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Re R,
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R, - Ci-Cyz kﬁ}}.\ﬂ Coe-Ciro %l’%,

R, ZAHK C-Cy#ik;

R; A= Rs 40 B M 3 W2 A3, C-Co fi A

Ry & C-Cop oAk, REAAREEE . Ce-Co F . Ce-Cio FA-C1-Co ST AR.
£H-C-Co . —=-C-Co A BRI-C-Ce W&, £-C-Co A RI-C-C,
A -(CH,)-(0O-(CH,),)1.4-OH 3-(CHy)o-(0O-(CHy), )1 4-NHy;

Re & Ci-Cop bt tk. Co-Cip A, Ce-C 1o F 3-C,-Cs WA #23K-C-C 1%
Ao Z-CrCo AR A-C-Co bk #-C-Co 2 A RA-C-Co B A
«(CH2)2-(O-(CH1)1)1.1-OH 2 -(CH,),-(0-(CH3))1.4-NHa; - 3K,

R; &5 R, #9/3% Rs 5 R, —A2 A% sotbod b, . ok, -5 I F AL I e 55 o opk 2R

2. RAEK | gk, P

Ry A2 C-Cy s R A&

3. AR I R 209 A, HLF

R, & A& C3-Cy k.

4. LiERA| B R PE—FP A&, P

R; #= Rs 48 L0 5 352 £ Ci-Cy Sk,

5. LERAERFE-RGAE, LF

Ry A2 C-Cppbthh. REARAGKK, Ce-CoFA-C-Cotnih. BAHA-C-Co
R ZoCoC R RA-CCy A #CC A RAC-Cy A
{(CHy)s-(O~(CHa)s) 2-OH 3i-(CHy)-(0-(CHy) )1 NHy: M A

Re & C-Cati k. Co-CrpF A Co-Cpo F 2-Ci-Co BLA . 72 5-Co-Co 12
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B Z-C-Cy AR A-C-Cy A % -C-Cy I K 2K -C-Cy B A
~(CH;)2-(0~(CH1)2)1 --OH 2%-(CH;)2-(O-(CH3),)1 2-NH,.

6. LixBRAZRPE—TAE, LF

R A2 C-Cg AR KA

R, Z AR T, WA

R; #v Rs AR A 42 3 2 AR C-Cy oA

RiZ C-Cplikh. REBEMKEFL. Co-CoFH-C-Cotihh. £A-C-Co
Wik, Z-C-Cy A RL-C-Cy . #£-C-Cy ARA-C-Cy F i,
{(CH;)2-(O-(CHa)2)1 2-OH 3 ~(CH,),-(0-(CHa)2)12-NHa; VAR

Ry 2 C-Colith. Co-CroF i, Co-Cio FHE-C-Cotith. #E-C-Cokt
A, Z.C-C, MARK-C-Co k. £-.C-Cy mARK-C-Cy B,
{(CH,)7-(O-(CH»)~); -OH 2 -(CH,)5-(0-(CH;)»)1>-NH,; - 2%

R, 5 R, F2/& Ry 5 R, —ALH &I ok o5 I WK IR i % i opk A

7K R -6 PHE—RGAE, HLF

R, 5% C-Cy WA FIK,
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R, Fo Ry A8 A 4b 5 s 2 R C)-Cy A
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«(CH,)5-(0O-(CH1))1 2-OH #K-(CH,)2(0-(CHz)2)1 -NHy; VAR

Re 2 C-Cpotith. Ce-CroF . Co-Cio FH-C-Cotidh. £ A-Cr-Col
B, ZC-Cy, BARLC-C, A, #.C-Cy ARIK-C-Cy A
-(CH,)»-(0O-(CHa),); 2-OH 3 ~(CH;)-(0-(CHz)2)1 -NHa; - 2K

R, # R, —AC F7 Ry Fo Ry — AL Rabe& bt ok, 5% T2 W AR Ml S otk 3
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AR 4 2. 4- 30 (O A R v -k ok Af A S E A 69 A iR

ARPTBREBERN 24-RNFAEX)EZERABHRBENLE TG A
A RATEAAS WY H ST k.
ALPAFRERN(DH 24-RRAERL)FZ LRGN REHNLETFH

R1
Re~ l /J\ —R,

ll\l N
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(1)
EF
Ry & C-Cyp A& Ce-Cro F
R, AR C-Codt; XNR R, —RH R TRBX(la)dy A4 H
R

N
/
R

3

(1a) R", #9
R'# R'ISEM TR L. C-Co AR C-Co B
Ry o Rs AR E 1k 2302 S C-Colu &
Re & C-Coo ik . REAKE KL, Ce-Cro F A ikt Cr-Cio F &5 Ce-Cu
C-Ce k. £ER-C-Colik. =-C-Ce A RAL-C-Cehk. #£-C)-C
RIE-C-Ce K. -(CHp)-(0-(CH,),)14-OH 3k~(CH,)2-(0-(CH, )2)1.4-NHy;
Re & C-Cop k. Co-CroFA. Ce-Cro FA-Ci-Ce IR, £XK-C-Cs 2
B, ZC-Co mEARAC-Co k. £-C-Co mMARE-C-Co LA
-(CHz),-(0~(CHz)2)14-OH 3-(CHy);-(O-(CH )o)1.4-NHy; 3%,
R: 5 Ry A2/3k Rs & Ry —AEH LI K% N F A LR DMK,
Ci-Coo b A R AR LMK, #lde, FA, THA. EAK. FAXL.
ETHE. ATA RTA. KA. ARERRAL. THE FE. EA.
FA AFLE A RLA A oA oA TERA
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+ A, FEBEA FARER S TIRA, C-Cpi AR e LA,
Blde, T, A, EAK. FAKL ETA. ATA. &RTA, RA.
FARARBAE, THA FTA BA FA FFA A RA+
— AR+ K.

C)-Colt AR AMRIRE, #lde, FR. ZHA. EAX. FAX,
ETA. HTE RTHEA. KA. FAASRAL, LA T BA.
FARAFA,

C-Co AR EER LA, #ldo, FA. TA. EAX. FRA.
ETHE. FTEAIRTE,

CyCyin AR HB R Lk, #lde, EHE. FHE, ETEX. #T
A, BRTA. XA, FAAERRALA. ROA. O BRA. FAREF
A, HARTA.

Ci-Cotr AR AR EEL, Hld, FE. THA. EAL. FHA.
ETHA. TA, RTA. XA FRARBEL. TERFTA.

Crr-Co i AR EBER AR, 4o, FRE. TERLA. ARA. T
A, RAEARTRA,

Ce-Cro FAEATEE, HHAXK, CeoCroFAEARATURERARNKY,
RFEFE-ARZAW—A A ZARTAE R RR GEBRAE. K
RET ML TR ZEBRAR G EZHR C-Coi. 8%, £XK.C-C,
HAA. ZATEA. fA, BEABE CC-REBAZE. BABL. &X.
C)-Coln B BE. Z-C-CoRAREAA C-Co-im A EARRL.

424t TRl X()eesd, £F
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-(CHy)2-(O-(CHz)2)1,,-OH H~(CH,)z-(0-(CHz )2)1 2-NH,; AR
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H-CrCs HARAC-Co A, 2-C-Co MARK-C-C £,
-(CH;),-(0-(CHy)2)14-OH #-(CH;)p~(0-(CH,),)1.4-NHy; 3K,

R; 5 Ry Ao/ Rs &5 Rg —AH A HEIE "R, o5 T F 3 T B X "Dopk 3K,

FA LR, TRABX(DHLESHHARE, £

R; & C-Coln B KK,

RyRAKRTE; KR FR—EHATREAEN(la)AH, £

RAR. C-CGRAXC-CGREAKX. UA

R'Z C-C3 3 A K C-Cy AL,

R;Fe Rs AR B3 3530 & £ 3K C)-Cy it &

Ry & Ci-Cptih . RERAKEGERK, Co-Clo FA-C-Co k. £ A-C,-Cq
WA, Z-C-Co-BERE-C-CoEA. 2-C-C, EARL-C-C, 1A
-(CH;);-(0-(CHz)2)12-OH H~(CH,),-(0-(CHy))1 ,-NH,; AR

Re& Ci-CpiA. CoCroF . CeCroFA-C-Cotihh, FE-C-Coht
A ZCCy A-REA-C-Cy BA., £-C-C, ARKX-C-Cy A
-(CH2)2-(0-(CH,),)12-OH 2-(CH,),-(0-(CH,)2 )1 2-NHy; 3%,
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R; 5 R, —#2, WA A RsH Ry —RHARER. KA. ~ET ALK

Lok 3,
M A2 A AR (DS, BT RyFRs, AR REAHBFE 692

L.
4% R4k 89 LA R B T X e ARk

CH,
CH3 @A /(kN
SN N N/)S NH
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0, J,

L
N 2 CcH,
N CH
T ~H
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N )
U R

i

N
O\H
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N

AKX AR L EHIF TR F:
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TR eb
4

4 M FE | %E GC (%) | & LC (%)

2 L0
PY1 H.c\om/‘\n/@ 400 25 (GC)

HC. W Ve Vo Wal o,

o
P2 | O 473 80 (GC)
L, by
O
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TR
% RE | % GC (%) |#E LC (%)
PY4 356 100 (GC)
PY5 349 98 (GC)
N NN g
PY6 461 35 (GC)
PY7 292 100 (GC)
PY8 304 100 (GC)
PY9 332 100 (GC)
NTN CH,
PY10 o \‘SL\« 339 97 (LC)
PY11 375 50 (LC)
Py12 398 70 (LC)
PY13 341 94 (LC)
PY14 397 90 (LC)
NY CH,
PY15 o ng 282 96 (LC)
SR*AN
PY16 Js 318 82 (LC)
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T XA
" 4 #) FE | $hE GC(%) | #E LC (%)
N My cH,
|
PY17 N 341 60 (LC)
LN NP LN N
Y
PY18 s N 312 98 (LC)
HOL SN
N NP
|
PYI9 | M 369 84 (LC)
NG NP N NP NP2
5558
PY20 (5 290 97 (LC)
NT\ O,
PY21 @f M 312 85 (LC)
HE o~
PY22 ggn 352 89 (LC)
NTN\ :
PY23 | JO 376 96 (LC)
e~/ ~*
e
He Ny s
PY24 é'”‘ 290 99 (LC)
7 . o
PY25 L 292 92 (LC)
HE AN
&
H,C’NTN\ _CH,
PY26 L 349 88 (LC)
2 ) (
=
(- NS <
PY27 L 292 93 (LC)
AC A
’ﬁ“\r "
PY28 e 264 77 (LC)
OSSN
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s RE | % GC(%) | £E LC (%)
e
o
H’C,N\!’/N\ CH,
PY29 L 321 93 (LC)
N N N N N
HC NTN CH,
PYso | . M| 433 68
oy
Ny Nag CHy
PY31 . | 375 97
U
. n\,n CcH,
PY32 é"(«« 411 26
(:/ifﬁ N, CH,
PY33 v M | 434 58
H,CJ e NH 3
H’C/\/WNY\ on,
PY34 N'PN 377 84
e N
H,E\/\/\/\/"\r"\ Oy
PY35 | 7 433 77
C
PY36 o 319 99
<
Co .
PY37 \?N 355 77
Q
PY38 |« e 378 73
'Hc'j‘\/\/“
PY39 hoas 377 65
HE AT
o
oy T
PY40 0 306 32
Mo,
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TR#LE _
" ) RE | #E GC(%) | #%E LC (%)
PY41 IS 337 91
u,c\/:‘\/\on
H‘C/\/\/\/\N\'/N\ o,
PY42 J 349 90
HE A~ S~
“:C\/\/\/\/N\"/ oy
PY43 \j 405 83
HE_~ N
G
PY44 ‘?j 200 99
v
c;\f
PY45 p 326 51
g
PY46 \WQJ“ 349 72
Clnm
PY4T Y 278 55
N~y
S0y
PY48 wr 308 90
X
T N
PY49 @Q 411 87
LN NN N
HE. SN :'
PY50 T 467 90
HE A A SN SN
PY5] he 353 97
O
Cl O
PYS2 |. L 412 94
"’c\:/"\/\/“
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TR A ]
" 4k ) RE | #E GC (%) |%E LC(%)
o0
PY53 D 371 57
M o
D
PYS4 | 335 85
'\5\/\/\/\/'&( o -
PY55 S 452 49
P
PYS6 T 430 40
B T,
¢
PY57 ‘?; 332 70
}
B
PY58 { 304 78
>
A .\YO
PY59 e 318 65
()
T
PY60 Cff 284 48
O;?O 1
HSH’N CH
PY62 * 310 78
H:CMnYN CH,
PY63 iy o | 409 61
HN L~ 5"\ OH
™ My
PY64 UQ 387 56
N\/\o/\/"“‘
H,C\/\/\/\,n Ny, CHy CH,
PY65 M| a9 28
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N
" 4 ) RE | tE GC(%) | K LC (%)
oH,
HE oS N
PY66 = | 301 93
N N N N
W
YO G
PY67 CJ 333 90
PY68 @ﬁ 383 90
/\/\/\/\N\En cu?"
PY69 gf 369 75
3
H,c/\/\/\/\n\rn o,
PY70 e ™ 351 94
oSO
N,cf\/\/\/\,\(\ m""
PY71 b 349 91
RN o
PY72 oL 378 87
,,’L/\/«,(\/”
%C/\/\/\ANT\ -
PY73 A% 410 48
HIM/\/O\/\Q/\/M
'Y o
PY74 o 367 92
RV e

REBRLW, FEAGESHRBRERY Loty FEH &6, RAY
24- 3 (FA R )E R AR T HERMg: & 40-150°C, BARE 9 =R
ez A (B X (1b) 51 R AP (B R T AR R o Rs 698 X)ESEH
BEF(#lde, DMF., —@t. TR, —FXK. T8 KT 8 )f 8 #(auxiliary
base)(#l4n, = LHe. DIEA. M4, BBHH)TREALITHHRRELL
1-24 JBF. R AARIE VAT 5 R (DEAT:
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(1b) m

AH

RBRALW, FRMAGAASHRBITLTHE4E49: £ 40-150°C,
RARBI (B de, BKBRAA. BKBLAP. TBR4h. FBL4ARAR T B47) Ao
MhEEY B-RBESEGEN (B PE. 8. TH, RTH. Wik
W, ZFATHE. . FPRASDFR)PHA 1 1H-24 08, RE, 7
BTk, EARBE, FR2 ¢ 2 RARA A BL AT AL
2R B4R EEAS

B 24- A RR-FRABIEAT F KA £ 40-150°C, 12 2-
B R -4- B E A A B 10 B B At B (RRNH)E A 38 ) I 7 (B de, F
B, LB, THE. Uik, —FATBRE. ZBH. FRA-TER)RH
Bhaa(¥l4e, = T, DIEA. BKBE4A . BT it § 09 Lo+ B & 1-24
DI REARE AT F EADBEAT:

RRN_ _NH

3y \ﬂ/ z ) R1 8k R3R4NYN\ R,

R2 = R,

A OH
POCI, RaR‘NTN\ R, RsRsNH R3R4NYN\ R,
R ——— —

Rz R,

c NR;R,

WAELKLR, FEMG 24-NREARL)EREARLBEENREHA,
3 A R xR R M09 ¥ 2 (K) 8 (pathogenic-gram positive)f= & 2 (K,)FA
I E AT PR B B B (skin flora)ym B A Rt B SR EH AN LR S04
A. B, 03 FEST AR EE LRI Z MW B4 (integumentary

15
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appendage) (£ £ )H H A, BRERZ —MHEPRBLE, HINELSTFRH
=R

B, SMNETFEMAYVEFHNTAERBEERRS OB, Hlde
k. RSB, PELFR. REFRERFLATEREGEMNFolte
Fofo/ R AteFe G i ). RAFER, REAH, HAKHREFER, #ld
ATFRBRFRER. HFEEP. BERHEK.

Bst, RARESEAAPEHNH, @A F ) —F@ X (1)L
B E A b7 % 89 (cosmetically tolerable)# 4k AL H) .

AEPEMNASF EZH R €4 0.01-15 TF%, ®ik 0.1-10 EF%(A T4
St 8 E)GA (DL ARE R ETHEZ 4R,

BREFANAAFPEHFNAHEK, BTEX(1)E 2,4- 07K AL )FZ U
s, ATt —F @4 LR, Bl4eib B F (sequestering agent). & &
Ak, R EAMNGAEATHN). BN, BIRKH . FBRA
( skin-protective agent )+ LA, K EHVAMRM AL RAR], Flw ZRK KA
/3, C4-Cop BERFBR Y Al Zn. CaFo Mg 3k, VABRERIGE & F.

ARE R G A AP ) F T AM B md €KX Kb B IR, R4
BHA. MBTFREZSTHRBEHAEASIR. #K. BRERFAE
B 4 ) 6G 7 X,

fe b QKRR KL AR IR, RFXLTHZHEMNSA KL 5-50 %8
AR, 5-20 %8g FLtk A Ao 30-90 Y%ty K. HARTAS A AEATEM T EEH A
th, Flde—FrREMEG. B, RRb. #d. BHBREREHE. K
St E-REABRUE. FHB. A8, T 8. dibf L5,

AZRGEZHATAR LS AT

A ZRBATHA, Bl
- PRHEN, #Hlke, HHBXRREEFL. SREENN X REAFH X6
BBk B e i e R
- RBHIA, Blde, BRARGEIKE, S, WRIEFIFDR BARAREH A, Flde,
RSB HRA G4,

- PERHA, B, RBRILE. SRR,
- EBEAMAPEHRA, Hlde, BEIABRRBEH NGRS, @
B REZN). BEXTELKS. BREESHMN, Fle, RIS,

16
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iEF. BREFT. BRE Keye-fix creams; "FEIFEHF, ¢4, BF. BE
F.BRE. PTHA, vl Tid, 8Fd2kA,. FREALNIEAR
7l

- AAZAHA, Hld, MABRBRIAMAAEE;

- PR EAM, Hlie, BB R EERREFR. HHRBR LML
T 2h BB IR R A A

- BRARLEHA, Blobwmil. L&k, ILF(cream)Fib . FFBIL A tropicals
X5 i 2 %) | (pre-tanning preparation)X i 5 %) 7 ;

BT EH A, e, & T E(self-tanning) ¥ 5 ;

R EF A, Flie, AFEEG RS H AR E TR HIF);

BkA, Plde, Wkid, LR, RFRH,

- BREN, FlRERE. BBREARE. REAK. BRARKAKELE
s

- AT FHFPERBEKGHA, Fle, SREEN(BRIERR). F
& R 2 X R & &@ B (peeling mask);

- FHAGBLELLFFBLL), #lie, HELHK., RAEBLLLHIA.
HLERSIMRGBHELHF) . BRHY ARALEBRY X G BLEL 5 H);

- RAHEH, Flde, FAL. REFHATE. ARRERK. TEHMY
FIRTHIF) . BB K(after-shave) 3R F) G ) ;

- AHHH, Hide, FHH(eau de Cologue. eau de toilette. eau de parfum.
parfum de toilette. & 7K). F&dRILKEK;

- FEPE. BRIPEPRoEFLEHN, e, TF. O RBKETF. T
B OREHROK, FFHEBOK, BRIFANIBT B,

- KRAKAEEHN, Hlde, FERPAPARANHEAGRTHH, LN, B
e, BREHH ., LLEAH . B2 FE(styling cream). RAERK, BLR
. A F. &I (treatment packs). MR A 2L LHEH . LAMEH A,
Blde, AFHARARRGEZLSFNEGRE, BE, 2R). EXBEIHH.
BRARKEZRHH . B4 (hair foam). KA ZRA . Fa4H, #l, LR
L RE &R . £ A% K (lighting shampoo). FZAFH. FOH K. BEEHX
M. B RFRARAKAEELA . S BALEFGHH, RRAFLAM,
Bldods FRFARETH.

17
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HH 2B 3o B A VAT 4 A

0.01-5 &% #9@ X ()W

0.3-1 £ E%H) = ALk

1-10 T F%4) A5 8%
YA B Hm 2,3 (soap base)E 100 %, #lde, b B5 A5 B Fotii T i IS Ry BR 4G40 41
RH .

BB B4 B AT AR

0.01-5 &% #)@ X (1)HHEH

12.0 & & %49 A 488 X 8 (sodium laureth-2-sulfate)

4.0 & B YoM i Bt R 2 4 E

3.0 £ %4 NaCl AR

AmKE 100 %.

R 2 7)) 4o B AT VA T 4R AR:

0.01-5 &% &d@ X (1)89seH

60 £ E%4 LB

0.3 EE%HFTHd, AR

Ha7K £ 100 %.

AEPALEFR O REEEAY, L64 001-15 TEFTRETHLLGHHET)
il X (1)a9 1 a-fe 0 R T B L 694E 7],
= R b E T

10 £ ¥%49 L 35

10 £ %4694

15 EF%H L8

15 £ %4 & —B

0.5 T 2% A AL RB 4

0.25 € %% F A M id R 4844

025 EF%REAK/RALHHERERY

0.10 € F %49 4 #r Aok

0.1-0.5 EE%AX(1)§HEH, AR

48.6 € %K,

AKRG O REEA W TR AG A A, & B RS F Gk K)
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8 X

KA By O B A WA T L AR ANY B Ted, ALmE
F e A M B E O R, Bl AR, H) R, 4y,
Fib 4k 3 BALES, REA A L, Bl i) Rk, LA &% Olafluor
Hy s R Fi e,

AK PR 68 X (D8 24-REEARE)ERELTAELERA T4
W, $AERAEGEAHRAN, CEHAMRREIL. L. RBERR
A8, BAAMHERHTREAEHAOREERFERFFH O EH
B, REFEMHA R RRARELE, bl AR THRFPRARA
BABREFRBAGSEE. RAGSEHRA LM IR R,

AE PR 24RO A RLVEREER TAEZRH, HHAKT
REMREIREEH, FleBTH. BAK. RAE. RE. K8k X
BEAS. RIS, H ARG R HILE E A (floor covering). Z@ﬁ/\
E. BHAEBROEMHE, RERGETEE®I, AT, KA, &S,
BEBAR). R, LRMHA(EAFRTES). EFHRRA GRS
&, 4o 3L B (dressing material). JEAT . FEF. B EST EMR".
—T—éﬁfvﬁﬁb

T AE R AL P B X (D) 2,4-RORAEAR)ER, ARMFIwAT
T4 B 6 IR E KA

IE A K B, BT A A LG R4, Fldo A TA T . #E4TE (panty liner)
Fofl FRAFRA B HARREILE M

B X ()8 2,4- RO AR )E R T oA B & sbidcde i b ) ) 4o R A
Fody K AN REALA F .

) e, 8 X (1)8 2,4- RO A BB R LT A A A KA o i@ A s
b, AFEgANERRE.

b A Bl e A VAT AR

0.01to5 E&% @B X(1)H1LEH

3.0 £ %49 F K BE 4EO

1.3 £ &% A8 A5 BE C8-C10 KB+

3.0 EE%H A A

Ak E 100 € E%.
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BRTRAGLERERES, BTURARRT R, HARATSBRER
HHEFERRILT T AKAHZIRA, AR KLEP, F3] 2 EK
KA BERAT, EHEHAFEFTITAMARNETAHERBMAT, £X
BRFASH P, ARERET.

il X (1)89 2,4- WO AR R )F T LE A FAHAMBITRELE, STAE
(leather)H AT H B LT, sTEFRTRERBHAHAXLFRSLREB HAE.

AEPANEHLER TR EEFRPEA T 2R MAEDEIR.

BT EMFRGQREEA, REAEX(1)4 24-RORERR)F =L
RBSEFAGPFAAGRD LN AYE, BlaBdS4 i s mE
H—FHR, 2EHAREYER/BHPNEDRIRTHRMED L DR
#—FEK, REFRALREN,

BEAALYEREREDFAMAEYHBFINRABB)NREN, 5T
11164 mAa st A W R (EPS E AR X e 8 Kk dh (Bl de & 48)— AL FE
ERAGRAAGRE., AFHASTTEFELDBREAN LRI GE K4S
RE AR GRA W R 09 F AR T A WIE AR VAL QG5 % B E K,
Bl4o BB R EBRYR A LSRG ESRNEDEAT.

EALRAY, IHANTRAT S BB LGEHE, REokET
HERERRBI TR TRARNNEARTERETENSR, IRGTFHRAY
e A RN Rt X,

F & 5 BT 4 R R AL .

345

EHH) 1 41& NN-RQ24-ZF R EL)-6-F A% (PYS)

£ 100°C T, ¥ 8.15g2,4-—£-6-F £Z-Z% (50 mmol)5 A /£ T 20 ml
ZE B P 49 19.39 g FEAM (150 mmol)F= 20.73 g #BER4F (150 mmol)—#LHn
#1610, S, HEHAAE 300ml LBRTEF, A 0.5 mol/l fAASA
FaAa b Y R ER K. ERAZTRE TS, REE 140°C T, £
REBHEAT TREFAERES 200, 58 1295 gNN-RQ24-ZF 4
A R)-6-F A F® (37.15 mmol, Eit{d 74.3%). @il NMR. HPLC-MS.
GC #= HPLC 547 &4 74
GC: 98% & ##
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M+1= 349
NMR ('H, #& DMSO #): 0.85,t, 6H; 1.25,m, 20H; 1.5, m,4H; 2,s, 3H; 4.2,
m, 4H; 5.5,s,1H; 6.2,s, 1H; 6.6; s, I1H.

FHP) 2: #1E& NN-KQ24-ZFERAL)-6-F L% (PYS)

A 100°C F, ¥ 8.15g2,4-=8-6-F K- F% (50 mmol)5 A4 £ F 20 ml
g4 16 g FAE (150 mmol)F= 20.73 g KBR4F (150 mmol)—AL fn i
16 B, %45, ¥ WAL 300ml 2R TEY, A 0.5moll RAILE
B Aete e by BACPIE R K. AATVYRE =, REA 105-120°C F,
BRERHEAT TREFLERE 2 00, PHARABETL L. NN-
3R (2,4- = F RAK)-6-FRE L) A 76%.

85/ : GC 100%
NMR ('H, 7 DMSO ¥, ppm): 2, s, 3H; 4.45,m, 4H; 5.6,s, 1H; 6.95, s, 1H;
7.25, m, 11H.,

FHB 3. FE NN-RQ24-Z KX TERL)-6-F X %EZ (PY9)

#£ 100°C T, # 8.15 g2,4-=—#-6-F A& (50 mmol)5 & £ T 20 ml
R P A 18.17 g A T (150 mmol)#= 20.73 g B 4F (150 mmol)—#Ae
W16, SHE, B WMALE300ml AR ZE T, A 0.5 mol/l £ A4
BRI RARERLE., ERETRE W, RBAE 150°C T, £
REFHRAETZTEAERCERE 2 00, PHAFHIBELH. NN-K
4-—FACERR)6-FEEREGF=EA 98%.

%./%: GC 100% HPLC 98%
NMR ('H, #& DMSO ¥, ppm): 2,5, 3H; 2.9,t,4H; 3.45,m,4H; 5.6,s, 1H;
6.45,s, 1H; 6.8,s, IH; 7.25, m, 10H.

KP4 F & 4R 2-KEARE-6-FRER

£ 5ml RAKTEY, 2 7 g (20 mmol)KAMEE L E 272 (80
mmol)20% LB 4RIER R K. /& 75°C F, & 15 4 HElR#mAN 115g T
AF T HA CEES(59.8 mmol). & 70°C THERELMR 15 MBF, S#E,
18 50 ml —RFIREIR, 548 40 ml 7/K/3 ml TELRE =0k, 12 5 FLBR 40
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FRAVADFRL KRG, 132 586 g (L 55.7%)4- & A -2-F KR A-6-
ES X Y

NMR ('H, % DMSO %, ppm): 6.45, s, IH; 7.05,t, 1H; 7.4,t,2H; 7.5, m, 3H;
7.75,d,2H; 8,m,2H; 9,s, 1H; 11.05,s, 1H.

LA 5 $1E - R2-FEAEE--RAER

£ 10ml FEb, 4£2¢g((7.6mmol) 5 3.5g HABRK . £ 80°CTF,
ik BB 4R, S 20 AR A & 3L b BB Ae N 1.53 g = LA&(15.1 mmol).
A 80°C TR 2 1B, kST AL, FHIFHFMA 28 ml 4M &R
AER., R UBRUBERAMM IR, AIRLREANADE, T2
2.12 g (GE#AE 99.1%) 4-8-2-FA-R A -6-F K HEL.
NMR (‘H, #& DMSO ¥, ppm):
7.t, 1H; 7.3,t,2H; 7.55,m, 4H; 7.8,d,2H; 8.2,m,2H; 10.05,s, 1H.

FHG] 6 4-B-2-FKERA-6-KEBREBRA

B RLAE B Fhik & F FATHAT,

# 563 mg 4-F-2- KA RA-6-FEE (0.2 mmol)EREE 0.5 ml —KE
. G P A 38.7 mg = & AA(0.3 mmol)F» 3 mmol B, 4 85°C F
Ao B R RA A 21 B, A B A 2ml —RFREFRREY, A 1.125
ml LB (13%AKF) # 1.2 ml REMMER LG IR, TRIATH AR,

AE AT R4 840 (PY10)— (PY29) (LA 1). 1A LC-MS #4740
#.
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}Ll-f EtONa, EtOH N
o] — . eSS N
/\/\/‘\\/\u NH2 + - W \“/ N
(¢] N. =
A B c OH
l POCI, B
F‘I N sbegft, DIPEA
NN -
YOS N n N
N .= - NN NN S
g
N N. =~
\/——-\! Ci
D
PY44

£ T $1& X C HIE Y

A 30ml TEEY, 4% 34.65 g F XK TEBE A0.15 mmol)5 102 g20% T
B} 4 (sodium enthanolate)#) Z85(0.3 mol)iAR R . HE B RAM MM E
75°C, A1 DHAGL TN 26.15 g ZERFE B (0.22 mol). #4244
1200, SHERA R TREERLY, %8R CBRREZ K2R E
BAAHIE R FFERR ., R CRESF KA AH £ pH 6, #FA=HK
TR, RAARATIRAKLRE. 115 3074 g wo¥ C G2#1A
87%).
/& HPLC ¥ #9451 99%
NMR (& CD,Cl, ¥, ppm): 0.9, t,3H; 1.3,m, 10H; 1.6, qt, 2H; 2.2,s, 3H;
3.35,m, 2H; 5.6,s, 1H; 6.7,s, 1H.

R4 8: $&XDESY

£ 60ml FEP, 1% 1896 g (0.08 mol)X, C #9144 5 36.85 g BB R,
B, #REAEHIRE 80°C, £ 80CRE 2 NG, ERiEFAIER
FEE4Y, AGAPRFERARBIMER, A PFPEIERRI= L, BT
EARBAVAE, FF X D e9144 20.04 g G214 98%).
£ GC F 646 100%
NMR (£CD,CL, ¥, ppm): 0.8,t,3H; 1.3, m, 10H; 1.55, qt, 2H; 2.2, s, 3H;
3.3,q,2H; 5.25,s, 1H; 6.35,s, 1H.

4 9: 414 X PY44 644L4%
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A 60ml ZEEM T, 1% 12.96 g (0.048 molib a4 D 5 6.19 g —F R A
f2(0.048 mol)B_EL , F-An A EA. Fi Bt 25 4P &1 F A 4.9 gibss 5 (0.057
mol), BIATIRHR RS 29 Iot, SHE, BA_KTFTREFERLY
i, FERRKITB &k R, A RBNNERBEH K, 2R AR T
BAAR, HRERE. 77 12.73 g tL4-% PY44 2418 91.4%).
EGCP th45 K 100%

NMR (CD,Cl, ppm): 0.8,t,3H; 1.2, m, 10H; 1.45,qt,2H; 1.85,m, 4H; 2,s,
3H; 3.2-3.3,m (2 ME %), 6H; 4.7,s, 1H; 5.45,s, 1H.

H
\/\/\/\\/N N
jLH o EtONa, EtOH T =
NWH NHZ + - - N
o O OH
E

F

1 POCI, ¥

SN N\ Rk (1045 %)
| . K

Nv# DIPEA VV\/\/N\‘/N
S 5

¢ o

K#H) 10 & X F 640569

A 15ml TEEF, 1% 18.48 g (0.08 mol)F A TELES A 5 54.4 g20% &
LEE4h6) TBE(0.16 mol)iER A . WA RAMMME 75°C, A 30 4
e hbhan24g FA 2-CETBLHME E (0.12mol), HHRAMITHE.
i, A ZRTFRHEBEREWR, FREAK CREERR, 128 RE
MFBRANA, FERLRE. BRARELRETY. 535 14.86 g LoW
F (3218 57.9%).
LC-MS: &4 6 M =321,

E#B 11 #EXN G st
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£ 40ml FERF, £ 13.16 g (0.041 mol)X F #54L4- 5 18.89 g BEBL A,
BRL. ¥R AW E 80°C. £ 80CRE 2 NHE, RAELYF AL
B, EFREMA M BRNAER. EF FTRERG A K,
BARLRBAVAE, 135 13.65g X G #9Le-4 (1L 98%).
£ GC ¥ #9465 : 100%

NMR (CD,Cly, ppm): 0.9, m, 6H; 1.3, m, 18H; 1.5, m,2H; 1.6, m, 2H; 2.4,
s, 3H; 2.6,t,2H; 3.4,q,2H; 5.6,s, 1H.

A5 12: $& X PY55 6944

F£110°C T, #11.88 gt 5-#G (0.035 mol)551.87 g 1,8-—&HK-3,6-—
£, 4 ¥ % (1,8-diamino-3,6-dioxaoctane)(0.35 mol) # 6.77 ¢ = F & £ &
(0.0525 mol)y—#LHt#H23 I 0f, %5, RA_KFTRHERLYMSK, FA
K ZR, AR/ICEREARA. A KENRHERESFHAIAAYT 2
pH 9, A A ¥R FER, AREA TR, HBIREKRE. 7531445 g
WA HPYS55(FE#1864.6%).
AEGCH 6946 E : 100%
NMR (CD,Cl,» ppm): 0.9, m, 6H; 1.3, m, 20H; 1.55,m, 2H; 2.15,s, 3H; 2.3,
t,2H; 2.4,s,2H; 2.8,t,2H; 3.3,q,2H; 3.45,t,2H; 3.6,m,8H; 5.1,s, 1H;
5.7,s, 1H.

KA 13: AHEH AR T R Z R R EMIC 14)

&R A

ATFHEXR BT TR A TRE/ X IHBRKIZREA
KIEA A 4 £ )

Wi

#) Z) 3K % aureus ATCC 6583

K AT % xerosis ATCC 373 (**)

X 4% 8 viscosus ATTC 43146

X 47 # Coli ATTC 10536

H R

Wi Rt ERAE=FRAERADMSO)T FE 12 8 5 FIHHERF
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R,
& CASO B A A TR GF PBFLA.
178 0.85%49 BACHIE R, TR KB A WM &F RA T ERA A THK
1-5x10° CFU/ml.

A 8 ul/aLeg EHREH R A RE| M E A TR L.

B A TR 69 A B R 1:100 £ CASO RARZFRAFHE,
WA 192 pl/ALeg F N ZXBH R T .

33X 3 B (test batches)F 37°C 32 5% 48 1N i,

BAE, EHERARERET, A% K 620 nm T KR 69 RE A
(REE), MEEK,

B # 8 REMIC 18)RE K R A M 69 £ KX 2| A 47 (<20 %
& KBS 89 R IRE.

st F HBA KB A N Fedy TR BEALD ZAREH A,

k2 mHEMAEHREE R

£ 2. MEMETHIMT R ADIWHRE
TAEEH MICsa | MICec MICcx | MIC av

(PY1) 11 >120 6 6
(PY2) 105 >120 <3.75 26
(PY3) 43 >120 11 11
(PY4) 79 >120 20 20
(PY5) <3.75 >120 <3.75 <3.75
(PY6) 51 >120 13 51
(PY7) 32 >120 4 8
(PY$) 17 34 8 8
(PY9) 5 37 <3.75 <3.75
(PY10) 8 >120 <375
(PY11) 25 >120 <3.75
(PY12) 32 64 <3.75
(PY13) 9 >120 <3.75
(PY14) 58 116 29
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R 20 MEE BT QR ANIHIRE
TReSH MIC sa MIC ec MIC cx MIC av

(PY15) 15 >120 7

(PY16) 37 >120 <3.75

(PY17) 4 >120 <3.75

(PY18) <3.75 >120 <3.75

(PY19) 32 8 8

(PY20) | 29 29 15

(PY21) <3.75 >120 - <3.75

(PY22) 40 >120 20

(PY23) 160 >120 40

(PY24) >120 >120 16

(PY25) 76 >120 10

(PY26) >120 >120 15

(PY27) >120 >120 60

(PY28) 40 160 10

(PY29) 10 >120 <3.75

PY30 16.5 >120 16.5 8.25
PY31 <3.75 >120 <3.75 <3.75
PY32 19.5 >120 <3.75 <3.75
PY33 <3.75 9.75 <3.75 <3.75
PY34 8 >120 <3.75 <3.75
PY35 17 34 8.5 8.5
PY36 <3.75 >120 <3.75 <3.75
PY37 <3.75 >120 <3.75 <3.75
PY38 33 66 8.25 8.25
PY39 <3.75 >120 <3.75 <3.75
PY40 9 >120 <3.75 <3.75
PY4] 64 >120 64 64
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i

o 24/290

2 M EAEETART R ITEIRA
Tf\é‘l e MICsa | MICec MICcx | MIC av

PY42 <3.75 >120 <3.75 <3.75
PY43 27 54 13.5 6.75
PY44 <3.75 30 <3.75 <3.75
PY45 <3.75 58 <3.75 <3.75
PY46 7.25 >120 <3.75 <3.75
PY47 <3.75 35 <3.75 <3.75
PY48 32 128 8 8
PY49 64 >120 32 16
PY50 64 64 32 16
PYS51 >120 >120 <3.75 <3.75
PY52 9.5 9.25 <3.75 <3.75
PY53 108 >120 <3.75 <3.75
PY54 <3.75 36 <3.75 <3.75
PY5S <3.75 <3.75 <3.75 <3.75
PY56 18.5 9.5 <3.75 <375
PY57 9.5 >120 <3.75 <3.75
PYS5S8 17 >120 <3.75 <3.75
PY59 19.5 >120 9.75 9.75
PY60 27 >120 13.5 6.75
PY61 18.5 >120 9.25 9.25
PY62 76 >120 19 9.5
PY63 8.75 >120 <3.75 <3.75
PY64 36 >120 <375 <3.75
PY65 <3.75 <3.75 <3.75 <3.75
PY66 <3.75 >120 <3.75 7
PY67 <3.75 >120 <3.75 <3.75
PY68 6.25 >120 <3.75 <3.75
PY69 <3.75 >120 <3.75 <3.75
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£ 2 MEMEH TR R A FHRAE
T Reytea MICsa | MICec MICcx | MIC av
PY70 31 >120 <3.75 <3.75
PY71 9 >120 <3.75 <3.75
PY72 31 15.5 <3.75 <3.75
PY73 18 18 <3.75 <3.75
PY74 34 >120 8.5 8.5

LA 14: T IEFE 69K B AiE T 69 R 4K EMIC [ppm]
EHREK
T 8% /K 2% B3 B8 ( Merck)
*Sabouraud 4% #) &) #& 37 J§ (Merck)
RN
AH 0.85% NaCl 5%
KA P
% 23% ¥ aureus ATCC 6853 #» 9144
# &) 3 epidermidis ATCC 12228
C. xerosis ATCC 373 **
C. minutissimum ATCC 23348
Propionibacterium acnes ATCC 6919 ***
X A coli ATCC 10536 F» NCTC 8196
L HAF ¥ vulgaris ATCC 6896
Klebsiella pneumoniae ATCC 4352
11K, 8 choleraesuis ATCC 9184
8. 3% B % aeruginosa ATCC 15442
*{;. 42 B4 albicans ATCC 10231
*th £ & niger ATCC 6275
34
37°C T 24 8¢
*28°C T3 K
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KR

LA EEF P PG XKW 1% HEE&ER, L AFIHEL (1:10.
1:100 #= 1:1000 &9 #AL)HE, £ b THMEZ AR T ORLREA 500
ppm - 10 ppm.
oy YR

3% 0.3 ml A7i&##E S (dilution stage)s 15 ml 43 A &K ERIZREAR
o, BEREM BN, 10 pl 69K H R4S 1EH M RIRE 0.85%
NaCl & ¥ 895 A 5| 3w A8 3E 2 L.

£3: RA T A Mk K F RoD 3 HREMIC [ppm]
TR e

A (PY5) (PY8) | (PY9)
# # 3R B aureus ATCC 6538 3.91 3125 | 7.8
# & ¥ aureus ATCC 9144 3.91 3125 | 7.8
¥ &3 ¥ epidermidis ATCC 12228 3.91 3125 | 7.8
C. xerosis ATCC 373 ** 7.81 7.8 1.95
C. minutissimum ATCC 23348 3.91 1563 | 3.9
Propionibacterium acnes ATCC 6919 *** 3.91 31.25 7.8
XM coli NCTC 8196 >1000 | 3125 | 15.63
KX AAFE coli ATCC 10536 >1000 62.5 250
T HAFH vulgaris ATCC 6896 >1000 >500 | > 500
Klebsiella pneumoniae ATCC 4352 250 15.63 7.8
7 TR B choleraesuis ATCC 9184 >1000 62.5 250
18.%-FLH aeruginosa ATCC 15442 >1000 >500 | > 500
1B 4.8 albicans ATCC 10231 >1000 250 62.5
th Z # niger ATCC 6275 >1000 250 250
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£ 3a: M FIEF 4K A AE Y R 3 HRE MIC®[ppm]
WA (PY44) (PY55)

# #5L ¥ aureus ATCC 6538 7.8 78
# 3K & aureus ATCC 9144 7.8 3.9
# 3K ¥ epidermidis ATCC 12228 3.9 7.8
C. xerosis ATCC 373 ** 3.9 3.9
C. minutissimum ATCC 23348 ** 39 3.9
Propionibacterium acnes ATCC 6919 *** 3.9 3.9
X AT # coli NCTC 8196 15.63 7.8
KA HE coli ATCC 10536 62.5 7.8%
E A B vulgaris ATCC 6896 > 500 > 500
Klebsiella pneumoniae ATCC 4352 7.8 15.63
W ITK. 8 choleraesuis ATCC 9184 62.5 7.8
1R J. 8 aeruginosa ATCC 15442 > 500 > 500
B 4. B¢ & albicans ATCC 10231 250 125
# & # niger ATCC 6275 500 500

*  EFRMAER, ET-ARBEAFEALK

¥* ERIR

ook B RBEHTIRRAIR

EHA 15 R T HH A EF AR DNIFHIRE MIC [ppm]: 9 EH
ety
BAA:
B A fo & & (hemin)#= F # B (menadione)#) LA TBR 3 A& 4k3Z AL
B F P. gingivalis # P. nigrescens #9 £ A e hE A F ARG AL TR E
WA BRARIE SR A
WA A
Ko ZEGHMAEMEEHREL,
Actinobacillus actinomycetemcomitans ATCC 43718

4 3R 8 gordonii ATCC 10558
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4 38 B mutans ATCC 33402

K& H viscosus ATCC 43146

#:. ¥ /& nucleatum subsp. polymorphum ATCC 10953

Porphyromonas gingivalis ATCC 33277

Prevotella nigrescens ATCC 33563
e 1S

#f F Streptococci #= A actinomycetemcomitans, & #Fr 37°C F 7-10 X,
K 10% CO, #9H AE&HT 24 1B

R 1500 ppm(w/w)#d T IS 15 LS 69 REBI5 R
KRN

1% J) #8%F ¥ (cotton wool buds) A is BE A T M X m il , Ao Ee)EiR
+ 8% A i 64 L% B (McFarland 0.5); *7 F F. nucleatum #= P. nigrescens, *
BZHBREARER; ST EEEKR, A 120 GG, & 2mlF2
BAERMAN 0.1 ml @ Z AR, o LATR#ATIEFR,

A4 R EHEEGH I KT R A IREMIC [ppm]: © A
TXe9ed
A Y (PYS) | (PY8) | (PY9)
A.actinomycetemcomitans ATCC43718 >15 >15 >15
S. gordonii ATCC 10558 15 >15 15
S. mutans ATCC 33402 3.75 >15 15
A. viscosus ATCC 43146 3.75 3.75 3.75
F. nucleatum subsp. Polymorphum ATCC 10953 > 15 15 15
P. gingivalis ATCC 3277 7.5 15 7.5
P. nigrescens ATCC 33563 15 15 7.5
&R (PY44) (PY55)

A.actinomycetemcomitans ATCC43718 > 15 15
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S. gordonii ATCC10558 7.5 3.8
S. mutans ATCC33402 7.5 7.5
A. viscosus ATCC43146 3.8 3.8
F. nucleatum subsp. polymorphum ATCC10953 3.8 7.5
P. gingivalis ATCC3277 3.8 3.8
P. nigrescens ATCC33563 3.8 3.8
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