4 F 4K 4F) # 4& 47 & #& (LKS;NaCl
118mM, A E4L 0.8mM. # ## 5.5oM. #HE4h 8. 5oM, FAL4F SmM,
HEPES 20mM. £.4t4%5 1.8uM. BSAO. 1%, pH7.4). W& E, Hak ik
200g &£ F s 5 547, HAR2.5x10°ml7" 69 R EH&EF T LKS 7.
8% 50 100ml/3L 0 S35 m a4t £ 96 3L FLIPr 3 frm (R-D-# A%
3 %m, % § BectonDickinson, /A 5uM &£ Z G FABEHK 2 M H).
BixirimE 200g &£ H 5494k, A LKS sk @mie sk (200pl; %
=)

E-FERATHAALEREAAFTHRLSS, RAKRERRAH
0. 1%(v/V)E=FRAERM. MA Ao R EH eotaxin FH¥ 45, BA
FLIPR (3 % M A 4% ik # i+, Molecular Devices, Sunnyvale, X H)
W fluo-3 % & (1:=490nm #» 15,=520nm) &5 B} /&) 3§ Jm.

b) AdHE@ie

3£ & A A E K (Cunoosamy & Holbrook, J.Leukocyte Biology,
1998, S2, 13) A EDTA %3 B hExR P BEALE@R. Bl EdH
E%(5%x10ml™")F LKS, AERETF, R 1 SHBHHAMA 5uM
FLUO-3/AM +Pluronic F127 2.2ul/ml (4F#H4). m#E, Kak
2008 B 5 54, HH L 0.5x10°ml WK AEEHZF T LKS
b, REHF MBS E 96 L FLIPr 3% fm (Costar). ¥4 0.5 10°m1™"
R Bie 100pl mEmAEALY. HiEEhrnd s (2008 54
B TR)EmBiSR. &5 A LKS ksl 2 & (200p]; F&).

AR PHALEMEEB TOLELY, HAREREH
0.1%(v/v) =R A TR, MmA Ay RES MIP-laf#4#, BH
FLIPR (3 % M 18 4% i # i+, Molecular Devices, Sunnyvale, %H)
B fluo-3 % % (1e=490nm # Ir=520nm) &5 BF ) 3§ Hu.

TR THLEOWEEASEAERE MR T A F[Ca”]i #
eotaxin HFE M/ REAZHKMPE FAF[Ca"]i #§ MIP-lak i
.
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20

LR X ]

N3 LX) % L3

3 IEAAHE K (Hansel %¥., J.Immunol.Methods, 1991, 145,
105-110) A EDTA i Bt Ak T2 BEAFREME. AZRT, #
A4 10x 10°ml ™" 89 % K ¥ 3 &% T2 4 200IU/mwl # % 4. 200pg/ml
BEid T £ H4NA A 10%HIFCS # RPMI F.

£ 3TCTRARARLSH (100> HAEEL 105=FEER T
B FOE) Bk RE s b (T00p1) 15 4-4F. & 28pl & K pifL
&% X, 5 A R E 8 eotaxin A E (0. 1-100nM) Au A 2] A% 35 bk 3% Jf 52 &9
ﬁ%%?.%E%i%%ifﬁl,azw&%ﬁﬁ%mﬁﬁ&wA
SR EWRF. EITCTARABERE T A 95%% K /5%C0;. Ak 3 &
FIFom 5 A,

&%ﬁi%ﬁmﬁﬁ£ﬁ¢u%Mﬁ%$Lﬁﬂ$,%E%%.
JAA# SMEDTA #4884 % (PBS) A A BB 1 K AR LM ALR
M. Bl REBDIOEREE S (300xg ERT H554)
RiE, BFEEE, FLAr#ESE 96-7L3& Hfm (Costar) # &A1
#. M 28ul 4 0.5%Tritonx 100 # PBS R MR R &G WME, REH
FHERSE/ MET R, REmBEMRB AN LERFT. R
Strath 2., J. Immunol. Methods, 1985, 83, 209 ¥ # & 7 &, et R
MELARTERR MR AP EERELTONEREAEED
¥ A .

EREEEAMNLLSH AN FAEREGEAH LS eotaxin
WRRN.
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