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1% R LSBT %k, FE&TIHAFBEMNKEY.

AR L) 1

AR A-F AR -3-AA T

¥ 1-2-3-FEA X (6) (2 mmol, 040 g). 3 FEAFE (7) (2.4 mmol,
0.30g). ®TEF4R (2.8 mmol, 0.26 g). Pdy(dba); (10% mol, 0.18 g) 7= BINAP
(10% mol, 0.13 g)ZF X (4mL, 0.5M) P # &% & AE 100°C T 18 Iaf ',
WRAMAHNETR, EAaRE iR, ACMTE (3x5ml) ik, &t
BAEMER K (3x5mL) %%, B Na,SO, T, R, JFHLL (K, 100%
), BEEBERK (8)(01g KEH 23% ): 'HNMR (DMSO-ds) & 8.46
(s» 1H), 7.61 (t, 1H), 7.49(d, 1H), 7.40 (t, 1H), 7.25(d, 1H), 7.15(d, 2H),
6.95 (d. 2H), 3.80 (s, 3H). f£Z.B¥(20 mL)¥ A Pd/C (10%, 0.01 g) F 60 psi
(413685.4 Pa) # H, T4 (8) (0.1 g) &2 if, HFT 4-FEEAXE (G-
FAFEE (1) (0.04g KEH 45% ): 'HNMR (DMSO-dg) 5 7.51 (s, 1H),
7.00 (d, 2H), 6.82(d, 3H), 6.20(s, 1H), 6.12(s; 1H), 5.99(d, 1H), 4.48 (s
2H), 3.75(s,» 3H); MS214 (M"), 199, 182, 169, 154, 107, 91, 85, 65,

1: R.A. Singer. J.P. Dadighi #= S.L. Buchwald, J. Am. Chem. Soc., 1998 #,
120, 213.

SRR FE A 2

AR 3-FRAEFRA-G-AAXE)E

BRI LARENY 1 IRRANFT EHENSY 3-FAREFXLA-G-ALX
B, AR FRARBRRESTFRERBREALLYS (7). FHHRFIELTS)
A AT "HNMR (DMSO-dg) 5 7.93 (s, 1H), 7.16 (d, 1H), 6.90 (t, 1H),
6.63 (d, 2H), 643 (t, 2H), 6.30 (d, 1H), 6.13 (d, 1H), 5.23 (s, 2H),
3.70 (s, 3H); MS 214 (M), 213, 198, 182, 169, 154, 143, 127, 107,
91, 85, 65.
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AL AR E R LAY (EAXFTERARATRARNN: REGH. £
EREMEYRELK)RIBES R EF LY RAZINEH LQERALTENLE
N B RSN, RiEBEHNALSW (ERLPLARHAMNAN LS
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FALE £ ARLSHES. RIEFHHA, REXCELEABAIARA, &
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a4 .
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st FRATA Y, Blde: R 14 ZFRGEFARASRE ). 2-FE-K-14-
SR 2R 4B N-ER AR 4-— R N-Q-TRA LE)R-14-2 . 2-[(4-
AE-RE)»Q2A-TA)RACE@FRD NN-ZQ-EZATE)-FRIK)
Q,5-—HE-RE)-FE, 1-Q5-ZRA-FA)- LB, 2-25-Z8%-KN)- Lk,
N-(4-BA K E)K-1,4- 282 2,6- = F A-K-1,4-— 8 2-F RER-F-14-2 8. 1-[4-
SAXA)AA)H2-B, 2-BA- K148, 13-Z[@-BEAFL)C-EZELATH)
£E]A-2-E. NN 2-ZFER-14- 28, 2-FRE-K-14-28. 1-25-=&&
RAVC-12-28, 23-ZFH-K-14-2 . N-(4-RA-3-5 - KL)-LBLE. 2,6-
LA R 4R 25-2 P AR 14 2B 2989 -2- A R-14-2F 2-K9-3-
B4 2R3 R K1 4B LB R 2, 5- 2 B 2-(F AR T H)R-1,4-
ZRE 2-(RATE)R- 1428, 2-Q,5-—RAEREL)TEE. N-2-25-Z8EXK
B A)ZA]- B, NN-ZFER-14-28 NN-ZLEXK-14-28, NN-=&
AE-14-20 2-[G-BEXEANCE)RAILE. 2-[4-RE3-FE-FE)-(2-#
A LA AL TE. N-Q-FARACTA)R-14-28. 3-[4-BEFH)RL]A-1-
B2, 3-[(4-RARR)-RA])R-1,2-28 ., N-{4-[G-BERXR)EX]TEAIR-14-=
B 2-[2-(2-{2-[(2,5- = RA XK E)- B A CAA} TARA) TRATR-14-2 8
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ZR-RKTER 1-(5-ARKR2-FK-FE)T-1,2-=8, 4-22K-2-2-F K- TE)-R&,
4-BHE-3-(BATR)RD . 4-8K-3-F-XB ., 4-2BRA2-(RBATFR)-REF 4-1
H2-F-RE;

ARBAEEATAEY, Blde: 2-BEA-FEEBFRALALERD). 24-28 %
KB 2-8A-5-FA-RE, 2-BE-6-FA-XKE. N-4-2A3-HZE-FL)-T
o 2-RHK-4-F A-KE; F

RIRATEY, Hlde: HR-2,4,56-WHREEFHA 2,45,6-0EHLRR). 1-F
A-1H-w-4.5- Z R, 2-(4,5- = KA - TH-wkrd- 1K) LBR . NP N F K -abog-2,5-
B 2-[(3-AA-6-F AR 2-A)RATE. 6-F AAN-FHAR-23-=
B, 2,5,6- Z B AT -4(1H)-B7 . g -2,5- = fe . 1-F @ A -1H-wbe -4 5- = L 1-(4-
WA F R 1H-wek-4,5- =B 1-(F )-1H-nth ek -4,5- = B e 1-(4-RF 2)-1H-1hm
-4,5- .

A iE ) B4 B 1B AT 8,36 6] do

RE, ME B RABITEY, i B2-1,7-28, X-13-28. 4-8F-1,3-
—E. A-1-B. 2-FA-R- 1B, A15=8. 22,7-=8. X-14-=8. 2-F
A K138 T-RA4-BE R, 2-FFEAS-FTARS, 1234 98%
1,5-=8r. 2-B-K-1,3-28, 4-8A-K 1B, K-1,23-28. K-23-28 . 5-
ZR2-FAR3-ZE. 4,6-=HAK-1,3-28f 2,3- =K1 4R 8

WEEEE, i 24-ZREXRE. R-13-28. 2-Q4-—RE-XER)-
LB 2-[(3-AE-FL)-(-BA-TA)-RAK]-TBE. 2-F AX-K-1,3-2 k&, 2-[[2-(2,4-
—ERE-RKEA)TAIQHATER)-RL]-TE. 4-3-[Q4=2EFXH)EE]R
FHEYR-1,3-2 8. 2-Q4-—RA-FE)-TE. 2-G-A&54-FTREA-FEXRAL)-T
B2 4-(2-B - TEL)-K-13-2 8. (24— R AR EL)- T8 2-[24- = RE-5-2-
BE-ZERA)FEA-CH. 4-TRE-6-FEA-R-13-2 8. 2-Q4-—RE&-5-F4&
EEBA)-TE, 4,6-=FRA-K-13-28. 2-[3-Q-BA-CERE)2-FTE-FEL
AA)-TE, 3-04-—RE-FXEL)-A-1-B. N-B-(=FEEBXEA. 4-FTA
A6-FAR13-Z. 4-R-6-FTERK-13-Z 8. 2-((3-[Q-BEATLH)RA]4,6-—
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FERARLEAR)THE, 3-Q4-—AEA KAL) H-12-=8, 2-2-AL-4-(FL
RA)KER)TEE, 2-[(5-RA-2-TRA-RX)-Q-£A-TA)-AL)- T8, 2-[3-
AAFARAITE., N-Q-RATE)E-1,3-28, 4-{(Q4=RA-FH)EAL]
WA AK)-R-13- R 2 4- = F AR 3- 2 Rk

B RAEFBE, Bl 3-REA-KE. 2-G-FE4-FE-RXARL)- TR,
2-(3-ZR-FKERA)-TBM. S-BA2-FA-XB, 5-Q-LEA-CERAE)2-FTH-
RE, 5-8BA-24-—F-FKEB. 3-24-2-FE-XE. 3-8E5-2-8-6-FE£-FB ., 5-
BE2-Q-BA-TEEL)-KB, 2-8-5-2,2,2-Z - TERL)-XB . 5-8 A -4-8.-2-
FR-KE, 3-HFRARA-EE . 5-[Q-AATHR)RA]4-FAA-2-FARE, 5-
REA-FRE2-FEXED, 3 (ZFEEAHR)RB. 3(ZLERLRE . -84
4-R-2-FERE . S-BEA-TRA2-FAXE, 3-AX-24-—F-KB. 3-[2-
¥ EAZH)RAIRD, 3-[Q-BA TR RAAIRE . 5-RA-2-TA-XB, 5-84
2-F RARE . 5-[(3-FARA)RK]2-FARE. 3-[(3-FA-2-FAXE)-RKL]
#-1,2- =B fn 3-[Q-B A THVRL]2-TEAXRS,;, &

RIRATAY, Bl 34-Z8-2H-1,4-FHFIER-6-88. 4-FA2-KXE24-—
£,-3H-7b-3-BA. 6-F R Bok-8-AE. 4-FAWR-2,6-=8, 23-—&-14-FK5F
ZREARTHH-5-BE 13- R BB RSB 2-(1,3-F I R AR5
EEAVTEE, 34-—F Awre-2,6-—8F. 5-FoHR-2,3- 8., 2,6-=F RKAukw
3,5- 2R 13- R RIRESE-5-HE L 2-{[3,5- =R AE-6-2- B A-TRL)-HE-2-4]
S A)-T8, 1H-|%-4-88. 5-FHK-2,6-—FRAMNE-3-B5, 1H-"3|"%-5,6-—B%.
1H-"3|"-7-B% . 1H-"3"%&-5-8%, 1H-%"%-6-B%. 6-i&-1,3- A 4N /R M%5-5-85. 2-
SR e 3-8, huR-2,6-—BE. 3-[(3,5-=A AR 2-RVAA|H-1,2-— B,
5-[(3,5- =& Ak -2- R) AL X-1,3-= 8, 1H-%%R-2,3- =8, —&"5%-5,6-=
B2, 3,5-—F &b E-2,6-— M. 6-F A AE-2,3-Z A 3,4- =4 -2H-1,4-K5F
MEok-6-HE.

ik 8y T 2P EAR Q3

sERZIEATA M, Blde: 2-FA-KR-14-28., R-14-28, 1-Q,5-—HE4-
XE) T8, 2-Q5-—RA-FEL)- T8, N-Q-FRATZAE)R-14-=8. 2-[4-&
AR A)QEE-TH)-RA)TEF 1-Q2,5-2RAXE)T-1,2- 28,

13
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sHREEBITAY, Pldo 4B KB, &-FTERL-XB, 484 3-F4.
KBy, 424 2-FRATFE-RBA 1-C-BA-2- £ A-FR)-T-1,2-—8;

ARRARBITEY, Hlde: 2-BE-KE, 2-AL-5-FA-XE. 2-84-6-F
A-KE . N-4-BK-3-2E-FKK)-UBEA 2-8E54-FA-XB; &

RIATEY, Hldo: FR-24,56-198. 1-FE-1H-bk 45 8. 2-(4,5-
R TH--1-R) T8 1-(4-F AF K)-1H-wbm-4,5- =B 1-(F2)-1H-wkbod
-4,5- —Fedfe NEN2- 9 -wtmg -2, 5- — Bz,

ik 6 1B F E48:

B QA B FRBATEY, Bl £-1,7-28 . K-1,3-=8 . 4-8F-1,3-
By, BB, 2-FA-R-E. R-15-—8. 22728, X-14-—8. 2-F
AR 3-8 Fe 2-F R AK-5-F A KBy

R Rk, Plde: K-13-28. 2-Q4-—RE-KER)-TE. 4-(3-[24-
ZAAFRLAAFAAIR13-Z8, 2-G-AE 4 TRA-RARL)- T,
2-12,4- = HB-5-(2-H K- TRA)-REAA]-TE e 3-C4-— RA-KEL)-A-1-8;

BEAARBE, #lde: 3-BE-RKB, 5-2A2-FA-EXD, 5-Q-BE-TAA
K)-2-FR-KipAe 3-2K-2-FE-K&; F

ZIFTEMY, Blde: 34-ZH-2H-1,4-RFER-6-B, 4-FH-2-KHE-24-—
f-3H-7b o380, 1,3- =R RMH-5-B. 1,3- R AR ME-5-0E. 1H-"51%-4-
B2, 1H-"|"%-5,6-—B%. 1H-"|"k-7-B%. 1H-"|"%k-5-B%. 1H-"3|"k-6-B%. 1H-"|"%
2.3-=8F. whee-2,6- A 2- R AR -3-8E,

EABGEET HAROE:

SR ZIEATEY, Fide 2-FER-K14-2R. R14-2B. 2-(2,5-= &%
EE)-TB. 1-Q5-Z&A-FA)-TEP 2-[4-85-KR)-Q-2L-LE)-24)-
LB,

STEARKRITAE, Bl 4-BEA-FE . 4 FEEL-FBH. 4-84L3-F%-
RE e 1-(5-2A-2-FA-KEK)-T-1,2- =8,

ARREARBE, Flde: 2-RE-XKEB. 2-REL-5-FE-XB. 2-84-6-FH-
KB Ao N-(4-BE-3-2K-KK)-TBME; F

AT AEY, Pldo: BR-24,56-WH. 2-(4,5-=HA-1H-nbe-1-2) B,
1-(4-F A F 2L )-1H-bwk -4, 5- e Ao 1-(F £ )-1H-bo -4, 5- — Bz,

14
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BAE A 15EF .45

REr. AR _BfXABrE4d, Flde: K 13-28 4-8FK-1,3-=8. &-1-
By 2-F A-A-1-Bfe 2-F A-R-1,3- =8,

MRS, Flde 2-Q4-ZRBE-RKEK) T, 2-G-AA-4-FEA-FXEL
A)-TE, 2-24-Z8K-5-Q2- K- TRE)-REAK])- TR 3-Q4-—REA-KE
£)-7-1-8%;

WAL KL, Hlde 3-BE-KB. 5-RL2-FE- KB, 5-Q-BE-TEEA
A)2-FR-RE A 3-2A-2-FTE-XE;

RIRFTAEY, Blde: 34-ZH-2H-1,4-F I 0E%-6-B5. 4-FH-2-KE-24-=
£-3H-7 e -3-BR ., 1H-"3|%k-6-BF fo 2-F Ahibne -3-B7

TR, ST OERELPGLESY (1) Fo (5) HRBREFNEHER
bR RS Y, BTN, ETUREERGHEXEA, XEUALEHN
A AMBA B, HER, LB, BLoRIAABANAZRERLGE X
R, XEECMNEFRF4k OH AHM, HTOAEBH R EFBe s
By 2k 69 7 XA A .

e A AT (Bl 4o 36 K K BRI 8 £-& F RS- Fo B o LA W) E
ARERARLEADFTHET—EAL 0002% £ 20%. it A 0.04% E4
10%. JAKLEAHY 0.1% 24 7.0%, FFTHRAETLHURABRLBEHEETH
100% 18y, & F KA HEBEFIED—BAFEREER. KF, T
AL ERARAREHEEF RS Y, FEIETEARSBEAGERL—K
HH 51 2415,

AERAAREBLENDFEAAREETLDAL AN EIET MR 5B
giah, LEVPRAKRPREBEMNE AN TRLERBEDUEETT—RAY
0.001% £ 10%. KikH% 0.01% £ 5.0%. £AEH, LALEH, LEBE
FAXBHHELSE, AEFERERTBONAELESY T AREZBDEYNE
Fit A% 0.002% £% 10%. HEH% 0.01% £4 5.0%. HALEHE, LEeid
FEARAR KR EREAE, RREBEL ALV ETH—RAL 0.001% £
2 10.0%. HEAH % 0.01 24 5.0%. RLEAHHERRSCEREMNFLE
b WK BARRIRA F], I Q34 T AT G EATH N .

15



03805347. 0 oM P 3E10/38m

TERIEESENEARBE A, —BRABRERI KRR, HRERIER,
BRRBH A B R BN E T —KH 80% A b, HAMA 90% £ 99%.
Rt H 94% £ 99%. KK PLE L ELEWMTAER —F RSN THBRAENH
Fl: MEFROEEN. FETREGELAN. AHAGERANXALETAS
EER, HFH, REARN eIl ndl. A TRREAERLMN, L5FHFZH
HAF B4 EDTA, ¥AF, MK BA, B, HERN, HHRHR, 2K
), BER, HAR, BRLE IR EESRAOFR R L), Xk
FIRFTRATELEEMEY TP LT ARL.

BEARKEHESEGAMFREREARLALRLELY, LFEALHNEL
EFEMINREEEFELENRE, EREXAERR TRl bny THAEES
EHRAR, FHREEAMRHO)RLIR, LA, Bt BT,
WM F KRR, LERME, PRAELANYELEILEL, BAF
BERE—BARHZERNBEMAEKESY TR, REANBESHETRHK
A F R R b AR5 RA, HERE—NERGEET. BEMNBEHET
AEAMBERELSHA THERAEERNLASMATE HEIF R, FFLEHIEE
. BABRANF, FATEA—FRSHF LERHN, Floi@Eri]. ¥R
H. pHAFHF., SR ELLEBEDERELEYRAUBREL T wi
o4, HREE YN LE LI, ERLFRESMTRET HAAZRA
B F MR G4 pH, #E. ARFHIES.

AEPARE T StB AW X T AR Pk, LR AREBRAK-BRER.
R, HLHHXZHEEK. BF. BRRILER, RARREHRI>HET
5 T 6 F A R R4 RAW .

TEHETATFRLALEBLE DB EFLEHARB LR ils
W) F 6oL F IR RS, FETRAER TN RIKFAEH L L5,
B ER LI TR T BB FIE,

B BT RS, THAGENIARABREF B, AB. FA
B, RPE), AR FLE, H_8, o8, ). 20 WO 98/27941
(R FHRBEHGIED), EXAFIARIUBESRFE, FARN US 6027538, %A
FIANRI AL E, EOENMIT, HAHB G4 C8 £ CI8 BHFEE, LA RS

16
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BB R ASENANER, FHREAEIEM,. REMEKERGOCE 80T)TF
BACKE LR, REBANLCHETRFR LG,

BRI, AHER AL 5% E24H30% HEFETRLAAHT, LFAE
TR IERLMEHETH 100% 65, KOSTRFTHE 5% £ 90%.
HiL A 15% £ T5%. BREAHH 30% £ 65%, EFAEATRRMES
RAMEEH 100% .

REERA]: ZEEDFESENLEANBETFRAEEN. BEFREERAN.
HEZTEEANLIERLETROEEINREZFREOFRANCEH. (TX
SABEBEEALELATHRERROLIEEANEETREERS) RAEF
A BEWRAZ IS BN R BERR LR EARE., CARALBEAR
&, mASARYE RAREARE, REA=FEEL, RAMER. TEAANE
hEs. CRANBHR., CABMUREARE . o8B/ RAAZBHREREGD.
Bk B, BEEAEY. MEMRMEREBER CRALEIRE . KARRE. A
AL, AT hARBRE. TABLSBRYE, BALTEHR
$. HRACERALBRYE. BHR—CEBEMEHR_UEBE. LEAAAY
RIRAFRBR A, AR 1 23R TH AL BB A4k, YA BAE 24 Tergitols
4)4= C11-C15 Pareth-9 #= Neodols #]4= C12-C15 Pareth-3 45 44 B-F R B EH
F., ZHAQLASTCMARTEFER, Hlioh THRHAEHA, ATFHRILE. X
Tﬁﬁmkiﬁ LIRS YR BB HRELLF. MREADEWRN CES LA
# 10 £4 20 MERF R EASRABRA G R LABEITED AR ER. &
EWMER. HEAREAARL, EATALAYRBNARRBERN LEA
HAMER. AHBAFAETARE. ABBAANERARE, AREAREMR
. RHAEBEARAHER. TORAMER. EIEBEARAKLAERRE.
MR B R A LA ER. MbBLAL A AMER. HUD AR AR, Hid
AABiEAERBRE, HHARARALHRARE. B AHEBFMEEARER
Bidh., REZANAT 1998 %5 11 A 26 8 45 WO 98/52523 F=AA F 2001 4 8 A 30
B & WO 01/62221, =& #FIANRIAELRE,

AOERNNELREADTRHERLELAEGDHNESTTETAY 01% £
25 30%. RitH 1% £ 15%.

17
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AR SENEAN OIES o HRIEE., X, SR EMEY. L+
M. BHE. BEBRFEATRAGBRFRABRESOWGES TFROMMAA, &
PIFAZTCERLRE, BYRAREFLCHRENTAY, HRAABYAEFR
LA BTREY, A RBEH FKIRS LA FAKIELS RO FHE
RAed). AR EETREY QIEREABENT 4 4 6] 4o PEG-150/42 f5 B/SDMI
Rih, 4EHREFITR B Rohm & Haas 45 49 Aculyn® 22, 44 #= Aculyn® 46
Ret, REARNARFTREYAFALRFH 6010541 ¥, ZXMHFIALRL
AERE, TR EE WO 01/62221. T AEMMAF G0N B FRAWH EH2
RGBS RS . RIHRE/ T CRARETHR-20 F THRELERY . AHR
B8/ B AR R A T BE-20 R BLEE 3L J 4 Ao R M B BS fbeheneth-25 & M 8L B &
Ry, stTFHABEHF B4 Aculyns 22, 44 F0 46, BAYHTESLARE > 5%
KRR YR ER LAY FH—NEEHY, RRBERNECLSES —
NabaYhy, B, BRELELBOYNERENBEHRE, EBFTLEHE.
BAF ALK LB L4 LT R A IE L HAE G T Ry ERRAH, M
8 7= e —A B 1000 £ 100000 cps 445, AL FEABE AL S,

pHRAFH: AFRAFRELALLLEGHE pH 0418 644 H Q35880 7] 4
B E BRaH AR Y, LARAAATRERE, R, AN,
GETLACEE, AATARE, — LBk, —UBEBEFZCEE, PR
Bl o AR o RALBR ) 4o BEBR . LBR. R B. HRBRRBELH. HBF,
A IEB ¥ ) 6027538, EXAFFI AR AR SF,

FEA: SENHHOERARREFRERLEITAY; B, 2EEAHHE
BN REY., LEENSWARRATE THEY, ERLOERSATK
ROMERSELC ARG FARE TFHME. GENLFELOpOIE—+=
WAZ (ZFAFR) ffosg. —+ A =ZFLARMAME. BEAFEA-_FTRE
WAERFEAFA—FTEARAMNG. FAZTEAME. —(BEATR)FHATRAR
4. Cl12-18 T AW AR, T oRA-FTEAFTARE, s A
EZFAB G R A T RARME. TARAZTARLE. TABA
ZFARMERATIRAZTETEABSE., AT SRAMRR., HHBLEAL
AERCEA-—FACRAHARE, MOBRAARECARR, MaATE-_FALT
AR, MbA = FAIMERMO A = FRACARBE, N2+ 2 KE -

18
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PARAALE, G - FTARAE, R EA - FER e, —AHAE T
AR, —KE-_TFTASE, A -FTLAENE, EHFBE=FTH
s, BRACAGHE _TASMNE, ToRAFTEAFLASME., Hi—
FEFEARNE, XKECARATEACEARRE., REZTFARMAE, BIREA-
FEAFEAGEHFEFLTHEY. 2R WO 9827941, A5 AR AR
£2E, BRR, FEALRGVWHMEETRESY, ERELTACLERLEFANLE
FRAEY. ARAYREWNHEEGTREE4. BRES%-6. REE-T. XFE-8.
BE49. BE4-10. BF4-22. BE4E-32. BREE39. REE U PREE
47, EFAFELNBERAR_FEARER., REAHRYR-FTEZEIK.
FoFRAAfRAREFE _FEARRE., LTRALAFT 1999 7 A 15
H 4§ WO 99/34770 % % FE AW AEKNHS, EXFIIARIAB{LE, &
AR QLIS Y,

REMNERLIBSYTHESERESMAET R T AL 001% £4 5%.

BHEHN: KEAPLZALGDESHARGLELN, aF4KE 9. HC
% 2. HC £ 4. HC & 15 . 4-AEEARR i, 2-RA-6-R-4-FH A XB, HC 4 3.
SHE 1 HCH 2. 2B 3 Ao BE 377, RBAREHAERLANLLLESR
LY P S ERREEBENHEZTTTIUNAH 0.05% £ 4.0%,

ERBL: Pl BEaRAZQRTEN, ABEMWMASE L. AER
Fodg F LRI Y .

EEHANEESE. RAZHE. 247, XA ZHNELH . RAALRA
Fade WO 01/62221 % A7 & L fiLdh A& 24 F .

X RBEREHEARBEGAEHHEF AL (International Cosmetics
Ingredient Dictionary and Handbook % 8 #& )¥ , £ & The Cosmetics, Toiletry, and
Fragrance Association %, R IIARIAERT . HAEALE 2 X5 34 (&
FR)VFf 45 (F), ERTAEZARGHEMNRZA—ANREANMFELE K,

LREAAKBRONETEARDGNERA. e, AGEERN. &6
B ALK A BERF—RAY 0.1% £ 30% HREAFE, BAHNALY 0.1%
F25% WBAL, YLD AN 0.01% £ 5.0% HREAFE, L+
ik B 5 th REBEL LALLM EFTH 100% 4.

19
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LB LKL L, FERALNELBOMWEREHNRAZE, HREBEL
AR, RATFREAMTERBRM, TR, FLESYE pHATUAHY
6 £ 115, it A% 68 £410. LE A% 8 £4 10, #8k, REMNALY
4 pH ABM, L pH—BRAH255465 BTHHIES, THEAL LR
4 pH AT A RIAF R L8 0WA R EF] 40444 pH.

ATHRAELEFENEGMRELEFE, EREATNH ERARLALL S
G LM 5 BN RS, FERREIHNZRSYHMILE L, BRELLNE,
ERAE—HAHL 60 £2005%. RERSGHER. THROAMBIEAF, X5
BB RS (Bl AN AREMNF)TELLLEGNRBENBEYR—E TR
B, X2 RATURAFT B 484,

A, LERAERLENR. ZRAIE. FBRAINKBRAG R A% T
VAVA 3% ZE 12%. #ik 6% RBERHIAMEARELRXFAWGEMNER, %o
EAER 6% ML RALEEREDEAR, LRRELSYERERNBLEOMNE
Tk 5:1 £ 1.5, KA 11, —&RELT, $l&00 L2 FEKRPBEH 6%
Loy, RELAEAN, ¥L5008ALMNNEEN ARG, URFE
ALY, RAEANESY (A FREEY). BHMNEE, KRR
WAMER B ELGERL, FELELRFEB TR KR LELE.
E#H15 CE50 CT, XA MHTHRTFELY 2 54 EH 60 24,
Rk 2 15 4P E 45 047 LEH 3054, LB, AKRFREZLAREKEL >
LAY, TR, REERNE, ARAFRELL, FrHk, FleRKEK
BR R MR M AT R B R B B BRIE R T 3R, JFT R, TR RBLRG AR
P,

Flof, £L486H52EMNAEMHR—NEARELLERE. ZRAAT
AL ERE, LA NEROETOANOSEL BN, ZEHMN. FiLt)iA
EHRLCEE T Bty LA BABRAER A,

AEAALEA RO EEZFEAREBENNGASGRRBEEAIFEFE. &
WE. WEERITH SRR ERSY.

AAEEHEHEIR, BHN-KL-K-13-285 2-4,5- =R 1K) T8
A RLFHRELLEH, LELERTHRE, M N-FEA-F-1,3- 2 BARK-1,3-
SR A 2 2T RARAES, NOABRELERLEERLE,

20
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ERBREXGLRLEBLPMLE, KEAPHLEE L ELLSMOLAR
JR T 81 T ) KR .

& EHH 1

A1 TG TRESYTA TFTLRFLEEE. ¥ 100g ZfL8eH5
100g 20 AR AR 4G L BALERA . BT FRAYHEMBLL L, B L5 LLREE

fk 30 047, RERARAMNREFMEEHLELR, AR, FTH. 15 H
R TE R R AL ®F AT B e H R 6T H WA R R,
(1
F R Y
o LB EEFSWL (% )
(EEFHH % )
ARk BB 78 1A K 0-25 17.00
RE4#-22 0-7 5.00
— B! 0-15 2.00
h B 2-22 0.75
AR 0-3 0.10
28% S EAk4k ! 0-15 5.00
oA EZFARMAE 1-5 0.50
T AL 4 0-1 0.10
EDTA 0-1 0.10
F AR B 0-1 0.40
LEA—HEE 1-10 3.50
C11-15 Pareth-9 (Tergitol 15-S-9) 0.5-5 1.00
C12-15 Pareth-3 (Neodol 25-3) 0.25-5 0.50
il 2-10 4,00
R =B 1-12 2.00
PO 0-5 2 mmoles
NN-—(B A TE)-3t K _f 0-5 2 mmoles
3-F R R A KA 0-5 1 mmoles
st BARE 0-5 1 mmoles
AL P EEF K 0.5-5 3 mmoles

21
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ALK A RAH 0.5-5 3 mmoles
5-84-2-FA-Xiy 0-5 3 mmoles
24-—RAXELTE 0-5 3 mmoles
L -, 5 0-5 1 mmoles
K iEF £ 100.00 E ¥ £ 100.00

Vg REARTY, WERIE2% £15% HEEFLEA.

SR LHH 2

RAEEH 700 £ 900mg HHAFELL., R2ATHTHNAESN A (RAN
#). B (A81kdRe9) o C (AR ) A TR LEL L E, 3 100g L 484
5 100g 20 KA T EMERS . HATBRAMEMBLL L, EHEY 20C
FhHELAFES 04T, REARAF A GLE ENLEL, ARFER,
F ¥, 4 A & & Minolta 23] # Minolta 2 %E 3 CM-3700d. & % & a2 CIE
L'ad’, #EAXRAELE 10 2B D65 AX. &FER L EHEEE, FE
a fob REELIF, faRUEFH, aRKEFTR, tbAREFTE, FH b
ABEFH. REHEETAH AERT, EF AEHTFRXEN.

AE = (ALY + (aa*) + (ob*)

BT MR F

Bpde—AELLE TS THRY 60ml BAFERY S 2T, #+F
40°C FARE 18 hBF, REKZL LKL+ k. TH&, A Minolta CM-3700d #)
FVAKIF CIEL Db, EMRAHTELEZ S %. FZLALE TRIEFHER
v, BAE 180, FFHA® THRFUNE.

BT w 10g BAb4h. 1g SLER(USP 85% ). 1g A /KBRER &, —4A( Na,HPO, )
F20.25g (+) AR —HBEIRT 1L ABARTHAR,

& 2
P& B A(% ) B (% ) C(% )
AR B 7 A A A 17.00 17.00 17.00
T B e 2 2 2
i B 0.75 0.75 0.75

22
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AT 0.1 0.1 0.1
R0 5.0 5.0 5.0
ey s £ JEAL P F V043 0.5 0.5 0.5
T ABR AR 0.1 0.1 0.1
EDTA 0.1 0.1 0.1
FH IR BR 0.4 0.4 0.4
N-Q2-2 X T H)-4,5- =R oted s ag 3 0.24 0.24 0.24
N-FHR-K.-1,3-= k& 0.461

N-FE-F-1,3- =/ 0.305

X-1,3-=8 0.27
& EF 100 #EF 100 EF 100
LK 6 &R £ e Brer e, e,

%.3. dnbt A, BACHEAFE CIE La'b’ 44

8459 BRITRT R E
L’ a b L’ a b AE
34.03 | 17.73 |-16.75 |39.00 | 1696 |-13.94 5.76
B 2542 | 2852 |-349 |48.97 |19.05 | 1.47 25.87
C 2753 13242 |-493 |48.01 |23.12 |-045 22.93

AANFHHR, N-FE-K-13-28E 2-4,5-—R4u-1-2£)- it 4
KHRELLERTRE (BAMWA), AN-FE- K13k (£46%B) XX
-1,3-20 (4844 C) HRAHd 2 2 b HAaaL 4, Nosl¥L L f AR
G, Ik, AAYH AW D AN
-16.75, 54844 B & b {4-3.49 A BLEAYH CH b {5 -4.93 RF.

BIFBR 3, TR, IHELELHEEERE, &4 N-FEL-K-1,3-
ZRRAEAN A EAN-FA-K-13- R0 A4H B K4 K-1,3- ks
#C, BT EFQGEFE. 36 DETRIRE, LM ANEEE(AB)RA 5.76,
TiR4-4) B Fesl -4 C ) AE AN 455 % 25.87 #= 22.93.
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Ohit—F 5 —RREFENENMEL EH T B P K F/R 1805 284
B AK AR 6 — R /N-F AR R AW R R G T H s
TFRAAZREFHE4ClLECS]., Witk AZEFHEEE, XIETH4
LA 7T 352 BB AR L PR B ) RS-0 e AR A0 S (IR L A6 £ & F )9
WFABLH)). Blde, RAH 45 Cl FaE-F, REAHKX 1 HBEHNEREL
R X S TR2FHKRTH 2-REARE#E4, £F R RN RL RL RY R RS
R’ AR EX P EX, £RF, N-FANE K BRBSH R E —NHA T KIS
A, R AT EFRRERFREE—ANHAL G, Xk
AR A HAET A E QB RIRH F —RAZA , & 1| PR Z B,

BENEBAT KL AGHE, KAARELAR K428, EXHELALAH
AP0 S AE T T At L AT R, Bk, KA ERR T BAIK E5 E R4
HEAFe L 4G A B,

24



W 5 219/38mW

B

03805347.0

"HN~{_)-OH
G FE HE-TEY
2%
ke (2T o-0)(5] HOHOHOIN-{_)—NH
2FHVD—-NNE - ¥ e
e AT A N_._ztAUva_._
e ZuN IQYZNI
XX ALV E-FhT
‘HN
X | x| x|{x|x|[x{x|x|x|x]|x mlz\@
ID[O0D| 6D [8D | D[99 [SO([v ||| D Wz F &Vl e
S V¥

25



o 520/381

i

03805347.0

X Gkl 1l 3
e
X SYTEY| SEWIT HO
fz\@é:
2] U
T - bR bR

SEHY¥ B VF

26



o %21/381

i

03805347.0

57 -y :owzow_._oomuzf
X TR TE TV -¥E — 0T H
X GET-FhT 1 FhT HQ
o3
X L1 ¥ O
4 HO OH
X G¥E-FhYU= €T %-FhT
o6 |80 w]]|sO|wieoo|] D T & OVdNl NE g7

SHH¥ (B VY

27



B B Z22/381

i

03805347.0

N=
g W2(F IR _._o\/\u_fv/ NH
TSV EF2FH W -FE —-SY)T HN
HO N°H
Pl
YAV FHFUE-FhTFES
N_._Z/MW_\O_._
G FE R WE-FE-€
sz/ﬂw_\zf
Ak tal HETE

SHHE (HVY

28



B 523/38H

i

i

03805347.0

oo o )-NH
X X
N~ _H-NH
X X X X X X X X X
fzn@éf
X X X X X X X
Zun
i@
x{x|x|x|x|x|x|x|x|x|x]|x|x|x|x|x]|x}|x
620 | 820 | Lzd | 9z0 | 520 | ved | szo {zeo | 120 (020 [ 610 | 810 | L1D | 910 | s10 | v1D | €10 | 21D 1
TEHE 9%

29



03805347. 0 oM 1 3E24/38m

e
>
o
4p
;}'g e
@
m
S
N o~ I
= Z T T o
3L O
9 o
T I T

30



B %25/380

i

i

03805347.0

:ofon_._oo.MU\zN:
H

620

820

Led

97d

Y40

¥2O

€70

(448

(k40

02D | 61D [ 81D | LID

91D

S1O

1450

£1D

Z10

¥ b

SH¥ (B aY

31



B B 226/3810

i

03805347.0

N=
IO\/\Z/MIZNI
’HN

o

N_._Z/ﬂy\o:

m“IZ/_MQ\ZN_._

STH¥E (W E¥

32



B E27/38H

i

i

03805347.0

*(HO*HO"HOIN-{__)~N'H
X X X X X X X
Nzz&Mszf
fzn@zf
HN
3N
X X X X X X X X X X X X X X X X X X
LYODFOPD ISP | PPD [ EPD | TPO J IVOD | OPD | 6ED [ 8ED 1 LED | 9ED | SED | PED | €€D | TED | IED | 0ED Gk 35
SHHFE 0¥

33



03805347.0

i

o %28/381

R C ) Has

>
e
<
<
"
>
>
b
o
N [}
I T I
Z Z | T o
< L O
? O |
% I X

34



1 529/381

B

i

03805347.0

HO®*HO MO0
Y

NH

0
I?”
oL

L¥O

9D

1920

1278

€0

wd

|§28)

ord

6€0

8€D [ LED [ 9€D [ SED

1430

££0

(4%

1€D

0€£D

s

T

SEHWE (HO¥

35



B 5 Z30/381

i

03805347.0

Su¥ (H) 0¥

36



B 431/381

i

i

03805347.0

N=._ofofovzlA.Mqu_._

X | x
N_._zxA“h./YzN:
x| x| x|x|{x|x|x|x]|x ‘
°HN
x| x|xi{x|x|{x|x|x|x|x|x|{x|x|x|x|x!|x]|x]| ¥N
90 | 90 | €90 | 290 | 190 | 090 | 650 | 850 | 5D | 950 | 560 [ w50 | €50 | 250 | 150 [ 05D | 6v0 | 8+0 e g3
SHHF A¥

37



03805347.0

i

o 532/381

ADH) FHas

NH,

HO

OH

NH,

OH

HO

38



1 4533/38H

i

i

03805347.0

HO°HO®™HOO N°H
’H

e

:o“
_._o\@/o_._

§90

90

£9D

29D

190

090

650

8SD

LSO

96D | SSIO | ¥SD | £SO

(450

IsD

0sD

6¥0

8¥0

Y FE

SHH¥ (B ay

39



B 5 34/381

i

03805347.0

SEHF (B ay

40



1 4535/38TH

i

i

03805347.0

u.zofuwzo-zu@lzf
O
X X X X X X X X X X X X X X X X
szQ\zN:
“HN
N
X | x| x| x| x| x|x|x!|x!Ix|x!|x|x!| x| x| x
I8D | 08D | 64D | 8LD | LLD O | SO | v e ladiuntodled | 8901 LoD | 99D N G 5%
STk dY

41



03805347. 0 o 1 3E36/38m

"
>
»
>
<
"
»
» >
= "
&
k3
x| X
%
® |
[83]
%N
»
>
>
(o

NH,
NH,

HO—@—NH
OH
HOO\OH

HO

42



B E37/38H

i

i

03805347.0

:ofofo?MMYzf
G

18D

08D

6LD

8LD

LLD

SLD

SLO

YLD

€LD [ TLO | TLD | OLD

690

89D

L90

990

b

SHH¥ () ay

43



B 5 #38/381

i

03805347.0

X

SuH¥ (B a¥

44



