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4 (1H) —sebok R, 2- Q-FBEAXR)-6-A A,
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4 (1H) —"rd ok, 6-F-2-(-R-2-BEFXK)-;

4 (1H) &k B, 6-8-2- (3, 5-=ZR-2-FLEFXEK) -

4 (1H) - ok B, 2- 2-FX-5-FEAXE) -

4 (1H) -"&ed k8, 2- (- R-5-AHARE) -

4 (LH) - e obk R, 6-R-2- Q-2 A-5-F RAFXE) -

4 (1H) —"EedokBR, 2- Q-LER-S-AEAFK) -6-AK-,

4 (1H) -k ok BR, 6-8-2- (- E-5-AEEE) -

4 (1H) —"Eeb ok, 2- G-A-2-2EXE)-;

4 (1H) —&ekoph 87, 6-F-2-(3-RA-2-2AFXK)-;

4 (1H) -&rdokfl, 2-[5-(1, 1-—FRZE)-2-LEFEA]-
4 (1H) e okfm, 2-(4-2X[1, 1V -BKXK]-3-K)-;

4 (1H) —&ei ok fR, 2-(4-R-2-ZEXE)-;

4 (1H) —&rd ok A, 2- (- A-3-FEEXEK) -

4 (1H) —rdobk 88, 2-(3,5-=if-2- AL FXE)-;

4 (1H) - ook B, 8-i12-2-(3,5-=8-2-F A XK)-;

4 (1H) 5o ok BR, 6,8-—if-2-(3,5-=if-2-AXE)-;
4 (1H) —wh ok BR, 2-(3, 5-=R-2-LE XKL -

4 (3H) —~kedok®A, 2- (4-THRA-2-EEFL)

4 (3H) — ek ok B, 6-F-2- 2-BE-R-FEEK)-;

4 (3H) —e bk B, 2- Q- K- -FRE)-6-FL—;

4 (3H) —eb kR, 2-(3, 5-—R-2-BEARXL)-6-A K-
4 (3H) - ok ok B, 2-(3,5-—f-2-BEAXKR)-6-FEE-;
4 (1H) —& ok ok B8, 2- (S-R-2-ZAFK) 6K

4 (3H) & etk R, 2-(Q-LFE-5-#FE) -

4 (3H) ek B, 6-R-2- Q- EA-5-BFEK) -

4 (3H) &b ok BA, 2-Q-LE-5-BEEL) -6-A K-

4 (3H) ek obk B, 2- (5—i2-2-AXK)-6-R-;

4 (3H) —ek ok BR, 2-(5-38-2-F A FI) -6-FHHK—;

4 (3H) ~E ek ok BF, 6-F-2- 4-TRA-2-BEFE)

16
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4 (3H) —"&rd ok BA, 2~ (4-TERE-2-BEFRE)-6-AA-;

4 (3H) —vd ok BR, 6-K-2-Q,4-—FLEAXHE)-;

4 (3H) —efeakBR, 2- (2, 4-— A KKL)-6-A & —;

4 (3H) —*&edopkBA, 6-R-2-(3,5-=if-2-L A XKL -

4 (3H) —"&wkokBR, 2-(3,5-=-2-ZAFXK) -6-A K -;

4 (3H) -k ok B, 2- Q- E-3-BEFE)-;

4 (3H) -Eed kB, 2-(2, 5-—£EXE) -

4 3H) -k ok®, 6-8-2- (2, 5-—HAXL) -

4 (3H) —e& ek ok BA, 2-(2,5-—HEXE)-6-m % —;

[2-2-[2-(RFEA-KRA)-5-FE-XAKX]I-THRE]}-5-£K
~4-(4-F A —Ergh-2-K)-REARK]-TR; #

[2-{2-[6-RFE-RA) -2, 3-—FA-FXAX]-TAE)-5- £ -4-
(4-F R —prdak-2-2) - XX K/KX]-TH.

13. ARFEAA)|ZR 12 8410bdh, HF:

X & 13 2;

AR A5 AZ CL. Br. F. CF,. —0CF,. Me. Et. CN. —COOH. -NH,.
-N(CH,),. -N(Bt),. -N(iPr),. —0(CH,),0CH,. —CONH,. —COOCH,. -OH.
~0CH,. —OCH,CH,. —CH,0H. —-NHCOCH,. -NHCOCH (CH,),. —SO,NH,. —CONH (3%
7 %) . —CONHCH;. —CONHCH,CH:, & TiIAR &9 EH, ik f-koTH.
vk, Bk, KA. REL. FEARFEL;

y R 0-4; F=

A R4 3 32 C1. Br. B, CF,. Me. Bt. CN. ~COOH. —NH,. -N (CH,) ..
-N(Et),. =N (iPr),. -0 (CH,) ,0CH,. —CONH,. ~COOCH,, —OH. —OCH,. —OCH,CH.
~CH,0H. —~NHCOCH,. -SO0,NH,. —S0,NHC (CH;) ,» —0COC (CH;) ;» ~0COCH.,C (CH) ;.
-0 (CH,) N (CHs) ,. 4-CH,—%&%-1-% . 0COCH (CH),. 0CO (3f X&) . —=COCH,.
o AR BAX, G R B R T AR ERAR 0 F B

14. REBEAF)ER 13 854050, P

17
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x &£ 1;

HARIESHAZ CL, Br. F. CF,. ~0CF;. Me. Et. CN., -COOH. -OH
2, -0CH;;

yREOXR L A=

/AR IR 3HE CL, Br. F. CF,. Me. —0H. -0CH;. —0CH,CH,. —CH,0H.
~NHCOCH,. -SO,NH,. —SO,NHC (CH,) ..

15, AREARF)| B K 14 6440%, L+ R ENEY 11-1 X
HiELHnHE:

16. X Ilafi-¥:

0O
NH OPG!

2
N .
(R

(Rs)y
Ila

KREELSHE;

HEF:

PG’ RiEAHBEARYEH,;

x % 0-4;

£ R 3502 8 %E. CN. NO,. -NR’) .. ~CH:N(R?) .. —OR’. —CH,0R’
-SR’. —CH,SR’. —COOR’. ~NRCOR’. —CON (R?),. —OCON (R’) ,» COR’. —NHCOOR’
~SO0,R’. -SO.NR*),, RATHBMBRAKHEAR, £ A C-CAEHE. FAH.
i, RPSA. ZRIRMSAEE. FE C-CoRA. BFE -Gk,
FAE AL C-ColR AR E ML C-Cob A,

y & 0-5;

18
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HANR A EHE. CN. NO,. -NR?),. -CH,NR?) .. —-OR’, —CH,0R’.
-SR*. ~CH,SR’. -NRCOR’. ~CON (R*) ,. S (0) .N (R*) ,» —OCOR’. ~COR’. —CO.R’.
-0CON (R*), . -NR’SO,R* . —0P(0) (OR’),. =P (0) (OR’),. —OP(0),0R’ .
-P(0).0R’>. -PO(R’),. —-0PO(R*),, A THBERNKRHEAR, i£f C-C
PeAe . FE. EFA. WAARE. RIAEAEA. FE C-CREA. R
FEC-Coti. FBEHEE C-CREARNLFRB®REA C-CIRAL;

HFRERLN PEIAZERE THBERAEY CBAERA. £F 0
-3 ATk R BRARGERTH 3-8 Atafe. HH5REfeXTL
Ffe AR ERLE -5 A IR AR, ARAHERTFH 8-12 T
e, HHRAFRE LSRRI, RA:

BRERAG RECNATRESHRTF R RATRBIRRGEER -
AN EE AR BRAYERTH I-12 AMf, EHTlofR s
I Fa B KR 3K;

H &4 TR ESS:

4 (1H) - o ok B, 6-R-2-[5-8-2-Q,2-—FHE A X)X
Al

4 (LH) — e opk B, 2- (2-F RAEFEE) -

4 (1H) —&ed ok BR, 2-(2,4-—FREXE)~;

4 (1H) —&vodobk 87, 2-(2,3-—FRERXEL) -

4 (1H) —"&ed ok dh, 2-Q,5-—FEEEXE) -

XYE, 4-[(REZRATFTR)ARX]-, -1, 4-=&-4-8K-2-
weukok ) RAE, LB,

4 (1H) —gedoh R, 2-[2-(TBLERL) KK]-;

4 (1H) &b ok, 2- (2-FHEFXL)

4 (1H) ook 8, 2-(-FEAERXK)-T-ECRFH)

4 (1H) —dod ok A, 2-Q-FREXL)-T-FX-;

4 (1H) ek ok R, 2-[2-(TBLERL) -S-8F L] -6-F—;

6—Erdok H B, 2-(Q,3-—FARARRA) -1, 4-—H-4-8K—;

6—rkok BB, 2-(S-THRA-2-FARAFL) -1, 4-—&-4-;

19
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6-Erb kKB, 1,4-—5-2-[2-FEE-5-Q-AWEL) X K] -4-
A

6—Frd kB AL, 1,4-—&-2-Q-FAE-3-FEFEL) -4-8K-;

6—Er gk RBR, 1,4-—R-2-[2-FRES-(I-FATZHA)X
Al-4-8K-

6—Erd ok BB, 1,4-—H-2-(2-FAX-5S-AEAKLRXL) -4-8 K-

-tk R B, 2-[5-(2-ZAATAR)-2-FEREXRK]-1,4-—=
f-4-FA-;

6—Erd kR B, 2-(3-ZRA--FHEARXE) -1, 4= & -4-8 K-

G-k ok B BE, 1,4-—H-2-Q-FRAXL)4-E K-

6— ek R AR, 1, 4-—H-4-8AR-2-[2- Q-FHEL) KAL)

6-arhok BB, 2-[2-Q-ZHRAETEL) KA1, 4-=F-4-8 4K

6k RER, 2-(2,3-—FRARRK)-1,4-—H-4-8K~;

6ok L BE, 1,4-=—5-2-Q-FAA--FHEER)-4-8K-;

6—Eebok B, 1,4-—H-2-Q-FHE-S-FERXRA)-4-8K-;

6Bk R B, 2-[2-Q-ZRATAL)-3-FREXA]-1,4-=
S -4-8 A

6—Erbok B ER, 1,4-=£-2-(2-FAREKL) 4-8K-, TAE,;

4 (1H) —£ob kB, 6,7, 8-=FRA-2-(2,3,4-ZFHRAER)~;

KB, TAE, 5 2-(GR-ZAFXE)-4(GH —2ebokdn e fs;

4 (3H) —&rd ok A, 6-THX-2-(4F-FEHELXE)

4 (1H) —&vd ok ff, 2-(3,5-—R-2-FEHEXK)-;, #

2-(2' -TBEIERK) -4 (3H) &b okn,

17. REARAEZR 16 691044, L4

xR 1R 2; o

#HA- R332 Cl. Br. F. CF;. —0CF;. Me. Et. CN. —COOH. -NH,.
-N(CH;),» -N(Bt),. -N(iPr),. —0(CH,),0CH,. -CONH,. -COOCH.. —OH.

20
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~0CH,. —OCH,CH,. —CH,0H. —-NHCOCH,. —NHCOCH (CH;),. —SO,NH,. —CONH (3R
#£) . —~CONHCH,. —CONHCH,CH;, & TitixIRAKMEAR, & H-KEK.
ki, ek AR A, XA, REX., FAITAA.

18. MRE\EARAIER 17 940e, L+

x & 1; A=
R°% Cl. Br. F. CF,. -OCF,. Me. Et. CN. -COOH. -OH =—-0CH,.

19. BBRAER 18 O, L

yZ& 0-4; #=

HA R 3 HAZ Cl, Br, F. CF;. Me. Bt. CN. -COOH. -NH,. -N (CH,) ..
~N(Bt),. -N (iPr),..—0 (CH,) ,0CH,. —CONH,. ~COOCH,. —-OH. —OCH;. —~OCH,CH.
~CH,0H. —NHCOCH;. —S0,NH,. —S0,NHC (CH,) ,» —0COC (CH) ;» ~0COCH,C (CH.) .
-0 (CH,) ,N (CH.) ,» 4-CH,~%&%-1-% . 0COCH (CH,),. 0CO (3R /%) . —COCH..
T b AR B AX, 84 3R E S T AR AR 09 F A

20. MIERAZEK 19 4iLed, H T

yEOR1; F=

R°%Z Cl. Br. F. CF,. Me. —OH. -OCH,. —OCH,CH,. —CH,0H. —NHCOCH;.
-SO0,NH,. —SO,NHC (CH.) .

21. BERFERK 16 ¢4iLddh, HFAEMLS YRS Y 11a-1
KREELHE:

22.. X Ilcteb%:

21
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Cv

Cy
@ N  opa!
N/
(R3)x /‘\Q
(R%),
Ilc
REELSH,
HF:
PC REAHEEFRPLR;
Cy it f 3= TF &5 35
(RY) (RY),
;‘:‘;N/\/(:‘ﬂ)z ‘:\"i@ z y\fiN/\/j
NH O
cc dd ee
g T “‘E,m
(Nj C}/(R“)z N (RY,
NRY,
ff gg hh
£ (RY, " T
: Ry ﬁ
z (R%);
i ii kk
A oo o e
o ) * A
‘N <( j’j (X
g X
RY /J | <’\<R4)z Rf%\' (RY),
‘ (R%).
Hn mm nn 00

FFE Cy TihME—ANAREATRRGEK, RRAETF LR 2 A3k
3R -ROBAK;

BNz IR E 0-5;

AR IEZHAHE. CN. NO,. -NR?),. -CH,N(R’),. -OR’, —CH,0R".
-SR>, —CH,SR’. —=COOR’. -NRCOR’. ~CON (R?) ,» —OCON (R*) ,» COR’. —~NHCOOR’.
=SO0,R’. —SO.NR?),, RATHRMERAGEAR, L f C~C ek, F A,

22
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REFA. RPEERE, BITBERE, FEAC-CREA. £FKC-Cluik.
BB C-Colt A X B A C-Colu X

x & 0-4;

FHA R # 2 5% . CN. NO,. -NQR?),. —CH,N(R?),. —=OR’. —CH,0R’,
-SR’. —=CH,SR’. =COOR’. —~NRCOR’. —=CON (R?) ,» —0CON (R’) ,» COR’. —~NHCOOR’,
-SO.R’. —SO.NR?) ., A TRAMBMAKGER, i C-CREAE. Fi&.
FEE. RBEAL. RFBEL. FECCHREA. #FEC-CHRE,
FERAER C-CoR AR HE C-Ci;

y A& 0-35;

HAS AR 2 32 8% . CN. NO,. -N(R”),. —-CH,N R*),. —OR’. —CH,0R’.
~SR’. —=CH,SR*. ~NRCOR’. -CON (R*) ,» =S (0) .N (R*) ,» —OCOR’, —COR’, —CO,R’,
-0CON(R?), . -NR’SO,R’. -O0P(0) (OR’),. -P(0) (OR’),. -OP (0),0R’.
-P(0).0R’. -POR’),. -0PO(R’):, HA THRBIRNKGEAHR, & h C-C
Peak . FR. £FE. RAEAA. L2WMBHEE. FEA C-CRA, £
FEC-CoA. KRBHE C-CHRARKIFMEHREL C-CrE;, &

HREAE RIEIZ KA TRBRRG CLBARER. £4 0
—3INEREHE AR RRARGRR T 3-8 At F5 TR E
FoFe R LR ERA 0-5S MBI E R, EXAHERTH 8-12 4
oA, FHTeFfe X T FRef 3K, RF:

BRERAG RECNAAREHQR T —RMARTRBRKGEA 0-
4 A A% 3% B K ihaxif‘nééﬂ-/?—?éé 3-12 Lhade,. LT IefFRTL
FaFa IR K 2K,

HEH RTINS HHERES]:

ook, 2-(2-FEAFRK) -4- (1-bsg it k) -

ook, 6-8-2-(2-FHRAFRK)-4-(4-SakK)

ook, 6,8-—®-2-(2-F RAEFE) 4-(4-"Tok k) —;

wekok, 6-if-2-(2-F RERK) -4- Qg i) -

ook, 6,8-—&-2-(2-F AEARE) -4-(1- B A) -

ek, 2-(2-A-6-F REARXKL) -6-F &KX -4-(4-"Fok L) -,
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ook, 2- (2-F-6-F RARK) —4-(4-F 1% L) -7-

ERTFH) -
RAHEBR, 3-8 -2-[7-FA-4-(4-FHA-1-

YR ) 2ok K ] K AL B

RER, 1-Fk-, 3-R -2-[7-FH-4-4-FE-1-%=wHK)-
2 ek K] KA B,

TR, -F&- -R-2-[7-FA4-4-FE-1-RRHK)-
2-"Ereiok K] KA B,

KRR ER, -R-2-[T-FHE4-(4-FHE-1-
UROE ) —2—a ek R ] KL B

AR, 2,2-—9H- 3-F-2-[7-FH-4-(4-FHA-1-
V€ IRVEL L S YE & 8.5

TE, 3,3-—F&- 3-R-2-[7-FHA-4-4-FH-1-
V€ SRYEL TIL T YF & 8. -F

ek, T-F-2-Q-FEREXL -4-B3-ERFH)-1-

nhegbr K ;

%k, 1-(TABBRE)-4-12-Q, 4 =—FERLXL)-T-F X4
eudigk K] -;

I, -8-2-[7-FR-4-U-FEA-1-%RA) -2Erkok K] -,
ZBRBS;

ek, 1-(TEBBE) -4-[2-Q-RA-6-FEEAEXL)-T-
(ZRAFH)-4-dekok K]

1-RE R, 4-[6-8-2-(2-FRAEARK) -4~
ek -, 1, 1-= W 2 A8

FATFER, Q-FHEARL -, 1-12-Q-FEARL)-T-FHA-4-
ot ok 2 ] —4-vkne A g

G- ebok R BE, 4-[4-[(0, 1-—FRZEIL)HZEA]-1-
RBE]-2-Q-FEEAXL) - F

KB, 2-FRA-S-12-[4-[2- Q- FREAFHL) -4—friaf k] -
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1-%kAEAITAI-, QI)-2-TH 8L (2:3).

23. RERAERK 22 89, K+

PC' REAMHEARPRA;

Cy ARERTH-1-£ (5j) . sd-1-4 (Ff) . kug-1-4 (dd) &
B -1-2 (cc), Tk 0-4 R RIIRAK;

A~ R 2382 Cl. Br. F. CF;. CH;. —CH,CH;. CN. —COOH. -N(CH,) ;.
-N(Bt) ,.-N(iPr) . -0 (CH,) ,0CH;. ~CONH,. ~COOCH;. —OH. —CH,0H, ~NHCOCH;.,
-SO.NH, . -S0, (CH,) sCH; « —-SO,CH(CH)), . -SO.N(CH), . —-SO,CH,CH, .
~C (0) OCH,CH (CH.), . —C (0) NHCH,CH (CH,), « —C (0) CH (OH) CH,CH (CH,) , -
-C (0) CH (OH) CH,C (CH,) ; » -NHCOOCH,. —C(0)C (CH:);. ~—CO00 (CH,).CH,
-C (0) NHCH (CH) .. —C (0) CH,CH;, A TitAEAKeGEHE, & f KoK,
A, DHARARA. CLomEAA. A, XAREA. FE. FE&A. -CH
Tk, wbue A, -CH bz A S -CH, "Bk X

x 21K 2; |

A~ R4k 232 Cl. Br. F. CF,. —0OCF,. Me. Et. CN. —COOH. -NH,.
-N(CH,) .. -N(Bt),, -N(iPr),. -0(CH,),0CH,. —CONH,. —COOCH,. —OH.
~0CH;» —OCH,CH,. —CH,0H. -NHCOCH,. ~NHCOCH (CH),. —SO,NH,. —CONH (3F
#A#) . ~CONHCH,. —CONHCH.CH;, & T4 KKE, & A -k,
E A, Bk, KA. XAA. FARFEL,;

VR 0-4; Fo

#HA R ¥ 532 Cl. Br. F. CF,. Me. Et. CN. —COOH. -NH,. -N (CH,) .
~N(Bt) ,» =N (iP1) ;. =0 (CH) ,0CH;. =CONH,. ~COOCH;. ~0H. —OCH,. ~0CH,CH..
~CH,0H. ~NHCOCH;. -SO,NH,. —SO0,NHC (CH,) ,» —0COC (CH) ;. —0COCH,C (CH,) ;.
-0 (CH,) N (CH,) ,« 4-CH,~"&%&—-1-% . 0COCH (CH),. 0CO (3R /X, %) . —~COCH;.
T i AR AR 09 R A A R T IR F a L.

24. AV ER 16 th4ubdy, R
x & 1; Fo

25
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Raﬁfé%%% 7_&, )%"'C].\ _CH3\ —CH2CH3\ _F\ "CFz\ —OCF3\
—CONHCH;, —CONHCH,CH;. —CONH (3R & A) . —-0CH;. -NH,. —OCH,CH, s —CN.

25. RIBRAIER 24 thiuodh, b

x & 1; #o

R’ Fogedopk38 742, &-Cl. -CH,. -CH,CH.. -F. —-CF.. —-0CF,.
~0CH, 3 ~0CH,CHs,

26. BRFERAIER 25 G0bY, EFATRLASHRNASY 1c-1
KAEELNE.

@

27. X 111 4ee-#:

(R N

| R3),
S
oo

11

RpELWE,;

i

x &£ 0-4;

AR HZ KA. CN. N0, -N(R’) ;. —CH,N(R?),. —0R’. —CH,0R’.
-SR’. —CH,SR’. —COOR®, ~NRCOR’, ~CON (R’) ,» —OCON (R*) , COR’, ~NHCOOR".
-S0.R’. -SO.NR*),, KA THBABRKRNER, h C-C ek, FA.
BT, RREAAR. HFMBAL. FEAC-CREA., 234 C-CHEL.
g AK C-Col AR R BB &K C-Coln &
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y & 0-5;

FA R334 5% . CN, NO,. -N(R?),. -CH,N (R*) ;. —OR’, —CH,0R’.
~SR’. ~CH,SR’. —=NRCOR’. —CON (R?) ;» =S (0) .N (R?) ;» =OCOR’. =COR’, ~CO,R’.
-0CON(R’),. -NR’SO,R’. —OP(0) (OR*),. -P(0) (OR’),. -OP(0),0R’.
-P(0),0R’>. -POR*),. -0POR?),, HKA THARRKHER, £ C-C,
Feik i . FE. RFE. FEAL. RIMAL. FE C-CRrEA. &
FECCHE. FBALCCREARETIB®RE C-CRE; F

HFAREAN RIBIRRERE THBRAY CLAERER. 240
-3k R. BRRGERTH 3-8 Lieh, 5 Rehikie
T Fe b ARERLA 0-5 AR AXAGERETH -12 4
WA, BHFEFIEEFFIR; RH:

BHRERAREECMNITRESART —RARTEBIRRGEAR 0-
4RI B R BRAHGERTH I-12 Ltaf. o RBfFRTe
A fo R K=K ;

HE&H2:

DxFey REAKEER; F

(iDFyRAE, x&—, RVRE:

-4 8 RF

-4 F A

28. RFARFER 27 440s%, H b

xZ1R2; F

AR IS WAZ Cl. Br. F. CF,. —OCF,. Me. Bt. CN. —COOH, -NH,.
~N(CH)),. -N(Bt),. -N(iPr),. —0(CH,),0CH,. —CONH,, —-COOCH,. —OH.
~0CH;. —OCH,CH,. —CH,0H., —NHCOCH;. -NHCOCH (CH,),. —SO,NH,. —CONH (3%
&%) . —CONHCH,. —-CONHCH,CH,, & T&BBRA AR, & A —RE.
sk . Hak . KA. REA. FARFERA.

29. RE\ERA|ER 28 fuedy, HLF:

27
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XA 1, =
R°%Z Cl. Br. F. CF,. -0CF,. Me. Et. CN. —-COOH. -OH 2, -0CH;,

30. ARFEARA)|EZK 29 69EH, KT

VR 0-4; F

HA R R IE CL, Br. F. CF,. Me. Bt. CN. ~COOH. -NH,. -N (CH,) ,.
-N(Bt),» =N (iPr),. -0 (CH,) ,0CH;. ~CONH,. —COOCH,. —OH. —0CH,. —0CH,CH,.
~CH,0H. —NHCOCH,. =SO,NH,. —=S0,NHC (CH;) ,» —0COC (CH) ;» ~0COCH.C (CH,) 5.
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~CH,0H. -NHCOCH, . —S0,NH, . —S0,NHC (CH.) ,» —0COC (CH,) ;. —OCOCH,C (CH) 5.
-0 (CH,) ;N (CH,) ,» 4-CH,—"& % ~1-4 . 0COCH (CH,) ,. 0CO (3R /&, &) . —COCH;.
T % AR IR, 6 K R T IR A F R
0029] ARAEXRFXP, KXHEFETHTFHEX la ey,
£+ x &1, R4:-Fordok3f 7-42, £-Cl. —CH,. —CH,CH;. -F. —CF,.
-0CF,. —CONHCH;. —CONHCH,CH;. —CONH (3% & &) . ~OCH,. -NH,. —OCH,CH,
R-CN, AR FEAEFXTP, x £ 1, R4 Fdedogkir 7-42, £-Cl.
-CH,. -CH,CH,. -F. —CF,. —0CF.. —OCH; & -0CH,CH,, /&3 &k} 455
FRY, x &1, R4E-Foedaksn 7-41, £FX.
[0030]  HRFH—FKEFT X, Cy R%KFE-1-K(cc), yRO, x £ 1,
R4z -FogedokIR 743, 2FX.
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[0031] BB HF—FFEAFTX, KIXFRFETHATFHELEX la Lo
o

Cy
N
(RY) ’(_:/Cﬁ\/N OH
2
(RS),

Ia

REEASHH,

E9:

Cy RTHRAMIARE IR, %A RKABFRTH-1-X(Gj) . wdr-1-%
(ff) . 9kez-1-% (dd) R%kH-1-% (cc), H ¥ Cy Tkl 0-4 %k ik
I RO

#HA-R' B3R Cl. Br. F. CF,. CH,. —~CH,CH,. CN. —COOH. -N (CH,) ,.
-N(Bt),. -N(iPr),. -0(CH,),0CH,. —CONH,. -COOCH,. —OH. —-CH,OH.
~NHCOCH;. —SO,NH,. -S0, (CH,) ;CH,. —S0,CH (CH.) ,» —SO.N (CH.) ;. —S0,CH,CH.
-C (0) OCH,CH (CH,) , . —C (0) NHCH,CH (CH:),. -C (0) CH (OH) CH,CH (CH),
~C (0) CH (OH) CH,C (CH;) ;. —NHCOOCH;. —C (0)C (CH;);» —-CO0O (CH,) ,CH; .
-C (0) NHCH (CH:) .. —C(0) CH.,CH;, HFZH TkARAG LR, & -k
A kRA, kKA. ColAE. XA, RKAE. FE. FRA.
-CH, 2R T A&, wibs 3. —CH, o e A S -CH, R 1 ;

x & 1; ﬂ

HA R Z Cl. Br. F. CF,. —0CF,. Me. Bt. CN. -COOH.
-0H %,-0CH;;

yROX 1 Fo

#HA R M3 3Z Cl. Br. F. CF,. Me. —0H. —0CH,. —OCH,CH,. —CH,0H.
~NHCOCH;. —SO,NH,. —SO,NHC (CH)..

0032) AFETHFIXY, KRIXFAEAFETHFHEX [ Loy
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Cy
AN N
<R3>x—:(;rk,
=¥

(R,

Ia
KA EAH L
EF:
Cy R ABRMKHMRE-1-K, x &1, y R0,
[0033] AXBEHEMREREFXY, AXHREFETHFHEX laibe
Y.

Cy

(R‘*‘),r(j\/'§ '
2
(RS),
Ia
REESHE,

£
Cy £%%-1-4&, THMLERKLHERNERRK, x£1, y£0.
(0034] X la boWR—MITRE I FFEHEH.

Vil I
B Go® " .
NC (Ra)x (Rs)y (R°)y N,’H
oo ) | QR0 —
5 N o O’go (R,
(H)V CN
1 2 3 4

> Q)

o 5

= N OH 4 ® )y NI (HS

_ ~— NH OH @\/‘\N,H x
3 N =~

GV (RY, NJI: oo

I .
: (RS), 6 "), 5
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0035) ERARE IHLHEX [a WMWK —BFE. BR, Z£X
la b oHAREFHY R*RZ2-0H )X I 0. RAAREBRAAR K
KNIRE], FIA KGR FTEMNFEIK 6 REELHE4E3HL
FR*ARRZ-0H X I oM. Flde, FHEIK 6 6500 A ETrAstL b
BEENBELERE. ALHANELNBELZRAAREHBATEIIANL
FARAERAOLERDR, EONELXAARRMABRR SN, Floi L
"Advanced Organic Chemistry, " Jerry March, 4" Bd., pp. 351-357,
John Wiley and Sons, N.Y. (1992) #= "Comprehensive Organic
Transformations, " Larock, Richard C., 2" Ed., John Wiley & Sons,
1999, =# A5 AAERMEAHRE,

03] XEXFEZEAHAOEERARTIHE. REL. BBREL. Tk
IR RERBA . TRBMRAKAOHERBEL., TRERRHFTE
RBEAFERMBEAR.

00371 ZEAWEBEEZRARSTURSIHFABAER, A AKX 144,
B, HHA2E], EFREK6HEEBLIESNELZLAAZE,
TRIASHERE, ERAFASHAREAGK IS, Fldo, A
RABERABABANE. IRRALA. REAAA. ON, £HBEAR. NI,
NH (CH;) .. N(Et),. NH(iPr),. HO(CH,),0CH,. HCONH,. HCOOCH,. HOCH,.
HOCH.CH;. HCH,OH. NH,COCH,. HSO,NH,. HSO,NHC (CH;),. HOCOC (CH,) .
HOCOCH,C (CH,) 5. HO(CH,),N(CH;),. 4-CH,—9k%-1-% . HOCOCH (CH),.
HOCO (3R /% A&) « HCOCH;. T4 BRAX &9 REK K T MRAR M F AL
E#, AKX I46Y. RAREFEHRARAARLENRE, XEXH
TAREN, BHRYAAMEERMEAR.

[0038] HBRARXANA —FEHXEFT XN, KAXFEFETAFHEL
A% laa-1 KFLELH .
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H
N

(/)

N

s
aase

3
S

Iaa-1
AP PEFERE, VEAILA.
[0039] HEBAREXBAMNA—FHEHRFX, AXHFAFETAHFAKX
laa-1 &4 & X VIiLSH:

OH

" OT'\/HG

() O
e = ol
R? N/Jj@ R N/)Ij

RS RS

Iaa-1 A%
QiEde F M F Bk

()& X Taa-1 AW EEASHBRAEZESHBBRIBIHRENF TRA;

AP REAFAXIRTE, PEFEARLA, FAAXA.

00401 EX VLS H—FEAEFTXT, FEFAL, PATFA,
REK, EXVHF—FHERFXTY, VERTE, PAFTA, R
f. EXVHFI—FEEFXT, FEFBL, VALK, VAL, £
XVHZ—MHEREFTATF, PAERTE, VEFE, VA, 4,
AXVE, FERTE, VAL, VAA.

00411 E—FERFXT, ELWUBRBREBRAGOEEFETANGE
MEH (Pl FEE. THE. TBLTB. TH. DMFE %) | KATEHK
RAR ©%aty ¥ db b o7 3KAF 64 BL AR 188X 7] (4)4= EDC. BOP. BOP-C1.
DCC. HOBt % ) . K ALsk (#)4e K,C0.. Na,CO;. Cs,C0,) KA Husk (Et:N.
Hunigs #%. N-F & ook, okel | 4-DMAP & ) FoiE AW R B E (M 0
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CEKRF 100C) FEAHAA (HlER. K. KF) . £HEXV
At —Fr R F NP, A HIENZ DMF, 15854 & EDC #= HOBt,
AHBE 4-FEDHk, RALAR, BERTR,
00421 EF—FEARFXNF, BFFH—FOUBLERKX VILEHY
BHTR, E—FEREFTXNF, ZHERATHREE.
0043]  AARBRAFHRAR EARE], T KA E 4 89 7 %
HEX VILSY. Hlde, HHERT RRAFAEXIRTERNLESH V
ME, AL ETRGRA BRI P R RIBIRAEAB A R IE A0 BLR
FBBLEF], MARRIART MRS, I ELAESHE A GH ISR
b, E—#HEEFRXF, AT REFAL, KAREAAR K RBMH
Bh B s A ML B RN ERBRH &M ERTR. RE, AR
BRARKINRE, X VAESHGEBRTUARALAYES G S —
Foufh, A—FEHFXF, TREETH FLRALX VG,
0044) EF—FEHRFRXT,TEEHX Ja LEDEFRI AR
B . TATFAZX la koWt BB R A RBT AL A
AAMK T I B. ¥ 4 & N "Practical Process, Research, &
Development, " Anderson. Neal G., Academic Press, 2000, rA
53 AAEREH B,
00ds] BB —MEEFX, HEFHX la Lo HRBFBREGE, TR
PR QI TR, ST-FEBRF, BR—WEHEFT X, FFEFHX
la WAMRTFTHBRYE, BRI —FEHRFTX, FELEHX la EH
R-ABBRHE. E—FHEAFTXF, E-ARBRLEAER. K.
RIB, HABRETLR. &, E-ARBEER,
[0046] EEEE#RFXNP, KEARB{HEXN [2a LoD RELELSH
;e F ik

Cy

\\N
WHQIE oH
N AN

Ia
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3o
Cy R4 f 4= T 84 3K:

£ N»}:4)Z £ N/\/(R“)z P4 N/\/(l;“)z

NH K) 0

cc dd ee
-~ s '
& (e e
T~(RY),
ft gg hh
'(R4)z wrv ""’""
;"ri -~ N N
T R )
S R 7
: (RY
i 1 kk
T ™ T ™
N N N N
\—-—J C\ ’ I \ 4
(R%) x (R%),
(R z (RY),
1] mm nn 00

HE Cy TitE—ANREANTERANHE, LIAR T LK z A 3%
I IR IR

Bz BIHRE -5

A R B 32 &% . CN. NO,. -N(R?) .. —CH,N (R?) ,» —=OR’., —CH,0R’.
-SR*. —-CH,SR’. —COOR’, -NRCOR’. -CON (R*) ,» —OCON (R’) ,. COR’, ~NHCOOR’ .
-SO0.R’. =SO.N(R?) ., KA THBRARGEE, £ A C-C gL, Fi.
RFE. RRHRE. AFBHEA. FEC-CRE., £2FE C-CHRA.
FRER A C-CoOR R RRIAMPAR C-Colt X,

x & 0-4;

A R332 5 & . CN.NO,. -NR’) ,. -CH,N (R”) ,.» —OR’. —=CH,0R",
-SR’, —~CH,SR’. —=COOR’. -NRCOR’. —=CON (R*) ,. —~OCON (R’) , COR’. ~NHCOOR’
=S0,R>. —SO.N(R*)., A TAMBRNKNEAR, £ C-ChE%E. FL.
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TR, RBEHRE. RIEBHERE, FEC-CREA., £FE£C-C L.
FRERA C-CoR BRI AE C-Cl X,

y & 0-5;

/R 3332 8% . CN. NO,. -N (R?) ;. —=CH,N (R?) ,» ~OR’, —CH,0R’,
-SR’. —CH,SK’. -NRCOR’. -CON(R’),. -S(0),N(R’),. -OCOR’. —COR’.
~CO,R*. —~OCON (R’) ,» -NR’SO,R’. —=OP (0) (OR’),. —P (0) (OR*),. —OP (0),0R’.
-P(0).0R’. -PO(R’),. -OPO(R’),, HAHFTAMRARHLRE, £ f C-C
Feaed. FE. AFE. AL AFBHEEA. FEACCHREA. &
FEC-CHE. HRIHERXCCHRAERTFMAEL C-C A,

FRBIE RIR R RS A TRBIRAE CIEAEAR. LA 0
“INBIR AR RRAGRRTH 3-8 Athfe. 5B FRT
SRR ETEERA 0-5 A BT AR RIRAH BT 8-12
ThaFe. BHRIeFeR Lo Rtof 3K, RH:

AARBIRAY REEMNFEESHRF—RMRTEBMRRGELA 0
— 4 NIRE R R RERARGER T 3-12 Tihfe. FH5RiaFK
F R A IRK I,

LIE T FE:

(a) AKX 11 é¥:

RHFELME,

H:

X% 0- 4;

HA R332 EE . CN. NO,. -N(R?) ;. ~CH,N R?) ,. —OR’ . ~CH,0R’.
~SR?. =CH,SR*. —COOR’. ~NRCOR’. —=CON (R’) ,» —OCON (R?) ;. COR’ . —~NHCOOR’.
=S0;R*. —SO.N(R*),, A THRAMRMNKGELRE, b h C-C gk, F 4.
RFR. FREHRA. RXMBHEREA. FAC-CRA. £3F24 C-Ci.
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FRE#EA CCoORR A RF AR E C-CohuX;

vy 0-5;

HEAR B I HZ K E. CN.NO,. -NR?),. ~CH,N (R?) ;. —OR’. —CH,0R".
~-SR’. —CH,SR’. -NRCOR’. —CON(R’),. —S(0).N(R"),. -OCOR’. ~-COR’.
~CO,R’. —0OCON (R’) ,. ~NR*SO,R’, —OP (0) (OR*),.-P (0) (OR?),.—0OP (0) ,0R*.
-P(0),0R>. -PO(R’),. -OPO(R*),, HATMIRAKMHERA, &£ h C-C
Feak . FA. RFE. RAEAE. ARMBAER. FACG-CRA. 2
FECComA. FIELE CCHRERDIRMAL C-Cri;

HFRERH RO 3R B XA THABIRKRY CBREAR. LA 0
-INBIE AR RIRYGRR T 3-8 Aafe. FH5FEFRT
ST ERRAEER 0-5 A B3Ik R. ERANLRERETFH 8- 12
AtaFe, HHREFR KL RIEF 3R, R4

BRERY REEMNITEESGRF—RMARTEBBRRKGEH 0
—4 A REE AR RERRGRRTH 3-12 Ahaf. 5 RefXK
AT Fa R AR,

Fr

(0) #L AT X [T P REESHEAHX [a 1o,

[0047] EFEEZREFRP, AKX ] LEHAFLESHLEFNEX Ta
AU REESHENFTEH—TF LERT IR,

(@) AZELNAEKRPEARPILESY [T 82 E, AKX [lafk

A%

NH OPG!
(R3)
(R

11a
REELSWHE;
FF
PC' REAMALEIRP XA,
x & 0-4;
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#4332 K% . CN.NO,. -N(R?) ,. ~CH,N (R*) ,. ~OR*. —CH,0R’.
~SR’. —CH,SR*. —COOR’. -NRCOR’. —CON (R*) ,. —OCON (R?) ;. COR’. ~NHCOOR’
-S0:R*, =SO.N(R*),, A TLMBAKHEE, £ h C-CREHE. FA.
TR, REHRE., RIEBEE, FAC-CmA. £FE C-CRE.
R HR C-CORBRBRMBAER C-CoRE;

y& 0-5;

/R 3% 5 3k 2 5 % . CN. NO,. -N(R?) ;. —CH,N (R*) ,. =OR’*. ~CH,0R’.
-SR’. -CH,SR>. -NRCOR’. -CON(R®),. -S(0),N(R’),. -OCOR’. —COR’.
-CO.R’. —0CON (R*) , ~NR*SO,R*. ~OP (0) (OR*),. P (0) (OR’),. —OP (0) ,0R’.
-P(0),0R’. -PO(R’).» -OPOR?),, HATHMBRNKMLA, &£ f C-C
Peak . FE. BFR. AL, AFBAL. FAC-CHEE. &
FEC-Cohti. FMBELCCHRERBIRMAL C-CrLk; F

HRBEIAE IR RS A THRBMRAN C BALR. LA 0
—“IANRIB AR, RERGRETFH 3-8 Lt HHFhfRE
LTI FEREREREF -5 MBI LR ARAHLER T 8- 12
uAaFa. HH5RBFa R T2 FRIofe—3K; A

ARENY REECMNATREHGR T —RMRTERBRKGELAE 0
— AN RIB AR REANGRRTY 3-12 Aaf. 5 TRiafR
TR F TR K,

(b) #:4L X Ila WA MA K ELNEYREAAANLELSHBELLA,
£ R X Ilb sy

L1
SN OPG!
(R
(R%)y
b
KELiES
HP:
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PG REANAEARPER;

L'REAHELLA;

x & 0-4;

FAS R IR 2 B & . CN.NO,. -N(R?) ,. —CH,N (R*) ,. =OR’, —CH,0R”.
~SR*. —CH,SR’. ~COOR’. -NRCOR’. —CON (R?) ,. —0CON (R”) ,» COR*. —NHCOOR".
-SO0.R’. —SO.N(R*) ., A TRMRKGER, £ f C-C AR E. F X,
k. AL, RIBHRA. FACCHRE. £2FE C-CRA.
TR C-CoOR AR ARE C-Coln i,

y & 0-5;

A R 2% 3 3% 5 % . CN. NO,. -N(R?) ,. ~CH,N (R?) ,. —OR’. —=CH,0R’.
-SR’. —CH,SR’. -NRCOR’. -CON(R’),. —S(0),N(R’),. —OCOR’. —COR’.
-CO;R*. —OCON (R’) ,» ~NR’SO,R’. —OP (0) (OR?*),. -P (0) (OR’),. —OP (0) ,0R’.
-P(0),0R’. -PO(R’),. —0PO(R’),, KA TMERKGEAR, i&fh C-C
Pekd. FR. REFRE. RBEAE. AFBAE. FAC-CHA,
FRCCHA. KBAEE C-CRAERLFBEHEE C-CIE;

FRERG IR ERE THEBIRARY C AL LA 0
-3k A R REARGRR T 3-8 Atefe. HFH5REFRT
ST FRERXREREAF 0-5SA BTk A K. ERNAHLERFE 8-12
AAFe, HoTRFRELER O I; RF:

AABAN RHEEMNARSGRT—RMRTERBERNKGEA 0
—4 ANk AR RERGER T 3-12 e, LS Rief R
K2R F IR R 3K

CORAESHCYy XAABERAEZELSHNBEZEA, AN [Ic s
¥

Cy
SN OPG'

(R
(Rs)y
Ilc
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KHEELSHH,
R
PG RELSHELEIRPAHA;
Cy Bik I F &I 3K
4 R%), ),
f"iN/\/(\lR ) H’{N/\/( ) J’{N/\/(q )
LN+ U
cc dd ee
" N Y
d ( (R, D (RY,
TNRY),
fr gg hh
AT )
N
j‘o’ le(|=t4 d
) w4,
ii i kk
T o T o
JNJ N N N
3 )
N 3 , X
/] A
(R")z/ C\(R4)z %\\l (R%),
(R4,
1 mm nn 00

H B Cy T E—ANHEZENTRAROHK, KARRTF LB z kKB
3 A -RIBRAK;

BNz HIIE 0-5;

FA R A 32 & % . CN.NO,. -NR?) ,. -CH,N (R?) ,» —OR*, —CH,0R’.
-SR’. —CH,SR’. —COOR’. -NRCOR’. —CON (R*) ;. —OCON (R’) ,. COR’. ~NHCOOR’ .
-S0.R>, -SO.N(R*),, A TR ER, & f C-CAgRE. F 4.
BT, FEHRE, BHRBERE. FECCHRE. 2F5 C-Cri,
FRE#EA CCoRRARRITBEHRR C-Colnk;

x & 0-4;

#F/~ R 2% 5362 5 % . CN. NO,. -N (R*) ,. —CH,N (R*) ,. =OR’. —CH,0R’.
-SR’. —CH,SR’. ~COOR’. ~NRCOR’. —CON (R*) ,» =OCON (R*) , COR’. ~NHCOOR’ .
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-SO0.R*. ~SONR”) », A THBIKREGEAR, i C-ChEEE. FX.
TR, HEEAA. RIEHREA. FECCREA. £#FX C-CRE.
g C-Co AR R ITRAL C-Corn ik,

y & 0-5;

AR MR EE. CN. N0, -NR?),. —CH:N (R*) ,» —OR’. ~CH,0R’.
-SR’. —-CH,SR’. -NRCOR’. —-CON(R’),. -S(0).N(R’),. -OCOR’. —-COR’.
~CO.R’. —0CON (R*) ;» ~NR’SO;R*. —OP (0) (OR’),.-P (0) (OR*),.—OP (0),0R’.
-P(0),0R’. -PO(R’),. —0PO(R’),, H A TBMIRKGEHR, i&h C-C
Feak . FR. RFA. FIAE. TEBHE FELEC-CRE. £
FEC-Cohlh., FRMAR C-CRARRRIAEL C-CHRE;

HFAR BN RIS SR A TR CJEREAR. A 0
-3 IE AR RIXANRERTFHN 3-8 0tad. Ly RefR T
ATRNFERRERLE 0-SABI R ARARAGERTH 8-12
AMFa, FH TR0 =F; 4 |

AR BN REEMNARSHRTF—RMATHRBBEAKGEA 0
—4 N Ea AR RRRGHRRTFE 3-12 Tiaf. HoyRiefR
R N R R N Wt

Fa

@ BREZESHEERPER, £AXN la oA FtELNE,
0048) HEAWHWEBERPEARLRMB RS, LIFA"Protecting
Groups in Organic Synthesis", T. W. Greene and P. G. M. Wuts,
3" edition, John Wiley & Sons, 1999 ¥ i#@mFHR ey, Lo
FlRAERMEADRE, ELHKX [1a. IIb fe [1c LEoPHBRERP LR
CPReyEmEt—F e RRFis. HoaAs, B, Famisk, ki
B, FARABARALAR AR, IABRYEH O THRE. TRE.
BB AR E. RAL A O TRE. XTBATARE. A TKRE.
ZRTHEE. FTREACHE. =X ELATRACHE. FT-AXEALATR
BE. -REAAME. -8 KKRE. 4,4-(RTZAR) XERE. K%
BB (ZPACBAE) . CEa@B. -FRAC MBS, XFEE.
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ST-FRAXTEBE., 2,4, - FTRARXTRE. HBE, #lFE. I-
HEATE. ZE. 2,2, 2-ZRCE -CFRAFARA) A, 2-(K
AR LA, THA. HARERPsT-MEARE, IXTRREARY
RO QHE=ZFEAFTARE, SCATARE RTEA-FEATREREL,
RTEARATARR . ZFAALTAREF IR TR AR,
REABROGETR, FA A-FTREFA, 3,4 —_FREFE, =XV¥
A RBRTE HARAFHAERAEARIITAEY., REERAR K
GE, Pl TRAFTE., FAEATER., QC-FRAZAKTA. F&
AFR. B-CTATARLD CAATFTEAFOaAbvdAst, FERE
MO EFCHEFEA, S-FREAFEAMPM . 3, 4-—FHREFE, 45-
FRAFA. sb-m R A - RFE, 2, 6-—RFE. AF-REFE.
-5 4-FHRMRE, AXEREFXNFT, E£4TFX Ila, IIb F Ilc
e RARPEAR PC ABAR. AXRERAEFXFT, E4TFX
Ila. IIbf= Ilc EH W EERP LAH PC R KRB (Z=FEA LR
B)AR., AXBEAFXNT, E£4FX Ila. IIbfe llc bMti &
ARPEAAPC REBAR. ALXAKHAEFTXF, £4FX Ila. IIbFfe
Ilc ot X AP EA PCEFTARKR,

[0049] AR ERXXZAKPEAANG T ERRFEBLE, Hldo
AW P. J. Kocienski, Protecting Groups, Thieme, 1994 (£ X 3|
AAKREARSE) #2 T. W. Greene and P. G. M. Wuts, Protective
Groups in Organic Synthesis, 3™ edition, John Wiley & Sons,
1999, AMBLEBRAARKARE, BSTFEAKX [ic Pk
PEANMRETRO T ERMTEGRAAGRPEAR, d
Greene FFi& AR, Hlde, HX [lcthoMTELEIRP AR RRE
Any, XEXRETUHBLMEAREAR.

[0050] AXHRAAESCHBERLAREIMAEINNGALELRAE
BRONLFRR., BEANBEXAARRAAERL, B4R I "Advanced
Organic Chemistry, " Jerry March, 4" Bd., pp. 351-357, John Viley
and Sons, N. Y. (1992) A= "Comprehensive Organic
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Transformations, " Larock, Richard C., 2" Bd., John Wiley & Sons,
1999, FATFXIIb W EXAA LMW Es QLR RBRTIE. KAAL,
BBAA . TRHBRARGEERBE., TEBRRGHERBE, T
BBBRRGFTEAFHREAFTRIRAD, EATAIVHELKLAAL S
k@R B B A TReEBRE (FTHRBEA) . FEKBE.

ZRTAEE. MA-RERBA (MERBE )R- EHBA (R
Farmik) , AXERAEFTXTF, BETXNIIVHEZLAALRGE
AR, ERAAEEEFTAT, ESTAIIVOEEZLE L' AAARLE.

00s1] HEBBKYGREFTX, EANELZEATURERENRA
RILERY. Flde, BEEBTIARMNELSY A ITIREIBAE RS,

AFHANARSAR GBI AR X AARRREGER.

00521 AR EEFTXT, AN I LEHHEX la boPhit—F
QAR a e PHENG TR, BERRALANY—ANFa, EAFER
. BRBREAEZANI—F @, X la koA ERLE, ERALER
3, REKZLHEHBI (freebased) , A FHEBMALE, £AX Ia
-t ) F AR 2L

00531 BRI —FERF K, RLARLHEKX Lo W7 ik
Cy

RNy
(Ra);{f\ N OH
P o~

NS
¢
(R3),

Ia
REESGHH,
i
Cy &% 4= T &3
A A A

NH ‘\j

cc dd

ee
o T Ny
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4i-S-CN.
0087] AXBEEAEFXY, XIVHxHSAIR2, FMAVELR
& Cl. Br. F. CF,. —-0CF;. Me. Et. CN, —COOH. -NH,, =N (CH,) .. -N(Et).,
~N(iPr),. -0 (CH,) ,0CH,. —~CONH,. —COOCH,. ~OH, —OCH;. —OCH,CH;. —CH0H.
~NHCOCH, . -NHCOCH(CH.),. -SO,NH,. -CONH (3R % %) . —CONHCH;.
~CONHCH,CH,, H & THMBRMRHAR, & GH-RREA. REL. HHN
A, KA, XAE. FEAXFARA.
ooss)] AERpEHEFXF, XIVH xHLSLL RACL Br, F,
CF;. -OCFs. Me. Et. CN. —COOH. -OH 2 —0CH..
00s9] AERAMETHEFXFE, XIVHyHFLA -4, FAVEIR
£ Cl. Br. F. CF,. Me. Bt. CN, -COOH. -NH,, -N(CH).. -N(Et)..
~N (iP1),. -0 (CH,) ,0CH;. —CONH,. —COOCH,. —OH. —OCH.. —~OCH,CH;. —CH,0H.
~NHCOCH.. -SO,NH,. -SO,NHC(CH,),. —0COC(CH:;);. —0COCH.C (CH.);.
-0 (CH,) ,N (CH.) ,. 4-CH,~%&&~1-% . 0COCH (CH,) ,- 0CO (38 /&) . —COCH;.
T AR ) R B TR AR B AR 69 F R
00%0] R H—FAEHAEFX, X IV yH4E 0K 1, R=ECL Br,
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F. CF,. Me. -OH. -0CH,. -OCH,CH,. —-CH,0H. -NHCOCH,. -SO.NH,.
_802NHC (CH3) %o

[0091] BRI —FEARFX, ALARSLESY V-1 XHELH
#.

CHg N~ O
H CN

IV-1.

0092] ATEASREBAILHELN, WEATH LAES., HLHHE
fR, X EHHEGLI B &, KRBT XA B A e KL,
EHH]

LHH 1
[0093] 4-MA-FEE I RE-3 4-=&-KHF le]l[1,3]mEE-2-5
(I1I-1): 4 2-RA XD Q. 4g) PR -FEEFARE Q2.68) 5F XK
(QmL) A =B 3 @) AH, ERATHAFREY. 18 )HE,
KEMREAK, 1235 4. 0g FFELEW.

£ #4) 2
[0094]  2- (- E-FR)-7-F X -3H—dwdok—4-8 (1I-1): & 4-14
-FRE B RE-3 - R-K[e] [1, 31 5-2-8 (1. 014g) 5 =XKL
BAF. WARRAMAE 250C Tk L I, REEEH, KR
FEK, 1535] 0.91g 47814, HKHEEKR. 'H-NMR (CDC1,): 8.25
(1H, d), 8.0 (1H, d), 7.55 (1H, s), 7.45 (1H, t), 7.4 (1H, 4),
6.85 (1H, d), 6.8 (1H, t).

kEH] 3
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II-1 Ila-1 IIb-1

N MeSO4H

\N OH @N OH

\

le-1

0095s] 2,2-—F E-A8 2-(1-FE-4-8K-3, 4= S -Erdok-2-
B)-FRAE (1a-1): & 2-Q-L&A-XL)-T-FEA-3H-"&edok-4-5
(1. 0g) &% /& DMF (10ml) ¥ . AwA = F A Z# & (1. 0nl) Fevtb "2
(0. 63mL) , & FTIFRAMAE 50C Fhdh 140t ¥ K HEIAK (100ml)
b, AEFARERQG x 50ml) . AFAMERRER, EAZTRE,
BE ey, BBEATT—V.

0096) 2,2-—FE-AB 2-(4-R-T-F A -Sedok-2-K)-K AL B
(I1b-1): e b4 &8 2,2-—FE-A8 2- (T-FE-4-2RK-3,4-=
f—rkok-2-%)-FXABET TR (10nl), ABEBLE (phosphoryl
oxychloride.) (0.37mL) F=vit=2 (0. 63mL) & 3B, KATHERAE 80CT
BLi. REBEAHEAKKT, AEFERERG x 50ml). &5
AMERAE, EATPRHEKRY W00, XFREFWELEATT—
¥.

00977 2,2-—FEA-ABR 2-(T-F R -4-RkFE-1-K-Fedof-2-K) -
FEAEE (Illc-1): A LREREEHmAKRSE (1.36g) o = TR
(3.36mL) . BIFTFRLSY. REARSYAKLE, REEAEY
Reg, IBRARAEBEATT—V.

[0098] 21— (7-F £ -4-% B -1- K —dedopk-2-£) - KB (Ia-2) Fo T 5
Bk (Ia-3): & EREKET 8 (28nl), /A KOH B 0g) &, —
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FABRL, HRAMEIAK QML) F, A HCl v, AZFTEARER
(3 x 50mL), AAFERRMAELR. KEFMFERK, REBHBIL,
B PRBRAE, BAFEAANCE 1ml) PEL L, 52 0.71g Fix
Bk, AHFERK,

% 2.4 4

H
N

C:)H
OY\)\
() "

N

SN OH

@
= P
CH3 NJ\© CHg N .
Ia-2

7

R)-2-F£-1-(4-Q-Q-£EA X L) -T-F A Eeok-4-£) %%
~1-R) 4-FERZE-1-8 (7). FhWBHFEEY 2-(T-FE-4-%%
—1-3 —sfedhopk-2-3 ) - KB (Ia-2) /£ DMF (3.6 #) 5 N-¥F &Gk (214
ml, 1.2 3 E)+HERA 1-C-—FERERL)--TEAE -2
HC1 (EDC, 200g, 1.2 % ¥)4 1-H A XKHF ==d/KES4 (HOBt, 160g,
125 B)RB.HE26NHERSHMAN R -FTE (1408, 1.2 5 F,
5B Lk Bty ik N D-R A B H) E) 69 — F A T BbA: (400mL) 25 %,
KROMANE(-5C, QRADE/RMAKEGBH). FIIRMAR
BRAH+TRERFAKR, REKFZEAKRET THF 2.04), Lk,
Aeseg (1.2 $EILE, SRAFERE, REARBETAKRT
BE(BAE, 44), AHE45C, AEBRETHRHF1LIE, REAHE
TR, SRKENFTHRRLE. REXRZERFAZTFEARQCAH ¥,
FAEBRAT (145.12g, 2 SN K Q A BRAE. KEAWE, AL,
BEEEEK, EATTFRULS R, TR)E, 53 261. 28 TE >
5 (63KER), AZEEKR, HHBR, LA HGTITHE.
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