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BRlE 1= (3-AUT 2 —4- i -5 I - 2x0k) M T [2-(B7 - T H -2 -&
F-5 RN -6-BUT R A FESRE ] N AR PR L, 1- = - (3,5 I -2-F%
FEREE) THhe2,2- = (3,6- T & -4- REFRE) Wk 2,2- = -G6- T & 47
e —0- FELZRIL ) 4- 1IF -+ i T ke 1,1,5,5- WY (5- BT 3 —4- 43 —2- FIELER
5 RN RS IR TR BT R RN )

[0069]  1.7.0-N-FIS-HEALEW, B 3,5,3" ,5" -PU-RTHR-4,4" - I
FERE T\ Be Tk —4- 23k -3, 5- IR RIESNAL ORI T =ik —4- L -3,5- - UT
R CRER = (3,5~ ZHUT & —4- BEFTE) .= - T35 -3- % -2,6- =
AL ) AR 2 —FIREE . — (3,6— AU T 48 —4- B3t - F5) Tiiey. BoE sk -3,
5 - BUT & - BRIEEREINE LIRS

[0070]  1.8. FRILACTEALMI TN IRER, 1 — -+ )btk -2, 2- = (3,5~ U T & —2- 2k
WIE) W BREE . — - )\ —2- (3= BUT 9 ~4- 2 3E -5 LR 3E ) W RER. — - =
PRSI O3 -2,2- = (3,5- T 2 —4- BAEFRE) Wl — [4-(1,1,3,3- [ R
THE) A 1-2,2- 7 (3,5 RUT O —4- BRAEERAL ) TN R ER.

[0071]  1.9. FHEBRIESEIALSW, 40 1,3,5- = (3,5 AT 3k —4- 35 - 53 ) -2,
4,6- =HIIIR1,4- = (3,5- ZRUT 5 —4- A REE ) -2, 3,5, 6- DI 2,4,6- = (3,
5= TAUT I 4 BAETREL ) Ky

[0072]  1.10. =Be4k-&4, Bl 2,4- = (SEREREE ) 6-(3,6- T & —4- B - K
fi2)-1,3,5- =M. 2-SEREER AL —4,6- — (3,5— AU 2 —4- BEEFEM ) -1,3,5- =1 . 2- 3¢
FEHFE -4,6- . (3,5- TRUT AR —4- BALRAIE ) -1,3,5- =R.2,4,6- = -(3,5- LT
B —4- BRI )-1,2,3- = 1,3,5- = (3,5- RT3 —4- B REUREARS.
1,3,5- = (4- T -3- % -2,6- —HETFE) REIRKREE.2,4,6- = (3,5~ =T
B -4- BRI FEZHE)-1,3,5- =15 1,3,5- = (3,5- BT 5 —4- BRIEEBEFERTIE ) - /5
4. -1,3,5- =M. 1,3,5- = (3,5- O3 —4- BITR) BEURMBES.

[0073] 1. 11. SIEBEMRAS, )40 — %L —2,5- KT 3 —4- FRILCIL MR, — % -3,
5— TRUT 2 A RESRE RN — - )\ 3,5 RT3 A RN AR .
o= \BEdE 5 BUT HE —4- RO -3- IR IRBRIRINE (3, 5 U A —4- RIE R
B L HEEAS £

10
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[0074] 1. 12. WEZZEMy, B an 4- 258 H WK % (lauranilide) 4 ¥ FE 0 JE W 45 1%
N=-(3,5- BT 3k —4- FBEIRIE ) & PR HE .

[0075] 1. 13. B—(3,5- RUT 2 —4- FRIEREL) IR S B - sk Z JulE IR, BTk i A 151
WA EE ., B E R Sl )\ el 1, 6- © . 1,9- F . 2 . 1, 2- A
B B AR H . = & EF (evelinlene glycol) . = HEEFERIIEE, = (FRLIE) 5+
FRBREE N, N — = (R LE) BB 3- s T — W3-ty T Al PR O . =
PR R AR A- BRI —1- By 2,6, T- =4 A4 UFR [2. 2. 2] k.

[0076] 1. 14. B—(5— FL T 3k —4- }3L -3- FHLIESEL ) W S5 5 % - slZ o RIBER, i
TR BE A B R SR SR R T\ L, 6- D REL 1L, 9- £ R L L,
2— TA R B R AR o T S H SR = (B3 REUIREREE N,
N' = T (RCH) BB 3 st 3- e T =S RS TR SRR AR
4= FR I —1- 4% 2,6, 7- = AR08 [2.2.2] E4E53,9- = [2-{(3-(3- T % 4- 7%
B -5 FELIREL ) BRI ) -1, 1- 343 1-2,4,8, 10— PUE AR [5.5] K.
[0077] 1. 15. B—(3,5- "I &K -4- BAERE) WIRE B - B2 JuBE MRS, I A 1
WIS, 8 R\, 6- © 1, 9- F L 4 L, 2- A R B R
AR R SR R = (R REURIREE NN - (R4 '
Tef%  3— B+ 3- g+ il . =R O i SRR A R4 B -1 i -2,
6, 7— = RER [2. 2. 2] .

[0078] 1. 16.3,5—- T & —4- RE R AR5 5 - 8L Ul I BE2R, Ik B 4 441 4n R
B, W ERE T\, 6- © 1L, 9- T . 2 L, 2- T R R R AR
ToHEE HEE, BRI, = (B E) BREIREREE. N, N - = (R LK) L
fii 3— Tt 3-SR B SR PN 4 R PR -1 - B -2, 6,
T— ZEIRRGA [2. 2. 2] SEht.

[0079]  1.17. B—(3,5- T 2& ~4- BB 2850 ) TN IR MERZ, 0N, N' —— (3,5- — -4l
TR A REFRERERE ) ST PR BN, N - T (3,5- TRUT 4 R - FER
PR ) =W FFEE WERZ N, N — = (3,5 RT3k —4- AL IRIR NS ) WEMELN, N - =
[2-(3-[3,5- T 2 —4- BAEERE ] WA ) &3 ] Bk,

[0080] 1. 18. RN (4it2 C)

[0081]  1.19. Ji% 28 (aminic) HTUA AL, # WON, N/ - = - R N & - X 28 Z &N,
N/ = TR - W E RN N - (1,4 SRR - ME NN - (-4
5 -3 FRREL ) - MR TN, N - (- B ) - MR RN, NY - TR - X
M N, N = TR - XPIE TRRGON N - (2 ZEEE ) - IR RN B N - 2K
B - R TN (1,3 R TR N - R - R T N-(1- PR )N - K

BN ARTNEN-FR O HE N - R - R Tl 4- (O R s R ) R IR Z LN,
N' = ZRZE NN = = TR - R R ORI N- R A T ORI 4 A
TORBEE  N= RS 1= ZRFENE . N- (4 BRI AR ) -1 FRIRNG . N- 2R 2- SRR, Rk
AR Z 2R, AT, X — - BRI ORI 4 IR T IR R IR 4 T B R IR R
4- TR R WY 4- + BRIy 4- B I IRy . — (4- PR ) K.
2,6- - fUTHE 4 — - FRIEFm.2,4" - & IEORFEEFRE 4,47 - R FE O

11
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FEEN, N, NN - DY —4,4" - Z R 2R FE ke 1, 2- = [(2- IR ) 2k ]
LE1,2- — (RFEEIE ) ke (48— FoREE ) S = [4-(1" ,3" - ZHETH) ®
551 MR BEEREAL N=- 5558 —1- ZE5E0E . — - P e AR R T 3 / B3 2RI IR A
Wy, — — P Bt A 2 R IRA ) — — P e A 0 T R B R iR A4
— = MR AL RIS/ 3 O R R TR A — — P e S A BT 8 2Rl i VR
G).2,3- & -3,3- ZHIE —4H-1, 4- ZRIFHENE By MEE L — — I BRI ARUT 3 /AL
FIEMERIR G v — — T B B B WE R TR 5 ) N- T 2R R UN, N, N7
N - PUZEEE -1,4- @ IET -2- .

[0082]  1.20. MEMKATAEY, BSR4 2,2,4- = FFHE -1, 2- S Mhk.6- L5 -2,2,
4- =FPEE -1, 2- Ak,

[0083] 2. UV W UFHIF L Ae e 7

[0084] 2. 1.2-(2' —FRFIKREL) FKIF =M, fildn 2-(2" - %k 5" - PRI ) FKIF

=M 2-(3" .5 - TRUT R 2 - RERE) R =M 2-6" - RTE -2 -RE
KA ORI 2-(2" -RE 5 -1, 1,3, 3- TR T E) K ) BRI =M 2-3,
5/ - -T2 - REERIL) 5 ORI M 2- (3T -T2 -5 -
FIHN)B-AFIF =M 2-3 T E S5 -T2 - BEIEE) K =M
2-(2" -RE -4 - SEEERE) R =M 2-(37 .50 - - BUREE -2 - BRESRE)
R =M 2-(3" 5" - (a, a- ZHIERE) -2 - REAE) R M 2-(37 - L

TH-2" -FE-5 Q- FHRERL L) K )H5-FKIF =m2-3" -RT
F-5' -[2-(2- LFEOEIL) ILLF -2 - BIEFEE)5-GEIF=m2- - T
FE-20 A Q- EERE LK) SRR 5 AURHF M 2- (3 -T2 -
55 —QEEIEBILE) FE) B =M 2-G - RTE -5 -[2-02- ZEDH
B OBREZE ]2 -RE-FRE) EH=m2-0 -+ T -2 -RE -5 -FE
I KIF=me2-(3" - BUTHE 2" - BRI -5 (- RSt o5 ) KR =
Me 2,27 - EHEE T [4-(1,1,3,3- PURREE T 26 ) —6- 2R F =M —2- ZE28W ] 52-[3" - L
TS - FEARECKE )2 - BARE ]-20- FIF =M 558 2 T 300 [HIBEAS
?ﬁ%#%;[R-"CHzCHz"COO—CHzCHz-]; M R=3" -WTHE-4 -BE -5 20 K=
e —2- FLIRIE, 2-[2) -FE -3 —(a, a- ZHEFRE)-H -(1,1,3,3-WFETHE)
I RIF = 2-[2) -FE -3 -1, 1,3,3-FETHE)-5" —(a, a- ZHFEFE)
AR ] RIF =,
[0085]  2.2. 2- BRI TORFEE, B0 4- Ak 4- A4 RS A B T T
AL REE 2 4 - =EREN2 -RE 44 - ZHEEMED.
[o086] 2. 3. HUARHIFIAEUA 28 TR (R BEE, B an/K IR 4 SUT JER TR K IR 20k
WiE KA B FE AR FE MR 2K A R Wy s — (4= BUT SRR R ) TR) 28 1y < A B ()
TMy3,5- ZARUT R 4 FRIEIEPIR -2, 4- - BUT FEARIERR 3, 5- RUT Ik —4- AR
PR /N ESE R 3, 5— —AUT 5k —4- FRAEL R PR T )\ e JERE 3, 5— U T 2 —4- FRILR
iR —2—- FHE —4,6- — - BUT FER KRR,
[0087]  2.4. NMGERAES, BN o - F -8, B- “FHENHRLME. a -FE -8, B-—
RIEWNIHIR FENE o - AR B RER Tl o - 5% -8 - B - XHRARRERT
12
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By a - #5E - B - A2 - XA R T lE. o — A MRS — X AP 428 IR IR AR 5 A0
N=-(B - AL - B - Ik LHmdE ) —2- FAEN DRk

[oog8]  2.5. BALEW), Bl 2,2" - fifR = [4-(1,1,3,3- PUAIEE - T2 ) 250 ] HIELAC
G, el 2 EY, HA S RA M INE A E T R = SRR N 3 T2
LT T R AR T IRAR, FRGERE N, 9l 4- Rk -3, 56— - BUT BN IERR 1Y
BB L FE MR AR 5L, Bl , 0 2- 383 —4- BRI+ — R Wi fl5 AR RE 54, R B
HA IR 1= 2R3 —4- AEEEEE -5 BRIt M8 i 54

[0089]  2.6. ZF[Afr BH &, ol an — (2,2,6,6- DU ZE —4- DRiE 2L ) 28 R M. — (2,2,6,
6— VY I —4- WRIEIE ) BRIARRES . — (1,2,2,6,6- FLFHE —4- WRIEHEE ) 26 FREE. — (1- ¢
A5 -2,2,6,6- PUFIE —4- DRIESE ) ZEMREE. — (1,2,2,6,6— T FFE ~4- DRIEHL ) [FT
Fe 3,5 TRUT EE 4 BEREL N RIS 1- (- B 23 ) -2, 2,6, 6- P FFEE —4- FRELUR
WE SEEHR 4G N, N - (2,2,6,6- PURSE —4- URIESE ) /ST FIE g5 4- BF
R -2,6- & -1,3,5- R EMRAGEED . — (2,2,6,6- PR -4- URBER )
AR = CRIEE VY (2,2,6,6- VYR —4- WRiE 2L ) -1,2,3,4- T ReVURMEs 1,17 -,
2- LW ) - = (3,3,5,5- VY FIZENRIERN ) \4- 2 I -2, 2,6, 6— VY FIIELWRAE \4- il )I§
MEAE L -2, 2,6, 6— VU FFZEIRIE, — (1,2,2,6,6— 7L FEIRIER: ) —2- [F T35 —2- (2- 33 -3,
5- - BT EFE) W REE3- IEF# -7,7,9,9- WUF X -1,3,8- =& %% [4.5] %
Bt —2,4- Wi = (1- 2F%0E -2,2,6,6- PU R ZEDRIESE ) %5 “ AR, — (1- %05 -2, 2,
6,6- VU FAZEIRIESS ) BEFIRRHE. N, N - — (2,2,6,6- PYFEE —4- DRIESE ) /ST FF 36 %
5 4- WA -2, 6- @0 -1,3,5- =R B R Ai G 2- & —4,6- = (4- IE T A%
5 -2,2,6,6- WFAILIRIESL )-1,3,5- =5 1,2- = (3- IENEZIE ) SHRN4E6.
2= -4,6- —-(4-IETHRAKRE -1,2,2,6,6- LHFEIRERE)-1,3,56- ZIFE51,2- = 3-&
FENFEEEL ) CBEAREY) 8- SIhEE -3— kit -7,7,9,9- PUFIZE -1, 3, 8- AR
(4. 5] &5t -2, 4— — W3- T —hidk -1-(2,2,6,6- PY 3L —4- WRIEHE ) MErg 4 -2, 5— .
3- Tk -1-(1,2,2,6,6— AR —4- WRiE L ) MEMSSE —2,5- il 4- TR E - 5
4=+ )\ 2k -2,2,6,6- VU ZEDRIE VRS9 N, N' - = (2,2,6,6- VY 2L —4- WRiE
5 ANWHE S 4- RO ®IEE -2,6- & -1,3,5- ZHERI4E 5.1, 2- — - " EEANE
) 2kt 2,4,6- =& -1,3,5- =LK 4- THREESE -2,2,6,6- PYFIFENRIE (CAS il
5 [136504-96-61) IS 1,6- %5 2,4,6- =& —-1,3,5- —MHELL KN, N- Z T %
M5 4- TR E -2,2,6,6- PUFREIREE (CAS Bid 5 [192268-64-71) M4E&H) N-(2,2,
6,6— VUFFZE —4- WRIEFL ) — IE T he BB L . N-(1,2,2,6,6— TLHFEE —4- URIEZE ) - 1
T BRI 2 b -7, 7,9, 9- PO —1- A% -3, 8- A 4 A - [4, 5]
ZEET,7,9,9- PUFIIE —2- B b —Fidk —1- 4 4% -3, 8- &% —4- %R - [4,5] Bt 5ERA
B SN =4 1, 1= — (1, 2,2,6,6- T A FE —4- DRIg S AL ) -2- (4- RERERE) 44,
N, N = - BIEERE -N, NY = 0 (2,2,6,6- PURREE —4- WRIEZE ) 7500 28 i 4- AR
WHRERNC®RS1,2,2,6,6- R -4- FEIRIE M 15 8 [ FENE -3- 4 -4-(2,2,6,
6— VY Ik —4- WRIEHE ) ] TeE 4t oRIRET — o« - R ILERY 5 2, 2,6, 6- VY 2 —4- 20 L0k
WEEK 1,2,2,6,6- T2 —4- IRHEEWRIE ) SNV =42, 4- — [N-(1- 24U -2, 2,6,6- 1Y
FRIEIRIE —4- 25 ) -N- TR ]-6-Q- BE LK) & -1,3,5- = 1-2- FH -2- F

13
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FENAREE ) —4- 1+ \BEEIE -2, 2,6, 6- DY FIEIREE, 5- (2- ZFE Wik ) A2 -3,3,5- =
AL —2— N BBk . Sanduvor (Clariant ;CAS & id 5 106917-31-1].5-(2- LR COELE ) &
FERIE -3, 3,5 =Sk -2 WIkET . 2, 4- = [(1- AL -2,2,6, - DRIE —4- 3% ) T IE%
B1-6-F —s- ZHEH NN - = G- ENE) 4% MRN™YN,3,5- = (-1
B -N-(2,2,6,6- P FEEDREE -3- fi —4- 3L ) &I ) -s— =M. 1,3,5- = (N-FR 3k -N-(1,
2,2,6,6- T IR —3- i -4- 3% ) &3 ) —s— =&,

[0090]  2.7. FEPfi, filhn 4,4" - ZEAHE N, N - BIEE ORI 2,20 - LA N,
N — Bl K% . 2,2 - AR 5,57 - - RUT 3R NN - BRI 2,20 -+
B IE 5,56 — = - BT 5 NN - BEE TR 2- LA 20 - LR NN - EER TR
JE N, N' = = (3- ZHRE AN ) L, 2- L5 0 5- T 2" - 4 NN - &
Bt 2R NS 2- LR FE -2 - 4% 5,47 - - RUTEE NN - S IR IR A,
& — X — AL - ZHURE) N, N7 — BB ORI KRS A4S — FIA - LA - ZHUR
[#) =N, N” = Bl 2Rl KRS 4 o

[0091]  2.8.2-(2- FRIEAIL) -1, 3,5 =&, il 2,4, 6- = (2- Fod —4- IR L) -1,
3,5- —HE 2-(2- BRI A- SRR ) 4,6- = (2,4- FHEEE)-1,3,5- ZmE.2-(2,
- ZRIERFE)-4,6- = (2,4 ZHERE)-1,3,5- ZMR.2,4- = 2- BE 4- NEE
AREE)6-(2,4- ZHEARI )-1,3,6- ZF.2-(2- B HE A R ERKE ) -4,6- = (4- F
FEARHE)-1,3,5- =R\ 2-(2- BRIk —4- T RS R EE ) -4, 6- (2,4 ZFIIERIE ) -1,
3,5- — MR 2-(2- I 4~ T A AR ) 4,6- = (2,4 ZHEIRE ) -1,3,5- =,
2-[2- Fodk —4- (2- JB 5 -3- THIEWNAEE ) K 1-4,6- = (2,4- ZH3)-1,3,5- =&,
2-[2- Fodk —4- (2- R -3- NS ) R 1-4,6- = (2,4- 3 )-1,3,5- =&,
2-[4- (T ZRes s / + =ik 2- BRI NASE ) —2- Fe st ok dt 1-4,6- = (2,4- —FH %
ARH)-1,3,5- =R 2-[2- Fo ik —4-(2- R -3 T RN ) K& ]4,6- 2 (2,
4- THF - KIL)-1,3,5- =R 2-(2- B 4- ORI ) R 4,6- K HE -1,3,5- =
e\ 2- (2 320k —4- I IREE ) -4, 6- K -1,3,5- =1E.2,4,6- = [2- I -4-(3-T
A 2- BREWNEAEE) KK 1-1,3,6- =R 2-Q2- RERE ) 4-U- FEEXRKE)-6- K
5 -1,3,5- =M. 2-{2- Bk —4-[3-(2- L O -1- ) -2- BENEI ] KL -4,6- =
(2,4- Z—HEZRKE)-1,3,5- =,

[0092] 3. <)@ ZiEALA, BTN, N' - ZoRBEREE, N- K IESE N — K R

N, N = = (KBEESE ) BEON, N/ — = (3,5- T 36 —4- BILEILRWE ) k. 3— ATk
TS -1,2,4- =W = (VRS ) BlE T MEE DN, N7 — Bk 2R, [R) K S e 5%
TR TR TEEON, N - ARG R TEE N, N - T (KL ) R T

WEN, N' = = (UKL ) B AC I e 2 — Bt o

[0093] 4. VT % M5 FH I JE 2 15, 91 an — R 26 MV B IR I — AR BE e o I R IR I AR 2 — 0t
SR EE . = ( BEIRE ) WHEIRER . = AR W IR AL = 1+ )\ 2 B R e . — R IR
SN VURE —BERRNE . = (2,4- = - BUT 2R ) WRERRNG . — 282520 0 DY e — W %
FRlE. — (2,4- — - BT HIER) ZRIUEE WA, — (2,4- — - FiEEFI ) =LY
g W REIR S — (2,6— BT 5 —4- FEAREL ) = VUBE — R e . — S 28 A R K
VURE — BERRIE — (2,4- —BUT 5 —6- FIIEAREE ) - VUl — B IR IR — (2,4,6- =

14
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CRUTFIREL ) DY e — IR IR  —ff A5G 1L A0 i = IR R\ DY (2,4- — - BT %

RKIL)-4,4" - W RIE D BERAE . 6- S oE AL -2,4,8,10- P - BUT ZE -12H- =K JF
[d, gl-1,3,2- — 4% )\ (dioxaphosphocin) . (2,4- — —fUT & -6- FREIEL ) H

TR R — (2,4- ZBUT 2 —6- FAEAAL ) LFEWREIRER6- 9 —2,4,8, 10— P4 - BT
B -12- B3 - ZO00F [d, g]-1,3,2- SRR \F3R.2,2" ,2" - IREEE - = 4H= (3,
3" ,5,5" —PY-ATH-1,1 - R 2,2 - &) UHkmRE 1.2- 2R 2K 3,37,
5,6 - -MTHR-1,1" - ZFHE-2,2" - K VEMREs.5— T 5- 2H -2-(2,4,
6- =R T FIREIE ) -1,3,2-dioxaphosphirane.

[00904] 5. B, 140 N, N- R REERNE N, N- — L35 N, N- —3E BR8N, N- —
TR N, N=- = VUG R % N, N- = = FoSbe g Fe i N N- = — - J\Be sz N- o8
Ptk -N- )\ Be 2 i N=- bt -N- )\ Be R %  FH A0 2F b I D i A 1 N, N- —
e S

[0095] 6. AiFf, 51 a1 N= 3 — a — ZRILAE T N- L5 — a — FIFERSER N- £ 3 - o - BEELAH
i N— AL —a — e AN N PO — o — - =R B N SRR —a - T
FESEAH I N= )\ Bt — o« — T-BREREET N- TS5k —a - LR S E . N- /bt
5o - T TUBEEEAEET N- B - a - BRI EEE  N- B - o - SRR A
HATAE A EALZE RIS D7 16T N, N— b JE R ey A= IR RS A o

[0096] 7. i RAL AW, Ak AR AR — H R ER el AR A R A IR R R Bl X TV

ey,
[0097]
i Ry (V)
(0),—S CHz-CHz-C-—r;l—er;l«@
R H
[oo98]  Hirb
[0099] R, W& C—Cp, Kk IR Ik  ZRFL B RS,
[0100] R, M&BK C,—C, ik, i H.
[0101] n AELF 0.1 8 2.
[0102] 8. ;A ALWIE BT, B B — B AR TN R B e, 9 an F R I I TR 2 L 1 DY e
B SRR, SRR IR IR MR ER 2- FRAE - IR IR M R R T R MR E R PR
(- \edE ) w2 PO mE - PO (B — = hesE30E ) IR
[0103] 9. B Pk BRI, B an = 2R ke 58 SOt ms e i - — 55U« — M TR U R s
JRAT A9 AT A0 T SR TN  BR 2R v 0 U TR 1 i< g 3 A el <6 8 2, 91 i g
PR R IR IR « (L R B A IR R B « R BRI I ) R B 200 2K — Ry B AT R By
[0104]  10. SERLAIIESRF, ] Whs BRAES IR 3L BRI AT 4 BE T BR B A = - S B
BN & 8 E A RN S B o BB A B AR RN LS AR = IR Ky s 4T 4 5 4T 4 o
[0105]  11. i3SI, 0 a3 98 550 i 00 FLAL TR BORE AR S ) A AL ) sl 4
I 5 1S 1750 BELBA ) P F R A R v 5] o
[ot06]  12. Z% Jf RE Mg B R0 M5 WE W R, ) 40 U S. 4, 325,863 ;U. S. 4, 338, 244 ;
U.S.5,175,312;U.S.5,216,052 ;U.S.5,252,643 ;DE-A-4316611 ;DE-A-4316622 ;
15
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DE-A-4316876 ;EP-A-0589839 ;EP-A-0591102 5k EP-A-1291384 /A AR 4L, 5 3-[4-(2- &
WEAEAE CAE ) AL 1-5, 7 - BUT SRR RIS —2- Wi, 5, 7— U] 2 —3-[4- (2— iR
REECHREE) REE ] RN —2- B, 3,37 - = [6,7- ARUT EE -3-(4-[2- R LA ]
ZRFE ) ZRIFRNE —2- W[ 1,5, 7- ZRUT g -3-(4- LEFEARIL ) R IFRRIR -2- filid, 3-(4- &
MRk =3, 56— ZHIBEREE ) -5, 7- — — FUT FEARIFRAE —2- Wi, 3— (3, 5— IS —4- et
ASEREL ) -5, T- - BUT ORI —2- i, 3-(3,4- I OREL ) -5, 7- = - BUT HER
R —2— Wi, 3-(2,3- "R EEFEL )5, 7- — - BT R IR —2- BB 3- (2- ZEE
(actyl) —5- FpFdE RSt ) -5— S HR A IR —2— fii .

[0107] AR BHARIE T7 RS —Phek 2 Fh ik B R IR 2L 01 o S insm) <B0ek, 44k,
BSO8R R P i e 1 P 0 B | PO E R i i B P e i
), TR E N EPTEA anEy B BT (PR AN L 1-1. 18 I ) st (41
KNI 119 I0) , AL BERR BRSOV ERR R (FIZR N IIHE 4 T0) , SiidEaon (FIR A K
9T ) F/ B TERRIRAR (AR AN 12 1)

[0108] I LB EL TN ISR AT A B2 S 491 O 26 T B2 A8 € ) AR B B2 1 0. 01-10% o
[o109] X T AL&WLL A, W R MIEE O, e FRAIFEmiAL 2 BT — P B2 B IR AL, 41
WifE BA f A ) 25 T OB A AL (Banbury) WVRES RS, IR G RBURAFFHENA . 4
NI, 28 T ALE A0, an S EE 1916 , H e i Insrlae w] DL WA Sk e 2. 5-25 & %
(R LE2H 73 R BRI TE A

[ot10] X T AL-AWA0, dn 2R IR 14, FL & i I FR)e n] LAE & R iy s A4 A 7 i 7 vh Bl 7
EHRAT AL G IR PN, EATRE W] PAAS S e 4L 2, 49 A D SRR R BRI
Mo

[0111]  ZEM L&A GRA RS, X T &Y SRR it 5. X 11k
G DRI, RIZERAAE T o ZU 8IS B e a4t R PR E . X T &
TR IS B R A R 0 A R I Y

[o112]  HX T LG e ) R kit Bon B3 s H IR R . KRN, fE 2R
TR G, IR AR B E B R A 0 2R DGR 25 U0 T R A e 1 A AR s I A
ARAGE W) Ak

[o113] =X T Ab-A4A0, an 2R B EE B4 , FL& S I05RE VR N EEA8 2 1 = g k If i DA 4l TR X
B HECRE S W T IREE T M

[o114] =X TALEH, Wi S IR iU, FUE i InFia mT LAmss 2 A28 1) ik o e1i16e
AR R LB AN ISR (B, ERAESEIS R BCEATRIE A, PR B AT T 0T DL 3 Be s n )
— I B AR E ) Ak b

[0115] B R4 IO A & IR iy AR RT LA ROz XN, 491 Gn iy B BE 20 540 B L 3 Sy B
Lo

[o116] LA A NSOGB 2 1AL SR &Y, (e L i —M X T &9,
Ry HEE C-Cp, ek smHEX T4EW T, R, A —CH,-S(0), R, Hfm 24 0,1 80 23R, A
AREARH BRI BURI C—C g Fi gk C—Co ARAELEAE, AREURI B 2= 2 2k 5k ¢, —C,
PRI 2R 80 —Ry=CO,—R; sRs Ky C,—Ci WESE sRT By C—Cig Stk

(01171 Ak, AR W e —FR-G Y, A&
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[0118] a) 2/b—FA T1LEY

[0119]
)
S H
2

R3
[0120]
[0121] R, 4 C,—C,, Btk ;
[0122] R, by C,=Cy, HEdE, B R, Al R, 5 A B2 (10 J5L 1~ — S T AR IR B) C,—C, e 2
HUARH C5—Cyy FRGEREER
[0123] R, A& ;
[0124] R, A AREUREGTHIEIARH C—C g ik C—Co ARIEHEHE, KRB B i F VR I
LB C—C, FEIEHUR I R IR BZE 2 s 2R MR ML B —R,—CO,—R;
[0125] R, A C,—C, WAL ;
[0126] R, & C,—Cyg HidE, My H.
[0127] m A 0.1 8¢ 2 ;H0
[0128]  b) #/b—F T HEY)

[0129]
AY — ___S O _...R (I)
CH—N \ / N CH7—S(0)7~R,
/ ' '
H H

R,

[0130]  Hr

[0131] R, & C,—C,, BidE ;

[0132] R, C,—Cy, %ed&, BR R, Al R, 55 FHHE Rk IR — B T R BRI B) €, —C, fidk
AR C5—Cop IRGEEER

[0133] R, & —CH,~S(0),—R.,

[0134] R, Fl R, 18 bk ST 3 A R EUAR SR SE BRI C=Cyq I8 5E 5C,—Cy AR FRLEIE , REUAR T
B I Rk USE VB C—C, e BRI 2R I B ZE 2L s 2R JF e I BY —R,—CO, R,

[0135] R, & C,—C,s WA,

[0136] R, & C,—C, e, M H.

[0137] m A 0.1 8% 2,

[0138]  XPVRAWILILIIZE ] S B ik 77 i rp KIS LEAH ]

[0139]  HirpiRe g & NIBOG BRI 2 — PR G4, HoAd

[0140] &) /Db—Fh TG

[0141]
o h

R3
[0142] Hrp
[0143] R, A C,;—C, Bt ;
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[0144] R, 4 C,—C, Je A&, BY R, F1 R, 55 A ERE 1 h Jm 1 — S T B C2E 3L
[0145] R, W& ;

[0146] R, K C—Cp BedE W3 2R FBL —R,—CO,R; ;

[0147] R, N C,—C, Witk ;

[0148] R, Ny C,—C, ek, 1y H.

[0149] m >4 0.1 B 2 ;0

[0150]  b) 20— I L&D

[0151]
;CH—QI-<::/>—I;I—©70H;—S(O)N]—R4 (1)
H H

R, R,

[o152]  JLHh

[0153] R, A C,—C, kit ;

[0154] R, 4 C,—C, Jed&, BE R, F R, 55 AR 1t Jm +— S T B 23
[0155] R, & —CH,~S(0) ,~R,,

[0156] R, I R, 4z sb A7 Ay Co—Cy, SR 5T 2R IE B -R—C0,-R, ;

[0157] R, A C,—C, WAdk 5

[0158] R, A C,—C, ke, i H.

[0159] m 4 0.1 8k 2,

[o160] Ak BHiGfRft—Rrdl &), HAE

[0161] &) BELHEM LB OGIHE I/ BURAE PR Sk, F

[0162]  b) Z/b—Fhtn ERLIA KI8T SRR S WE B EF]

[0163] DL ¥ iy LA S50 BT il T b R iy A AR IRl o BRALSY (a) FI (b) 241, Pk
A AW I EE N Pk BRSNS 2¢ T8 5 LR B AH A

[o164]  Z AN T A EWE AL . Rk, A BRI 5 —Fh st s 62X T 1 &),

[0165]
AP o —§(0)— (N
H H

Rs

R,

[o166]

[0167] R, 4 C,—C,, k& ;

[0168] R, &y C,=C,, e, B R, I R, 5 A HE R K R 1 — & JE R B s A C,-C, %t
FERUAR C—Cy FBEIERR

[0169] R, A&k —CH,~S(0),—R;»

[0170] R, A1 Ry 4 b b o7 1ty R AR Y B SR B Co=C g ot 5C,—Cy 25 FEAE3E, RN
B K28 R IE IR R C—C, HEZE B 2R IR B 2R 2L s 2 JF e I Bl —R,—CO, R, ;

[0171] R, 4 C,—Cs WhEHE ;

[0172] R, Ny C,—C, %EdE, i H.

[0173]  m 2 0.1 BE 2 ;54 LR R, b Cy BEE . Cp e BE R Ta &Y.
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[0174]
Ciis
,CH—=CH, (la)
CH >
3 CH—N l;l CH;—S—R,
/ 1

ch, H H

[0175] TR HERRFE U. S. 4, 124, 565 1 BAHH 23 1) = A AL AW HESAE SN o

[0176]  JLrpRe o & N B HERFEHAK T &4, Hrp

[0177] R, &y C,—C. %Edik,

[0178] R, 24 C,—=C, Kk, B R, F R, 5 AL (8K IR — A2 TE 3 CAEEE,

[0179] R, A& ~CH,~S (0) ,—R;»

[0180] R, FH Ry fR L A7 I Co—Cyp FEdE R ARFEBL —R—CO,—R;»

[0181] R, & C,—C, W ki

[0182] R. N C,—C, %3k, i H.

[0183]  m >y 0.1 8¢ 2 ;552 HF BRI P R, by Cg Bt Cpp Hedk sl R Ta 5,

[0184]
cH,
N
,CH- CH, (|a)
CH N —g—R
3 CH—N N CH;—S 4
/ ! }
cH, H H

[0185] Ak BHIGfRAL—FhA &4, HAL S

[0186] &) A G H AL I BN OEFE R/ BRI T BRI S LA, A

[0187]  b) Z/b—Fpin ERERKE A [ LG P1E AR E R

[o188] LIk I i Ak 55 0 P I T i e Wy e R AR [F] o BRELSY (a) F1 (b) 2 4b, BTik
WGl a S e d Nl AR ILE B NG S o8 TR T iE TR R AH A .

[0189]  m >4 O ()X T LAWY ], I WK B 5 U. S. 4, 124, 565 S 1 24 FF RN FE
FrPibATHl A%, AR [Ta b &4

[0190]

cH,

CH- CH
/ 2 (a)
\
/ |
cH, H H

[0191]  S5AE /R Ly ARAN IE + e SEA B AE Z WP RN BRI A7 A2 T R

[0192]  FAVABULIE - HAT PR SR sl = PCRA R AR 1 B8 32% (GLC) 1Y
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BRI T ILEWRBeE.

[o194] [, AR WA b — P St i il 4% 3 T AL SR 51k,
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N — _ _ |

[o196]  HLrp

[0197] R, 4 C,—C,, %3 ;

[0198] R, K C,—Cy, %edi&, BU R, Al R, 55 FH IR ik R — BT R BRI E) €, —C, fidk
AR C5=Cyp FRGEFERL

[0199] R, A&E —CH,~S(0),~R;~ ;

[0200] R, 1 Ry 182 S 7 4 Ay AR HUAR BRSREE HUARIYS C5—Cg e 3E 5C,—Cy ZRFRBETE , RHUAK)
BUMH R R IE RUSE VB C—C, e BRI 2R I B ZE 2L s 2 JF MM I 81 —R,—CO, R, ;

[0201] R, &y C,—C, WWAESE

[0202] R, N C,—C,q %E3E, T H.

[0203] m A0
[0204] ARG 1T 4LE)
[0205]

R1

/ ' )
H
[0206] HA

[0207] R, & C,—C,, Fi2E,

[0208] R, Ky C,—Cy, %ed&, BR R, FH R, 5 FH IRk IR — B 8 R BRI B) C,—C, fidk
U Ci—Cp FRBESEER

[0200]  ERIEEFI T11 A1/ B IV BREE(EA FIR N URAZAE T R A,

[0210]1  (III)R,SH R:SH(IV)

[0211]  Hrp

[0212] R, FH1 R, 1 b7 b A R EUAC B R HUAR IR Co—Cig B2 5C—Co ARIELTE , REUH
B B 2% R VU B C—C, KRR B O 26 3R B 25 38 s P M SR B —R—C0, R, »
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[0214] R, 4 C,—Cq B ;
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[0216] DL m K 0 B T 4G9, 75 FT R R il 2 i elcidE il & 75 5 Bl TR
1155 v R A i ) 2R A e kA (0 R E e A CABIT 1R 5L G B O S/ BRI
SREAAR I TV T REAR I AH A .

[0217]  PLIERIE A, B, BESR AN L0 ; sREFBESS 40 VU SR sl I8 e . AR Jgko
BRI 1,4- I8k,

[0218]  ARYEAT G FFEEFN 11T A1/ B8 1V AL S R R &, 5 HEUAR s 3 ] 7= A AT BE )
AT S, WA AT AR 4B — R — BRI D & 1 e 1“]%5@/5‘5 o

[0219] & NJBOSERIGTCHLER A, 1 3h 1R A R BRI IR o R BB 1) 2 SR IR BB I, 5
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HEBR I o

[0220] ik, TEALERAIAE HIIRFE 4 20-50% , 5142 20-30% , 111 30% .

[0221] Pk Hb, =X 11T F0 / B TV [ s A A LG LAH A &2 ah i (R 1Tt &
Y))102-150 FEIR % U 110-125 FEIR %, 51U 115 BEIR % (¥ R /R ik & AF A o

[0222] PR O NARIELE 20-120°C, R W2 20°C — [BIRIE B R HAT« (8RHE, [ NIR S
(A7 2-6 /)N ml ] B B A

[0223]  fRiddth, IR sadt vl & 1 T AL A SRS (Hbm 2 0) ANy & k4l
1) S A A

[0224]  [RIL, A& BHIE K n] @k b B ciodk ik il 26 e m o 0 (92K T AL S 7 v 3k
(Cln/ B

[0225]  HAm G LR ) sim A 2(00) I T ALEWRTIEE A M7 VESAS, Flin, Hom
0 (Tilk ) 1l TS PE E L3RS . A8 HLARR I IE I S8 AL TR I SE ) i AL &
[0226] it Bk 1) FH 480 Ab 5 it SE AL S IR SR AL TT DL = AR R AL &40, AL S AE L R,
A —CH,=S—Rs H Ry At AT B8 SR L FAAE— M R A2 Ak . e R T A B 4
HE T RERY o XLV AW RIFE G G HIE B0 0 i R e 77 AR 1 e AT TR AR AL A4 B A R
ot -/ BURAR - 5 R REAE, A/ BORAERR e A LA 15 s R i R A R A AR
[0227] X I1. TLIT Al IV (A0A AT ASCRRIR SN H, 7E R L0155 00 T ml ik 3RS

[0228] AR 5 — L7 2 T AR IR &  HE sk e e FI LB 1k S
12ty SERL A P 2 AR P o 3 €50 P A v AR R AR 1) BA BT 1SR G B A OB B R/
B RS 5 T PR AR

[0220]  FIRSEHEGIHE— DA K . DB E 2 RN EER R T EE. &K
I EMEE T3 1-6.

[0230] 3K | B4k
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XY Ry R: | R Rs m
101 CH; CH; | H CsHi7 0
102 CH; CH; | H n-CioHas 0
103 CH; CH; | H 4% -CyaHzs 0
104 CH;, CH; | H | CH,CO,CH,CH; | ©
105 (CH3);CHCH, | CH; | H CsHy7 0
106 (CH3),CHCH, | CH; | H N-Ca2Has 0
107 (CH3),CHCH, | CH; { H 42 -CoHsg 0
02311 108 (CH3),CHCH,; | CH; | H #2-CqzHq9 0
109 (CH3),CHCH, | CH3 | H CH,CO,CH; 0
110 (CH3),CHCH, | CH; | H CHr %4 0
111 (CH3);CHCH, | CH; | H KA 0
112 n-CgHs CH: | H n-CizHys 0
113 KKk H N-CyoHss 0
114 (CH3),CHCH; | CHs | H | CH,CO,CH,CH; | 0
115 CH; CH; | H #2-CqH1q 0
116 CHjs CHs | H CHr X4 0
117 CH;, CH, | H 42 -CaHy7 0
[0232] 3% 2 :ZHR
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a4 R, R, R; R4
201 CH, CHy; | H CgHi7
202 CH, CH; | H n-Ci2Hzs
203 CH;, CH; | H #2-CqoHos
204 CH, CH; | H | CH,CO,CH,CH;
205 (CHs),CHCH, | cH, | H CeHir
206 (CHq),CHCH, | CH, | H N-C1zHzs
207 (CH3),CHCH; | CH; | H A% -CgHyo
208 (CH3),CHCH; } CH; | H #% -Cq2H1e
[0233]
209 | (CHy).CHCH, | CHs | H |  CH,CO,CH;
210 (CH3):CHCH; | CH; | H CHz- % 2
211 (CH3),.CHCH, | CH; | H A
212 n-CgH4s CH; | H n-CizHzs
213 TR H N-CqoHas
214 (CH3),CHCH; | CH; | H | CH,CO,CH,CHj;
215 CH, CH: ] H #2 -CgH1g
216 CHs CH, H CHy- X 4
217 CH, CH; | H A2 -CgHy7
[0234] % 3 : Wik
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Ny Ry Ro Rs Rs 7 Rs m
301 CH;, CH; | ~CHz-S(O)n-Rs CgHy7 0
302 CH; CH, —CH2-S(O)n-Rs N-CyoHzs 0
303 CH3 CHs —CH,-S(O)m-Rs A2 -CqaHos 0
304 CH, CH3 —CH2-S(0O)n-Rs CH,CO,CH,CH; | 0O
305 (CH3),CHCH, | CH; —CH2-S(O)n-Rs CeHy7 0
306 | (CHs),CHCHy | CHs | ~CHo-S(0)nRs N-CroHas 0
307 | (CHs),CHCH, | CHs | —CH»-S(O)--Rs £ -CoHug 0
308 (CH3),CHCH, | CH; —CHz-S(O)n-Rs # -CqaHyg 0
o 309 (CH3),CHCH, | CH; ~CH2-S(O)m-Rs CH,CO,CH; 0
310 (CH3),CHCH, | CH, =CH2-S(0)x-Rs CH- 3 2 0
311 (CH;3).CHCH; |} CH, —CH2-S(0O)-Rs A 0
312 n-CeHis | CHy | —CH,-S(0)r-Rs N-CroHas 0
313 Ha R —CH2-S(O)n-Rs N-Cq2Hzs 0
314 | (CHs),CHCH; | CH; | ~CH,-S(O)-Rs | CH,CO,CH,CH; | ©
315 CH, CHy | —CH,-S(O)-Rs & -CoHig 0
316 CHa, CH, —CH2-S(0)n-Rs CH -3 it 0
317 CH, CHs | —CH-5(O)n-Rs 2 -CgHyy 0
[0236] X 4 : VK
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i Ledh R, R; R; Rs # Rs
401 CHs CH; —CH2-S(O)n-Rs CgHq7
402 CH; CH; —CH,-S(O)n-Rs n-CioHzs
403 CH; CH3 —CH,-S(O)n-Rs A -Ci2Hazs
404 CH, CH, —CH2-S(O)m-Rs CH,CO,CH,CH,
405 (CH3),CHCH, | CH; —~CH2-S(0)n-Rs CgHy7
406 | (CHs),CHCH, | CHs | —CH,-S(O)n-Rs N-C1zHas
407 (CH3),CHCH; | CHj —CH2-S(O)m-Rs 4 -CoHig
408 (CH3).CHCH, | CH;s —CH3-S(O)m-Rs 4 ~Ci2H1g
oz 409 (CH;),CHCH; | CH, —~CH2-S(0O)w-Rs CH,CO,CH3
410 | (CHs)CHCH; | CHy | —CH,-S(0),-Rs CHr % 1
411 | (CHs),CHCH, | CH; | ~CH,-S(0)n-Rs 25
412 n-CgH; CH, =CH2-S(O)n-Rs N-CyaHas
413 KT ~CH,-S(O)-Rs N-CiaH2s
414 | (CHa)CHCH, [ CHs | ~CHpS(O)n-Rs | CHZCO,CH,CH,
415 CH;, CH, ~CH2-S(O)m-Rs 42 -Cobhig
416 CH, CHy | ~CH-S(0)Rs CHy-% 1t
417 CH, CH, ~CH2-S(0O)n-Rs 2 -CeHy7
[0238] & 5 :f)
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o4 R Rz | Rs R4 m

501 CH; CH; | H CgHy7 2
502 CH; CH; | H n-Ci2Hzs 2
503 CH, CHy | H AR-CqH2s 2
504 CH, CH; | H | CH.CO,CH,CH; | 2
505 (CHy),CHCH, | CHs | H CsHi7 2
506 (CH3),CHCH; | CH; | H N-Cq2H25 2
507 (CH3),CHCH, { CH; | H #% -CoHyg 2
508 (CHy),CHCH, | CH, | H ®-CHiw | 2

[0239]
509 (CHe).CHCH, | CHs | H | CH.COCH, | 2
510 (CH3),CHCH, | CHs | H CHy- F & 2
511 (CH3),CHCH; | CH; | H KA 2
512 n-CgH3 CH; | H n-Cy,Hzs 2
513 Tk H n-CizHzs 2
514 (CH3),CHCH,; | CH; | H | CH,CO,CH,CH; | 2
515 CH; CH; | H #-ColHyg 2
516 CH; CH; | H CH,- X2 2
517 CH, CHs; | H #2-CgH17 2

[0240] K 6 : T
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] R; R, Rs Rs #= Rs
601 CH, CHs =CH2-S(O)m-Rs CsH17
602 CH; CH, —CH2-S(O)m-Rs N-Ci2Has
603 CH; CH; —CH2-S(O)m-Rs A2 -CiaHos
604 CH; CH; ~CH2-S(O)m-Rs CH,CO,CH,CH;
605 (CHg),CHCH, | CHy | —CH;-S(O)uRs CeHiy
606 (CHs3),CHCH; | CHjs —CH2-S(O)n-Rs n-Cy2Hs
607 (CHg).CHCHz | CHy | ~CH2-S(0)r+Rs 1 -CoHg
0241] 608 (CH3),CHCH, | CH; —CH,-S(O)-Rs A= -CyoHyg
609 (CH3):CHCH; | CH; —CH2-S(O)m-Rs CH,CO,CH;
610 (CH3).CHCH, | CH;4 —CH,-S(O)m-Rs CHp- XA
611 (CH3),CHCH, | CH; | ~CH,-S(O)n-Rs P
612 n-CgHi3 CH; ~CH2-S(O)m-Rs n-CqaHos
613 nTKk —CH,-S(O)m-Rs nN-CqoHas
614 (CHs);CHCH; | CH; | ~CH-S(O)nRs | CH,CO,CH,CH;
615 CH; CHj, ~CH2-S(O)m-Rs 42 -CoH1g
616 CH, CH;, —CH2-S(O)m-Rs CHx- X 2t
617 CH; CH; —CH2-S(O)-R 42 -CgHy7
[0242]  SEyfifs] 1 -4 &9 101 (3K 1)
[0243] % 18.08g(80mmol)N— 5 P %= —4- 28 & & . 13. 5g(92mmol) ¢ B W%,

6. 9ml (92mmo1) AL (36.5% ) 40ml FEEAN 15. 2g (184mmo1) ¥k HC1 V& &

FELE BT

3 /I o Ve, A 10 % A B AL B R S SR G Y pH I 9. IR GV 4%

LA 73 BA DR, TS BE & 0 IR R T4 01 HL28 K, 3745 30. 3¢ (98% ) IR
PRSP 101 Y0 ml 8L Ll LR Z AN CAeiR &0 DRI I — A ek I 25 (3

WE—4a. H- A PC-NVR- i 54kA 4 101 —E. MS(C1) :385(MH) »

[0244]  SEjiAA) 2 il &AL G 102( R 1) o

[0245] ¥ 22.63g (100mmo 1) N- SR 3L —4- RGN T 50ml 1, 4- — I8 4%. SRIE N
A 11. 3g (115mmol) IRFEER 5 26. 3ml ZEAB/K FIIR-E ) BRI 23. 3g (115mmo1)
+ e B EE . 8. 6ml (115mmol) I (36.5% ), 3 H.-T 88°C [l N InHGZIB&4) 6 /it
AHEIE, I 10 % SAEA BN O S NAIR A V) pH R EEh 90 R NIR-G VI SR L BEZEHL
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Gy BN, FZKIEYE & IF G R AT 80F H 28 %, 3/ 30. 5g(69% ) IR K4k
A1) 102, MS(C1) :441 (MH") .

[0246]  SEjiifs) 3 il 2 ALEH 103 (K 1),

[0247] 5 S gt 5 1 AH L, VR 5 30. 8g(136mmol)N- S I8 %k —4- 2% 3 2 & 2K L.
28. 4g (136mmo1) AU+ —feFEmilE 1. 2g FEE (36.5% ) 100ml m*%u 27. 2g(272mm01) W
HCL FRA It HAE 25°C R HH: 2 /N, SRS FERIL T A 3 /Ny o gEAT ansilids] 1 v ik
PIARHEALEE, 375 41. 1g(69% ) FREBARILED 103, Stk ge 5454 103 —3.
[0248]  SEjitifhl] 4 <l &AL G 104(FR 1) o

[0249]  JRE 20. 5g (90mmo1) N- R A& —4- RIEEEFE AN 10. 8g (90mmo) 3% LR LB
7. 44g FEF (36.5% ) 80ml Z WA 18. 1g(180mmol) ¥k HC1 3f HAE 25°C FHidk 2 /NB, 4%
JaFEFIL R A 3 /o BEAT S 1 P ik R bR v AR I, 7RI 1 A R S 3RS
40g(100% ) FREBARILEY) 104, MS(CL) :359 (MH) .

[0250]  SEiifd) 5 -l &AL G4 105 (5K 1)

[0251]  a)HCl/ ZEE:

[0252] 25°CF, 7F 27. 0g (184mmo1) “EAHEEL. 13. 8ml (184mmol) P (36.5% ) il 30ml Z
B VRS oo 43. 0g (160mmo 1) N- (4— FF3E —2- 255 ) —4— R — S K% .50m] 21
F122. 8g (276mmo1) ¥R HC1 HIVRAY . R NIRAWILE 25°C FHiFE 2 /N, SRS AE IR T 0
22 /NI o BEAT ISR ) L BT IR AR HEAR IR, SRAG 67. 58 (99% ) IRELHPIRIMAL &4 105,
MS(C1) :427 (MH") ,

[0253]  b) BilR / —MEbeiz:

[0254] 7 21.5g(80mmol)N-(4— FI JE —2— 2% JE ) —4— 25 & — & 3 2K 1% .40ml1,4- — &
£t.9. 0g (92mmo1) ¥ it FR FI1 21ml 25 18 /K R & 9 b, 7JD)\ 13. 5g (92mmo1) = fi i Al
6. 9m1 (92mmol) FIPE (36.5% ) HIRAY), ARG LERIGA T IS NIR-EH) 3 /NN o EAT W s
JE) 1 BT FIARYEALEE, 354 34. 0g (100% ) IREHR 14L& 105, HyeiEM R S &W
105 —%4,

[0255]  SEjifd) 6 -l &AL &4 106 (£ 1)

[0256]  a)HC1/ LREE [115 BEIR %6 1E + —fe 5l , 115 BE/R % HE, 100 BE/R % N-(4-
5 -2 2RI ) -4 ORE - mEE RN ]

[0257] 25°C R, 7E 9. 3g(46mmol) | — LA EE. 3. 5ml (46mmol) FES (36.5% ) Fl 12ml
LIRS, o 10. Tg (40mmo 1) N- (4— FRZE —2— 280 ) —4— 3L — S % 8ml T
F16. 7g (80mmol) ¥ HC1 HIR G . Z R NAREGWIAE 25°C FHH: 2 /N, AR S ZEIRI L T A4
22 /NN o BEAT IS 1 PR I bR AR T, 3R1S 208 ( ~ 100% ) IREHARFIML A 106,
MS(C1) :483(MH) » GLC 4ifE :48% .

[0258]  b) fKIE U. S. 4, 124, 565 ¥ HC1/ LF#EvE (L) 1L, 4659 7) [ FSEE/RE4 5 ]
[0259] ™% %M U. S. 4, 124, 565 SLj ] 1 (10 58, H HR A RIE B9 &80 O 44, 3R 1%
97. Tg (~ 100% ) FREMR LA 106, HAT IR AL 29% (GLO) » JEEML & 32% (GLC)
(RIS AE AR [N- (4 AL —2- 2838 ) - ZRILZIEANE 1 AL 6 %6 R OV IE + bt ki iz
(GLC) ,

[0260] c) BiilR / —MEbeiz:
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[0261]  25°CF, 4 21. 5g (80mmo 1) N- (4— FH 3L —2— Ik ) —4- It - ZIE K% 40m1 1,4- —

WELE9. 0g (92mmol) WHRELFN 21m] Z&EW/K KRS P, A 18. 6g(92mmol) 1E -+ 4t dEh

FEEFN 6. 9ml (92mmol) A (36.5% ) MREY . A5 RNIBEWAERIG T I 3 i, 1k

AT I SE ) | TR KRR UEAL TR, 3575 40g (~ 100% ) MR IAL &4 106, JeittEfe Y

A 106 —E. GLC 4l :85% .

[0262] ) WilR / —FEkiik

[0263]  38°C R, EW T 2.5 FF 1,4 &KL 1342g (Bmo1) N- (4 FIFE —2- ZKFE ) —4- FK3E

AR IMA 1880g (5. 75mo1) 30 % iR E 43°CF, MM 480g (5. 75mol) 36 %

AR 1164g (5. Thmol) 1E-T BB IR G . INHGZ R NIR-EGH A 93 C IRl 4

/NI BRIGAE 88°C R I 2267g 30 % NaOH KW - 40 2 AR HLH 2 T+ B SR BEE M .

FER 2 FH IS VG, L A AU IF BB 2808 L), 12 90°C /0. 1 =ZE R4, 3K

13 2427g (100% ) IFREHRIL G 106, 201F :91. 2% (GLC, MR E /L) A ED

[N=(4- FE —2- 38 ) - R EEE R ] 8T 1%,

[0264] e) TR / LTETEL

[0265] 25°CF, 7 21. 5g (80mmol) N- (4— FIZE —2— 26 ) —4— 2KIE — G IL 2% . 40m] a@%

11. 8g(120mmo1) IRARERAN 27. 5ml 2 E/KVRAEDH A 18. 6g(92mmol) 1E+ ki 3L K

F16.9ml (92mmol) FIPE (36.5% ) KRG . X5 I NIR-EYIAERI T I 4 /i, IzJCE

WIS B 1 BT IR bR AEAL I, 3RA5 39. 5g (~ 100% ) REMIRILEY 106, HI6iEMRE

S4bEW—5. GLC 4 :83%.,

[0266]  f)HC1/ My

[0267] 7E 25°C N, 7E 21. 5g (80mmo1) N- (4— F 3 —2— 3L ) —4- 2 IE — G0 3E H . 40m1 1,

4= ZWE 7. 67ml (92mmol) ¥ #h IR B VR & 4 NN 18. 6 (92mmol) 1E |+ 5 Fk ik I A

6. 9m1 (92mmol) FE (36.5% ) KEEGW . ARG R MNIRAYIAERIG T Ik 5 /Nef o 24T 4

ST 1 TR IARVEAL T, 3815 39. 9g (~ 100% ) R IHER LG4 106, HOGENEfE S

A1) 106 —35. GLC 4l :77%.

[0268]  SEjfsl) 7 -l &AL G 107 (R 1)

[0269] 7E 25°C T, 7 43. 0g (160mmo1) N— (4— F %L —2— K FL ) —4— 2835 5 FE 2 1% . 80m1 1,

4— ZIEHE.18. 0g (184mmol) Wi FE F 42m] ZE 1B K VR G H i 29. 5g (184mmol) A T
SERREEFD 13, 8ml (184mmol) FEE (36.5% ) MIRAE Y. %R NIRGWLERIF T I 6 /)

I o AT USR] | PR PR UHEAL PR, 3545 61. 9g (88% ) IREIMRMIL A 107, MS(CL) -

441 (MH) »

[0270]  SEjiifs) 8 -l &AL &4 108 (5K 1)

[0271]  7E 25°C ', £F 43. 0g (160mmo 1) N- (4— FIJE —2- 3L ) —4— 2E3E — S IE 2% .80m1 1,

4= ZIEHE9. 0g (92mmol) IRARIR A 21ml ZEW/K PR G IMA 18. 6g(92mmol) AU+ 4t
FHiEE 5 6. 9ml (92mmol) I (36.5% ) WIRAW. ZRMNIREWIAE 25°C T HiHE 2 /i,

SRJGTERIGAL T I 22 /NI o AT QNS 1 BT ik IARVEEAL BE, 3R1F 408 ( ~ 100% ) FREA I

RIAAD) 108, MS(CL) :483 (MH) »

[0272]  SEZjfs] 9 il ALAH 109 (3K 1)

[0273]  25°C ', 1E 19. 5g (184mmol) 35 £ B FF M5 A1 13. 8ml (184mmol) F & (36.5% )
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FIVRS Y DN 42. 9g (160mmo1) N- (4— 3L —2— 6 3E ) —4— 3L — S K 1% .80m] AP L
26. 6g (320mmo1) ¥ HC1 FRAY . ZRNIBEYTE 25°C R HiFE 2 /N, AR JSTERIL T o4
22 /NI o BEAT QNS 1 BT IR AR HEAL BE, IRAF 79. Tg (> 100% ) PREKATHAR IS
109, MS(C1) :387 (MH") ,

[0274]  SZjfsl] 10 sl ALA4 110 (3K 1)

[0275]  25°C T, {E 26. 9g (100mmo1) N- (4— AL —2— 283E ) —4- ZEIL G LR NZ  40ml 1, 4- —
BE4E.9. 8g (100mmol) IRHTER AN 21ml ZEIHAKIMIREW A 12. 4g (100mmo1) “F FEA% B Al
8. 0ml (100mmol) IS (36.5% ) KRS . 1Z N NIREWAE 88°C IRl Ik 16 /Mo 34T
WIS 1 TR RARVEEAL T, 3545 37, 4g (92% ) IR EIRHR K4 &4 110, MS(C1) 405 (MH) .
[0276]  SEjifA) 11 Hl#ALA) 111 (K 1)

[0277] 25°C N, 7F 26.9g(100mmol1) N- (4— FF 3& 2R HE ) 4 % B a2 R i\ 40ml 1,
4= ZRELE.9. 8g (100mmo 1) ¥ATERFN 21ml ﬂ%ﬂWtbm#@‘:ij)\ 11. 0g (100mmo1) K73 fyy Al
8.0ml (100mmol) I (36.5% ) KRG . Z N NIBAYAE 88 CIulvt T in# 6 /M. HE
ATANSE ) 1 Pk bR UEAL TR, $R15 37. 4¢(92% ) Ktk &4 111, fR4id ik &4
111 Z5dho 155 51-53°C . MS(CL) :391 (M) ,

[0278]  SEifd) 12 Hl&ALA) 112 (K 1)

[0279]1 25°C T, 7F 29. 7g (100mmo 1) N— (2— 3 3L ) —4— 2% JE 50 3L 28 fie . 50m1 1, 4— — g kﬁ%
11. 3g (115mmo1) IARERAN 26. 3g ZEIR/K RSP I 23. 3g (115mmol) 1E+ ke AEmih
F18.6ml (115mmol) FIEE (36.5% ) KRG . ZNVIREWYILE 25°C FHFE 2 /N, é’j‘):f{
88°C IRl N N 22 /NI o AT QNS5 1 Bk IFRAEAL 3, $543 51 (100% ) ERELHIIR
A 112, MS(CL) 511 (MH) ,

[0280]  SEjfEfsl 13 LAY 113 (K 1)

[0281]  25°C ', 7E 26. 5g (100mmo 1) N— I O 5 —4- 28 56 2 24 2K Ji2 . 50ml 1,4~ W&
11. 3g(115mmol) ¥R 26. 3g 28K VRSP M 23. 3g(115mmol) 1E+ ke REai i
F18. 6ml (115mmol) FEE (36.5% ) MIREY . ZRNIREGWIAE 25°C FHidE 2 /I, SR 5 1E
88°C[HIAL N A 22 /NI o AT WIS tiAs) 1 BT il IAREAL B, 81T 46. 38 (97 % ) ERELHIIR K
A 113, MS(CL) :481 (MH) .

[0282]  Ssjifafs] 13 AHAL, HAHR. AR 26 Ll 26 L5494 1140 F N-(4- &L —2- 25
55 ) —4- FRILGFE RGNS FE LR LR N- A O —4- SREE R IR IE + e
B 1 51150 F N= SNk —4- R FE B - TR ACN- 31 O3 —4- ZRFL R LRy
ME A ZHe iRz 1 5116 [ I N- A JE —4- AL R I M R I mi B A N- 2 2 —4- 2
FEGFLIRIERE+ e B EE 1 0 1170 I N- A3 —4- ZRFE S FE IR NG R a0 %
R N=- IR Ok —4- ZRIL IR E+ e Fi i 1.

[0283]  SEjiifd] 14 445 201 (K 2)

[0284]  40°C T, 7E 6. 03g (19mmo1) H,0,— BEIM-E4) (30% H,0,) Fl 65ml &1 HIE A4
A 9. 2g (24mmol) WA [ A& 101, (KIESLHER) 1 4 1 T 25ml SFERIEE . 1R NVTR
EWAE 40°C T HERE 4 /NI o ZER I, I I = A e I B 38 BRI R . HgE
WARREHFHALLL | 1 ZIROEE / Ot AT — S tig A 3, 3845 8. 8g (92% ) T (aulH
RIIAAH 201, mp 104°Co MS(CL) :373 (MH) »
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[0285]  SEjiifd) 15 : 245 203 (K 2)
[0286] 7 5. 4g (17mmol) H,0,— IR J1 & 4 (30 % H,0,) 1 60ml & P& {8 & %+ i A
9. 2g (22mmol) Mtk [ A& 103, K SLHA) 3 )25 ] T 30ml LFERIAEH . ZRNIRE
WIAE 40°C R PikE 4 /Do AT ISR 14 Prl AR BEIF HEL L ¢ 1 LR CEE / CReidAT
AR IS A, SR 7. 4 (92% ) EREM IRIRIAL S 203,
[0287]  SEjifs) 16 44 A 204 (K 2)
[0288]  7F 4. 1g(13mmol) H,0,— IR i & 4 (30 % H,0,) FH 45ml & BE B IR & 9 4 m A
5.8g(16mmol) TRt [ LA 104, ﬁ‘zﬁ”%‘fﬁfﬂ 412 1 F 25ml LB ERNIRA
WITE 40°C R HiHE 4 /o 28 REH, B A S e B 38 S MR Hh 8 e VR R s 1)
FHHPLS 1 1L LES / CReidAT AR, 3515 4. 2g (69% ) TR R IR I
&4 204,
[0289]  SEiifs) 17 il %45 205 (K 2)
[0290]  7F 9. 2g (29mmo1) H,0,— IR B & 4 (30 % 1,0,) F1 70ml £ T (K198 & 4 & i A
12. 5g (29mmo1) mifb4y [ k54 105, KIS 5 H 4 1 T 25ml LEERIESH. %RV IR
EAE A0°C T HEHE 4 /Mo NN 50ml ZETRK, 288 SBE, M TR L BE I HH £ ks iRl
VRN ZR KIS Ve, XA HUAHEEA T I s 49 1 Ak PR vMEALBE, 3775 11. 68 (89% ) kit M
JRRALE 205, WELL3 1 | AR O / TRt i —f e N 28 i R AT 1248, i1
8. 5g KAGH IR, MS(CL) :443 (MH") ,
[0201]  SEifA) 18 « il 245 206 (3K 2)
[0292] &) 7E 10. 1g(32mmol) H,0,— X & 4 (30 % H,0,) F1 70ml & BE (IR &9 o A
12. 5g(29mmol) Wifk4 [ tb-&4) 106, HKHESLiEfe) 6 & 1 T 25ml LEERIVEH . %R VIR
EWAE A0°C R BEFE 4 /NN N 50ml ZEIR K, 28K LB, NN PR L85 5 B A5 A B Ak
TSR 2R KIS U XA MU AT Qs o) 1 BT ik iR b vE AL 2, 3115 13. 9g (87 % ) A= M T
R 206, MS(CL) 498 (M) .
[0203]  b)30.0g (62mmol) Wik 4k ) [ 4k & ¥ 106, fK J 55 Jti 491 6 i 25 1.31ml 4 fi i
12. 1g (124mmo1) H,0, 7K (35% H,0,) 7E 25 (ﬂ%b Ao ZRVIREYITE 45°C T 6 /)
I o ZRJE NN 100ml 208K M 150m] LFR Sl 43 A HUAH, FHZK R AR B BN s BUH Ut
TR R AT HZ8 %, 349 31, 18 (100% ) B R IFAL G4 206, MS (C1) 498 (M) .
[0294]  ¢)30. 0g (62mmol) B 4k 4 [ 4k & 4 106, {K & 5Kt 44 6 i % 1.31m12- T Hd 1
12. 1g (124mmo1) H,0, 7KIEH (35% 1,0,) 7E 25°C NIRE . &R EWAE 45°CF i 4 /)
HT SRIGIIN 100m ZEERH KA 150ml L PR 4 B8 4 B A HUAH, 7K A1 WA BR B ia v S vk, 18
R AN T8 OF HA8 A, 349 31, 1g(100% ) A ’élfoEﬁﬂc/\% 206, MS(CL) :498 (M) »
PRI S10, (B AEE— Rl (YRR, Okt / SERCER 1 ¢ D) o PRIk
KHEAWE A 94°C,
[0205]  SEiifA) 19 #4514 208 (K 2)
[0296]  7F 7. 3g(23mmol) H,0,— Ik i & 4 (30 % H,0,) #1 70ml & B ()R & ¥ & m A
12. 5g (29mmol) Fift4) [ &4 108, fK ESE 5] 8 i+ ] JF HAE 40°C M IR &) 4
/NI o N 50m1 ZEAR K, 281 LW, I\ L8 L6 I H AR VA IR A AN Z8 1RK B Wk, AL
FEREAT WS e) 1 T iR bR ab B, 3545 11, 6g(89% ) KRB IR 4k 208, it LA
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1 0 1RO / Ot A rE N ZE a7 $2 40, K13 8. 5g KA EMIF. MS(CL) -
499 (MH") ,

[0207] L5yt 19 AHACL, HHAHMY Ity (454 102,109,110,111,112,113,114, 115,
116 F1 117) #&40E4 202,209, 210,211,212,213, 214,215,216 1 217,

[02098]  sEjfs] 20 il &AL A4 301 (3K 3)

[0299] % 18. 08g (80mmo1) N— 5 PN J& —4— 2RI 2 55 2K 2. 27. 0g (184mmo 1) 1E =F Ke it i
13. 8ml (184mmo1) A (36.5% ) 40ml LA 15. 2g (184mmol) & HC1 V& &, RJ54E 15CF
PEEE 3 /NI . ARG S NIR A AR R N 4 /. AR, B 10 % S EAL BN TOE %
RNV IRE I pH VRN 9. ST NUAEH OB LB A BT BT an Sz | A id bR v Ak
T, K15 43.9g(98% ) RIS 301, K=Y n] il DL 2R BRI Ol &
AP A ARE N 25 (S — D4R 4l 3848 Tg (16% ) EREIRIGIL &4 301, 'H- I
PC-NVR- (3R TR AT S50 A 4 301 —3%. MS(C1) :543 (MH") .

[0300] 55Kt 20 AHACL, 4654 302-317 W FHAH M I AIAL A ) 102-117 [R5 0 i de
o VB R 1) 2% o

[0301]  SEifA) 21 w2454 106 (K 1) F1 306 (K 3) KRG

[0302]  25°CF,fF 21. 5g (80mmo1) N— (4— FAFL —2- I ) —4- ZRILGFER L  A0ml 1, 4- &
£¢.9. 0g (92mmo 1) IRAEERAN 21m] ZEMH/K FR-E P I 18. 6g (92mmol) 1F + e FEha i
6. 9ml (92mmol) FEE (36.5% ) KRG . ARG RNIEGWAERG A 2 Mo AH
i, 1E 25°C A 8. 1g (40mmol) 1F 1+ —Fe L BE A 3. Oml (40mmol) FAE (36.5% ) IVREH
FERIF R B INHGZ R NIRE) 3 /M. S, R 10 % S BN B Z R NIR B
() pH A 90 XA HAHH O A BOIF HubAT st i@y 1 prid R AL, 43 85 45
AT 45. 3g Y. 1L HPLC F GLC 437, s 4l il <75. 7% LG4 106 Fi1 15. 0% 11
&) 306 (HPLC) ;iR afiff [N-(4- A3k —2- 2R3 ) —4- RSB % ] Mo & T 0. 1%
(GLC) .

[0303]  sgjifs) 22 .FaE BEAORALEIR

[0304] % 40.0 EE4 Buna CB 10 (RTM) [ B8 T 4%, BAYER] 5 60. 0 T & {5 R ARG AN
55. 0 By T (N 330) .6. 0 F &4 Ingralen 450 (RTM) [ 38 &3 1.5. 0 E A EALEE [
iEA ) 1.2, 0 EEAMEARE [ MALIE4LF) 1.0, 2 FE 4y IRGANOX 1520 (RTM) [ n T A&
7|, Ciba SpecialtyChemicals] 2.0 T EHH [ itb5F] 1.0. 6 TEE A Vulkacit MOZ (RTM)
[ B A1 7], BAYER] FIEE 7 L 5E B &4 (14 M AAS 2 ) — &2 T 60 °C T AETR BRI Ak 22
CLSAR AR A, BRNRG L FR G R I AL AR [ BN Vulkacit MOZ (RTM) ], %R
EYTHEINAENLHAE 150°C Mok BRI B AR #2219 195, LUE JE 2mm, K 21em, 58
8. Ocm [ BB A o K1 2mm FIAG A 19 BORCE FEBCE B T 19 400k b, IF BLAEFR R 2 SE
HF 50°C FIAF 5 Ko AR A B sl L il T B AR & (V54 ) PPl 0 =648
B (BUAEXN ARG, T A0 (F1E) b = mr R EFEE . Ffhl Eobkas, Faoe RO LT .
SZERINTET,

[0305] K 7:

[0306]
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[0307]
[0308]
[0309]
[0310]
[0311]

[0312]
6b],

[0313]
[0314]

A E A FefuAr ()
STt 51

( A phr®) RI-WIE)
22a” - 0
22b% 2. Ophr of Vulkanox 4020 (RTM)? 7
22¢” 4. Ophr of Vulkanox 4020 (RTM)? > 7
22d” 3. 6phr &9 106° 6
226" 3. 2phr fh&45 1057 1
221" 3. 2phr L&Y 105¥ 0.5
225" 3. 6phr {54 106" 0
22h” 3. 6phr L& 106" 0.5
221" 2. 8phr &% 109 0
22Kk” 3. Ophr L& 110 0
221" 3. 6phr 154 208 0
22m” 4. Ophr LA 301 0
221" 3. 6phr L% 106/306” 0
a) X LAl

b) AN A B SE it 5]
c) Phr J36F 100 B3 SEAK H R4 50
d) Vulkanox4020 (RTM) [Bayer] K0 A [ 4-[1,3- PR THE ] & — K%,

H,C

H,C

\ -
/CH- (JHZ

AN
CH—N N
/ | |
H

H,C H

(A)

e) MK U. S. 4, 124, 565 (SR 1, AL 54 7) il AL 54 106 [ WAE WIS

£) IS BI 5a il & KL 54 105,
g) WISt 5b )4 KIALE4) 105,
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[0315]  h) HKIESETEMR) 6a Hil+& KLE) 106,

[0316] 1) fKIESLIHEL] 6¢ i+ HI4LE4) 106,

[0317]  §) MKHE S 21 & IA-547) 106 55 306 VR4 [75. 7% A5 106 F1 15. 0%
A4 306] .

[0318]  sEjfsl] 23 P 57 ik 4

[0319]  {FiJH] Wallace-MRPRA 3% 57 i 50 (% o 129% 57 A SO & Ak TS24 IR 4 28 T HIAR e
(RT3 25 M o BRI IR 3 L 22238 AE B I sh g 58 o BN LLRR 4381 300 fF 2 (1) 43
KR ZHHEBIBIR . WM Is sl s A IE L th B8 . IS A I HR IR 7] &
TR, BFIRARZE M 0 B 55K 300 % 2 (A [1) 12. 5% W ASAR T o [ 2 S RE IRV 46 (A B 0] 3B 45
U, BRRARER 12, 5% N AR o X TR IR AR B A ST i SRR T BER - 1%
s B T 2 EL 999999, AR IEEAEL x100. 14 AR oL R 1, R iR R . Tl
N AR VAR E TN AR RE A 50% , A NAR K E R 150% .

[0320] MRS BMARSH AR B O3, i B PR i v S 2 1
SLIBAE an B CE W THERE A S I8 o TS Z R i e v 46 B 3R 30 .
WERZ T/ T 400g, tHEES AN B HE SR BIS o AT TH BT T, AR 54 B 3
51k HIER IR EABCE RN A SE . i i 58 A NR/BR AR A 5L, iR
BT OR RGN IR UL B R e S (R ISR 902 5 1 R 0, I A I D Ut B R 9 55 Pk 22
[0321]  5HH] Vulkanox 4020 (RTM) [ W38 7 I &) ] SRS 45 5L, X T A
WILEZDUE 57 5 2on AL R 45 2R
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