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A TARTRAFRTZHERFOLCARGALSY, T
%m&w#%%@&w——#&% FTXI e

— ,(CHZ),,’R1
-

T (CHy)y-2

£

R' 2 CO,R, CONR’R?, CH,OR', CH,NR’R®, CH;N;, CH,Hal,
CH;NO;, CH,SR*, COSR?, & 2,3,4,5-wgee-1-%, H

R A H, 3 COR T # A 3 T 2 A B8;

NR’R’#2 NR°R  RAE| R RF 4, €368 % 3 E AL BO R

OR* L35 B 3, B fbfb sk 2 X

Hal Z F. Cl. Br & I;

SR &35 B F LB AR A A

R* & H,  COSR™ % & # A 3 KT & A shig;

E-D & CH,CH,CH, &M X-CH,CH=CH; % E R X-CH=CH # D
RVA B FEME PAE—F A4 CHOH), HF OH £33 5 3 F bt 44
& E & CH,CH, = D & # 3:4%;

4 E-D & CH,CH,CH, %M X-CH,CH=CH #, &% E 2R X
-CH=CH #= D A BFF MR 4£—F A /45 CHOOH)R, 3+ OH £# %
REABEHELN, pR1K3; EY E R CHCH,# D a4, p
£ 0;

G-T £ CH,CH,, CH(SR"CH, A X.-CH=CH;

R'ZH, ik, FX, I, HRARBXL;

Y RAFAFME ¢4E—Fr A4 CHOH), £+ OH EA B i,
HH C=0;

n20. 2%4; A

Z & CH;, COR, CONR'R?, % CH,ORY; #4442, HBOAFF
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A A TRAREGED:

R! 2 CO,R 3 CONHR?; E-D #MAX-CH,CH=CH; p £ 3; G-T ZR
R-CH=CH; Y RAFRHME F4E—F4£4 CHOH), L+ OH FHR
3% ) X BALTH R OC(O)R, HF R 2 H, BASABRARMIE, L,
GREE, FE, PR, LFPRRELELGATHEMES: K
£, BF, ARAHERETRAKIMEE #ZRCHs.

2. BAIER 1698404, L¥TXINLey:

R'Z COR, 1% RAZH, & CO,R 7 A TERA 2k 27T IR A B8,

nZ4; fo

Z & CH;, CH,OH, ¥ CO;R, £F RAZH, & COR H A THRA #
RTHRA B,

3. RAER 1 89asd, A XOeIsdhk f Al TRES:

= = CO,H == COH = /= COH
o) ) o] _ OH :
O OO e SO
X — X\ — N\
— . , . COH ) oH

OH ; OH : OH

OH

= COM

OH
4. BAER1QELY, L TPasH2e3RRAHA.
5. —FAFTFRAFEZHIRFEGLCERN T K, AF7EOHH
A TH R EARF G K EG—FREFTX I 900G a WL H

Fra 3Lz

1
— _D,(CHZ);R
G
— v
T (CHZ
I

o
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R' 2 CO,R, CONR’R’, CH,0OR*, CH,NR’R®, CH,N;, CH,Hal,
CH,NO,, CH,SR®, COSR*, # 2,34,5-m97-1-%, HF:

RAZH, & CORARTH A &EXTH A B;

NR’R’#= NR°R® RABFI A R 49, L4658 3 E LB &4

OR® €363 & 3 B feL B 2 4

Hal 2 F. CI. Br & I;

SR™ L3467 & 3 B AL BO B X A

R¥ 2 H, & COSR™ s T # Al L&, T 2 F ALK,

E-D & CH,CH,CH, ¥ X-CH,CH=CH; # E K X-CH=CH # D
R A BFF B FAE—Fr 4 CHOH), £ % OH 23 & R B LBk &9,
X E & CH,CH, #= D 2 H 3.4k,

% E-D £ CH,CH,CH, Z M X.-CH,CH=CH B, Z#% E AKX
-CH=CH #= D R A B MY f4£—F F /246 CHOHR, L+ OH 2 #%
RERAEMEN, pRIR3; RFLER CH;CH, #= D R B #4t0, p
£ 0;

G-T & CH,CH,;, CH(SR")CH, % A X.-CH=CH;

R'ZH, i, FE, FRE, FRLAHABE;

Y RAFHFFME FE—FHFEY CHOH), £+ OH &AL,
KA C=0;

nZ0. 2X4; #

Z % CH;, CO;R, CONR’R?, & CH,OR"; ##R#&MH2Z, HBRELH
A A TFERAREA LS.

R' & CO,R & CONHR?; E-D #AiX-CH,CH=CH; p £ 3; G-T K
A-CH=CH; Y 2AHH#A F4£—F A4 CHOH), £+ OHAHAEZ
& G ABALTE R OC(O)R, ¥ R & H, BRARKARK&L, KL,
GREREE, F&, AFRE, XPRARARZL AR THLEARS: K
X, 0%, URAHERERABRNELL; 27 & CH,.

6. BAZR ST ®, LFFTFXI44084:

R'Z COR, £¥ RAH, K CO,RHRTRA kX THRA B;

4
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n<4; =

Z # CH3;, CH,0H, 3 CO,R, ¥+ REZH, & CO,R HaTHRAH
TR BR,

7. BAZRS 5%, LFXOYESHit ik Tidd:

= = CO,H = COH = = CO,H
o) , o] , OH .

OH °
8 RANRRSHF&k, FTaLHRALIBRAFH.
9. BARRS 095k, AT TRAFREZHIVRFGLECARZER
KIS AT KA K oG- iR G2 K,

10. X I&4a%:
1
g
G

Ay /Y
T7™NCHy)Z

H:

R' £ CO;R, CONR’R’, CH,OR*, CH,NR°R’, CH;N;, CH,Hal,
CH,NO,, CH,SR*, COSR*, & 2,34,5-w9ed-1-%, s

RZ H, & COR T H A KT H A B;

NR’R’ #= NR°R® ZARFI K R FI 44, @335 X Fetbie f4;

OR‘ €365 & B e X

Hal £ F. Cl. Br & [;

SR &L353 & 3B E L BC AR A ;

R Z H, % COSR™ % &% A h K 7T 2 Al 5,

5
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E-D £ CH,CH,CH, 3t X,-CH,CH=CH; 3 E R X-CH=CH # D
R VA BFE MR 4 —FP A /69 CH(OH), £ OH 2 B 3 E sEAL B4,
R E & CH,CH, #= D & A $c4%;

% E-D £ CH,CH,CH, A X-CH,CH=CH B, &% % E R X
-CH=CH #= D R A HF MR #12—F A /265 CHOH)E, £+ OH £i# &
RERABEHEY, pRA1R3; XA Y E L CHCH, 7 D EEHN, p
£ 0;

G-T & CH,CH,, CH(SR)CH, & R X.-CH=CH;

R'ZH, X, FX, FhE, RRARBE;

Y R A BEFHE FIE—F B/ CH(OH), £+ OH &A B feibiis,
&# C=0;

nZ0.23X4; A

Z % CH;, CO;R, CONR’R®, # CH;OR*; ##R&HR, HRa4pf
AR TRALGLEY:

R' Z CO;R & CONHR?; E-D M X-CH,CH=CH; p £3; G-T K
A-CH=CH; Y RUARMME $4£—FF£46) CHOH), £+ OH XHZ
#E G RABAT R OCO)R, £+ RZ H, RAXKABRARLMRL, L,
GRERRE, FA, AFRE, APRAEAZLAUTHLEMES: K
A, %K, ARFEERERAZEEZL; 72 CH;;, ARE—FGITR
FHA, HRATHESY:

== COH /= = CO,H = /= COH -
0 : o) . &_
OH I '
o CX D NASYN
E : S OH
OH : OH . 4a OH .
11. RAEK 10 4484, L+

R'Z COR, £F RAZH, X CO,R # A& THRA & X TR A B,
n £ 4; o
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7Z % CH;, CH,OH, 3 CO,R, £ ¥ RZ H, H COR HATRA L
T HRA B
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15-2 % — 2K w9 W B R AL A1 F 77 ik

AERAFERLE -+ HRKOHBAD X HASY, BohfEmA ik, &
AW A ITRATE7TRA (dryeye) .

AREE

T, EXBLERATRUEALER, RESBHIKTFLEA
QFLBRARR, IRFAGTFATRARLER AN ERALEERY
FoA LR, FTRATURAGEFERZERENMA. EBEYGHELT, &
ASHRK B, TRE, ARZFHERBRBR GRS HERE
FlRAFERNE. EFEQHALT, AATAREBRE. LEAA, b
TRk Efe R L R ALY T RR L E.

ERTRAMFTAGH S FAEXNRARBFH, 2AAEHFLE
HERAH XA AA —£RRL, FFRITAMGRIR, XFHTREEQSLK
@R AKFA L7 F 5 % EK (Lemp, Report of the National Eye
Institute/Industry Workshop on Clinical Trials in Dry Eyes, The CLAO
Journal, % 21 %, % 485, % 221-231 ®(1995)).

EALBRBRT JUAFT EREST THRA., —FE:B 65 LA EN
A L&A (artificial tears) BERFERA AR TRF AR, IF7%ke
FEAR A RALR B AR o ARG R ML A SRR A

RBZFRFT ENEFOERAZ T HFEEKRER, SHKERRSE
HRAFERER AR IR S T R AE G KER, LBTREA
&G —AP R S ARG S BENG Fridy X T RIBG EHM AR, B sHhe s
Z AT A T4 57 T iRA; #1348  McCulley # Shine, 788 #faT0R %,
Contactologia, % 20 %(4), % 145-49 R (1998); ¥AZ Shine #= McCulley,
Keratoconjunctivitis sicca associated with meibomian secretion polar lipid
abnormality, Archives of Ophthalmology, % 116 #-(7), % 849-52 R (1998).
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A Fie s TRAB B E A RHIAF A EBEF] 4,131,651(Shah F
A)»4,370,325(Packman), 4,409,205(Shively), 4,744,980 #= 4,883,658(Holly),
4,914,088(Glonek) , 5,075,104(Gressel ¥ A), 5,278,151(Korb ¥ A),
5,294,607(Glonek %A), 5,371,108(Korb ¥ A)#= 5,578,586(Glonek FA)
d . £E+#] 5,174,988 (Mautone FA)VMF T LIERAR. M FiE M
BRI A .

£H+#] 3,991,759(Urquhart)X> 7 T BRIGH AT RFKET F YA L.
R ¥ BRSSO A A XERGEER+ 4 5403,841, Lang), £A5X
IRTY Ak, 4 7R LR A B AR R

B —F T ERERFWRARBALRE, #liw, £EEF) 4,818,537
(Guo) AFF T EE MR AELASMEGAE, ARXEEF) 5800,807(Hu
EAVNFTRAFHAETRANSH HibfRA=BEGASH.

BT 224825 TRAA AGERG LAS Hst, BRF T4
6 5 FRABRAN F :EAH. Flde, £BFF 5041,434(Lubkin)2
FTHEAE, LESMBERTHERAEE2EBLTRARLGAE, £
B+ #) 5,290,572(MacKeen)AFF T 4845 & T 4044 A T ) SR AT /AR &
& g AR oL EEF) 4,966,773(Gressel FAYATF T —F X5 FAREST
A ey mBUE A T RES EFIG AR,

BARXBFHCOBEBFT —RR, ROATRAEIT T & FAMRA
B, RARBREY, ERETHARK, 2—BRETEZAERALRYGHEA
FTEAA, BEEERAL—RALRPHARAATRBER 10-20 K. X
FER TR BAFFEN 4, HELTREETF R, CERETSH
BRI F ARG — LR TFRAERE—EFEATEFRETHE 6 A
£ 6 ANA 2H EKAE.

BRIEH GG AR R PR, BT AR, BMNFFARALES
RAFER, il HEAERE TN RBIK, EMTRREFEEBRE
B, EEVEEEASREASRZAEGELT, BARALTENE
FasR T AR,

HEGZATBBEALSHRSRERLINGES. BEEH LA,

9
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REHBE LR e RBET R FBRFHERA. CEEXARLET G dRAHK,
AR & 68 EHd (Greiner FA, 8BS RREGEBE LA
sn i &9 Hs & 556 &8, Archives of Ophthalmology, 5 98 %, 5 1843-1846
T (1980); #= Dilly % A, Surface Changes in the Anaesthetic Conjunctiva in
Man, with Special Reference to the Production of Mucus from a
Non-Goblet-Cell Source, British Journal of Opthalmology, % 65 %, %
833-842 W(1981)). ELEAAF KT AL T WHA LW AR LA G S
AR B ¥EZE (Watanabe ¥ A, Human Corneal and conjunctival
Epithelia Produce a Mucin-Like Glycoprotein for the Apical Surface,
Investigative Ophthalmology and Visual Science, % 36 %, £2#, %
337-344 W (1995)). &L, Watanabe X T & ABRH) f BLTH 3% Feif TR 3% 4
FEVA B SERE b & 4wk %7 #5& & (Watanabe A, IOVS, # 36 %, % 2
B, 5 337-344 W(1995)). RHEREARBKTHEBHER, HF5RFFK
FRATRE AN B GG K GFa REWR .
EOEMAEBEGAKRLERSY, PELAARARALERLET/LRE
R MO A IR AL A Fe b d R G . R RA IR W
CERATHRXEMIET GREEG 54, Yanni RET AL -+ HT
WER ( “HETE” ) fTA 93 m KX A6 kB R G #9455 (Yanni F A,

Effect of Intravenously Administered Lipoxygenase Metabolites on Rat

Tracheal Mucous Gel Layer Thickness, International Archives of Allergy
and Applied Immunology, % 90 %, % 307-309 1 (1989)). X4%3, Marom
R T A HETE A EATE F * A $5EHEZE (Marom A, Human
Airway Monohydroxy-eicosatetraenoic Acid Generation and Mucous
Release, Journal of Clinical Investigation, £ 72k, & 122-127 R (1983)).

ZARA FHmBRAE R A Fo/ R ARA F A QG H A QBT FZHBK (Dartt

% A, Vasoactive intestinal peptide-stimulated glycoconjugate secretion

from conjunctival goblet cells, Experimental Eye Research, #6334, F
27-34 R (1996)), 243k LB &+ BE BS(Nakmura % A, Gefarnate stimulates

secretion of mucin-like glycoproteins by corneal epithelium in vitro and

10
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protects corneal epithelium from dessication in vivo, Experimental Eye
Research, % 65 %, % 569-574 R (1997)), RSk (£E+ 4 4,818,537),
AEEEEEA 5,620,921), REHFEEE4) 4,868,154), BEEg — ks
I H (R E % F] 4,753,945), FoilHBATAEH(E B ¥ F) 5,455,265). A,
XS RA T FEPHTSHRZHFFMN, BMAFREE, X RAEA
— AL LEFTHHATEF TRAFAXBEDRRBGETA BT .,

£ B+ #) 5,696,166(Yanni ¥ AN T &K RARF &4 HETE X €1
AT A ML, ABRATHTTRASNFE. Yanni FALA, L%
3T RAR, 635 HETE 8948443 m T RIE G556, FR®TH T4
57 TR .

ML A OB A A R ALY, wETFIREFfk i HETE 69K #E
$o T AR, oK 15 L6EX (A5 R EFR HETE %55 X) &t
RE, 13,1412 6400=, 2K 20 92K, FBBRER-FALRY BAEKEY
# #H B (Granstom, E.; Kumlin, M. Metabolism of prostaglandins and

lipoxygenase products : relevance for eicosanoid bioassay. In

Prostaglandins and Related Substances , a Practical Approach ;
Bennedetto, C., McDonald-Gibson, R.G., Nigam, S.#e Slater, T.F.,
Eds.; IRL Press: Oxford, UK, 1987; % 2%, pp.5-27). EX#} .2
BRET XAV, XFECMNTAHMK: (1) XdAD): Haviv FA,
J. Med. Chem., % 30 %, % 254-263 ®(1987); (2) X(II): Van Wauwe
% A, Eicosanoids, % 5%, % 141-146 ®(1992); (3) X(@V): Lumin %
A J.Chem. Soc., Chem. Commun., % 5%, % 389-390 R (1987); #=(4)
A(V): Hadjiagapiou ¥ A, J. Biol. Chem., & 265 %, 5 4369-4373 W (1990);
F2X,(VI): A Cayman Chemical Co., Sigma Chemical Co.# Biomol Inc.
LR

S CO,H == CO.H
A A
O X
il m

X% Oz} H, OH

11
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OH

OO, OO O™
EEPAN
' OH =N =N

OH éH 6H
v
v Vi

Rifa, EEMNn, XBAESHEA—ANEETTRARX.
A TH@EME, RATERBGEBER, ARBTTRAGHES K
ok 28 5k R 69 A BB ARG T IRAIE T F k.

A K R e AR

AEAFBAAESY, B A k. REARETEET THRA
FEE2RERENLCER, CELRIINFF R LASIK FRAX4
FRAGERGASL WP TR, ELARHN, KLAALAFT
(5Z,8Z,11Z,13E)-15-& % —+-5,8,11,13- W ¥ B (15-HETE)A8 £ ¥ 5-F,
AMAE R F k. HEAMNEEINL T TRE.

AL A& mhk

AR A H B NS-HETE #T £ W 64Kt =%, BeWfm ik, #12,
BT HEAHRAL, A AEREINERAERRREEZE L /Ry
o, BESLBETA TEST TRA., ISP EA LN

/R1
— _(CH
D ( Z)p
___G

~ /Y
T ™ (CHynZ
1

Ao

R' 2 CO,R, CONR’R?, CH,OR*, CH,NR’R®, CH,N;, CH,Hal,
CH,NO,;, CH,SR*, COSR, # 2,3,4,5-we-1-%, K.

RAZ H, 3 COR R 2 A & & T 2 A B8

NR’R® #= NR°R® RARF R RFI 89, L3 H B AR E, Hld,
R R, &R ZHEARXRFAL, L H. 5k, K. FrE. FA,
OH. ZMAL, TREBARZRFR T EER—/I R OH IKELA R’

12
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Fo R®# £ 31— 4 2 OH HAEL;

OR' G#&# ERET B EL, Fl R 2 H. B, i, A,
FRERFE;

Hal 2 F. Cl. Br & I;

SR™ @354 & R F b L B ARBE X A;

R™ & H, # COSRY # & 25 /A & KT 2 A #isy;

E-D & CH,CH,CH, # X-CH,CH=CH; X E K X-CH=CH # D
RAFHFHE b E—F 5 E4 CHOH), 3 F OH 2 5 R F AL sh 69,
X E & CH,CH, # D & H4:4%;

% E-D & CH,CH,CH, &M X-CH,CH=CH %, R#Z % E 2R X
-CH=CH #= D Z A RAFHE £ —FF /£ 465 CHOH)R, 3+ OH Z# %
RE B, pR1R3; AH4Y E L CH,CH, 7 D 2 A3#4H, p
= 0;

G-T # CH,CH,, CH(SR")CH, # R X-CH=CH;

R'AH, i, FX, FRE, FRAXBE;

Y RABAFME P& E L CHOH), £+ OHAA B RILEHE,
A C=0 (FFEX) ;

nRo0. 2X4;

Z & CH;, CO,R, CONR’R®, & CH,OR*; #[#R&HZ, Q@A FTAH A
FERAEGILSHMIX BT ERGE T TRARARFERG T, 4e
WA SRR, (PP ASY ) P HER:

R' Z CO;R 3 CONHR?; E-D RMX-CH,CH=CH; p £ 3; G-T R
A-CH=CH; Y RARFHE $E—F5F£4 CHOH), 1+ OH AHR
B G RBLT R OC(O)R, £ ¥ RZH, BRARKARKRMRE, K,
GREEPEA, FR, AFRE, EFRREZTL AR THEMIES: K
£, BF, ARBEBATHRAOREEL;, #Z 2 CH;;

Foit— oW REH 2, ATHREWARETERGHRAR (B
AMARY ) FHR:

13
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= = CO,H = — CO.H — = CO.H
O OO o

¢ O OH

OH

= —_ CO,H — A‘k/\/COZH N CO,H
(A AT O™

N H B OH

OH OH OH

N (D) EALA-H L 7T vALE S H i B8 R AT 2 W BN B TI AN B BEAE F . X(D)
a2 69 BERG AT 2 B BEIS B — AR L35 i LK 1 BBRBEBLIRAL E AP 2 5%
Ra R ROGBE LGRS . B8 XDE QEEFHBE. XIadhey
BERS B — Ak 6,36y S AK 1 RBLESESIL 2 AEM8 49 H b B F 69 sn-1 X sn-2 158§
REX —HZ EHXALEH. o R H BB X4 sn-1 &K sn-2 £ 74F X()
ey BE, AR A E R LRI QIEEHTIRARABRKEY Cp,-
AR E (S ANREANAPEGEHR) ; RACGHRAREL; KA
GREER); AR FTR) RAGFFHREEL, IHAM-Q YR FX, &
KEEMIAY, HPBRAREAARE, AX, £E, RERALEMEL M
ROXS; QAH RE, REAGERLHRE REACGKKRE), KA
FR)RBER(FRRA, A, HdEERE sn-1 X sn-2 (2B E ) —/
oL N AMBIE A 65K 1| BBRERTS BB . L 09 BERR - ()B4 2
BERRBL LB M, ARRRBLALAR, BEIRBLL R AREIEBIBLIE. RMLLEE
- X(DESIE @36 oK 1 BUBLESBE L Z B8 BhAesk.. BEAS BL LA R B8NS
BLALBT Y sn-2 12898F L ey X (DA, BERE-X (1B Foid 2 P BEAS BLAE =T
AR AR F Lot BATBENG AT Bk RA AR, Bl B Tsai FA,
Biochemistry, % 27 %, % 4619 ®(1988); # Dennis ¥ A, Biochemistry,
F 32 %, % 10185 R (1993).

ALK BRAAH 8 B — 3tk id BE M 6513 e fedb st K d R A4 63
BERLAGTEEA. L3tk a8 AE B 63 Bk b X, F 42 ik gy
¥ BB AL 3o T AR AR 6 64 7 XoRATRRIAF M AR, F5F, CATRMIE
W 2%/ AF 9h K AR R AR F ALK RA R HAT A FH SR, (Asymmetric
Synthesis; J. D. Morrison f= J. W. Scott, Eds.; Academic Press Publishers:
445, 1983-1985, % 1-5 #%; Principles of Asymmetric Synthesis; R. E.

14
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Gawley # J. Aube, Eds.; Elsevier Publishers: FT#A7457, 1996). €1
FE At 4 S Bk, Hhwi@ it A FH HPLC #44LA5(A Practical
Guide to Chiral Separations by HPLC; G. Subramanian, Ed.; VCH
Publishers: 4.4, 1994; Chiral Separations by HPLC; A.M. Krstulovic,
Ed.; Ellis Horwood Ltd. Publishers, 1989), X:&ifiilf]Bgstakit#pK
fA 3 BR B % (Ohno, M.; Otsuka, M. Organic Reactions, % 37 %, %
1 R(1989) KM =AMl RSP 58 . FARBEERARF
B, SN RFedEsN N RS ST AR F XEKF, RERFR L
steRitEMA R, HHHH, HERESEARESRLRGHES, AR
HTRANERBGEEAR, TAAIEGFHERE, AR RELALANGR
R o RIBAERA L. L OEELALALEAGRERTLEMNE | ehfok
GRS ol

XERBERAGARE “THRHR” . “THAB Ffo “THARE &5
AIgE TRRYETFTAFTERR LB TRAREA RARA TRHESROGE
AT, BERARES; AR “TTRAN” . “TRABR” f “TRAAE &%
B 48E FRIREA, FFAFAL i MM GEFTHM L, BERAE.

Rif “HBEL” 4 OH. KiF “Eiiiiizh” THLEBER
HBATARG OH: &, EPRi. FX. FREA. £FXRE. &%
A A, RIOFA. REARRFARKT &; B, HPRERRTS;
RATFEE, L PREABARNKT &; IEBRE, L+ FaRE-. £F8E
- REE- FRAE-. RRRAL- AHEARE-. OHREARE-. AKX
WAEA-SREAE-EEARKT &. RAGLEMHS €F OH,
OCH;C(O)CH;, OCH,C(0O)C,Hs, OCH;, OCH,CH;, OC(O)CH; #=
OC(0)C,Hs.

RiE “HBRL” &I NH,. KiF “FrBER|E” ZHELLHEE
BT A T AR NHy: FRE-, #FEE-, REA-, FREAK, &
IHEA-, AR, A, RIOHA-, BRE., AEEARA HTE
L EARABRKT —AS; T, RFE-, KA, A, £REE-,
M A-, A, RIHA-RRA-BE, RAFEREABRNKT AR

15
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NG BB, RVBARK—ASR; RETRE, L¥FaE, #F8E
L BEE-, AL, AEEL-, WA, OHE-, RIRHE- K
Bk A BAKT AL Rk, HPREFABRKT A, ZERRF
XKLL, Flie, ¥ —AEHRERKFH —A B BA AR
NH, 5 ETRUABERAGELT, FELOBAERLAGTLERN. Kk
&4 £E M3k 4 6.3 NH,, NHCH;, NHC,;Hs, N(CH3),;, NHC(O)CH;, NHOH,
#+ NH(OCHj;).

KiE “HBEHABLAR" 24 SH. RiF “FACHARLAR" REL
ZIE AT BA T ARG SH: #isk, Lok, FE. A, £FK
A, %A SRBA. LB A. BRASEFERKTE; RME, L+
BEARK T &. Kbty Mi4setE SH, SC(O)CH;, SCH;, SC,Hs,
SCH,C(0)C,H; # SCH,C(0)CH;.

RiE “BeiA” ATARLAEBETERTHIEFERTF —RERTH
SRR TRENER.

RiE “A” aEtfdglA 1-15 MR TH AR ERB&RE
. BEAFTRABA-AREAMEET, &R KK, TTURILEE
H, iE. 28, F£, TR FEERBEERNK. Hikey LR
B RAOETE. LA, A, FAREA. TERKRTE,

RiE “RRL” QEEBR—ANAEANRGLERE. oI T8
otk k, FTURMAESRKLN, XEXTARAECEA, &,
LR, FE. FTRE. BEASIKERARNK., KGR E CIEIRAK.
RTHEA. FAERKTE,

RiE “HRL” REBEXFTLAES—AERETFH 0. S &N HK
AR, FHEBSRMARRIY. KTUABRACEAR, wHE. £,
FA. FEA. BREASIKERARNK, Kikey RIS abinl,
W rskA, REAfw i,

KiE “4AHR" QLA 1-15 MR TFREV—ANR-EREHEE
RESBE, FRPTELEBA-ARSALERT. EYHETRBAE
AR, HEMRAK. KA A4 ISR EOERAR, 1-THE,

16
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1-F E-2- A A A 4- X A

RiE “IRHE” QEEHR—ANAREIANSB- BRI TR A4
REH. BRI TR ERE, AR TARRAESRRLL. XELHT
DHETAR, wHE. BEA REASKEREARAK. REGTHL
QIR AT THE.

E CRIFHA” RBEXRFEA—ANREARERTEO. NKSH
AR, HHGEBIMORIKLEY, KELTURACEA, R E.
R, FE. FEE. BEEARKEREBRN. R RIAHBRL R
B, —Sekshife—RekhmR.

RiE “BE” ATRQZLETERTHERT, KT ERRTAAH
A EO4E.

Ris “BAEE” ATHERRTRETEAGBRRTHHARER
EERE, BALASELARRTRET A —RT.

RiE “YRBEL” T8 1-6 MR TF(C - Cotilnk.

RiE “HE” ATR. 8. BRI

Rig “FX” RBEFHFHMGHER, RTURRLHY, WEE, &K
Ao, BEE RYGEATURATEAR, PREEEA. IF. #ER
T sE. AR TAFRK. REHFEACEEL, -ERTHOEE,
3-REE A 4-REK,

GE “RFh” RBAEARTAEEV—ALRTFI 0. S N &%k
IR, REEARTUARRIE, EAS-6AKRTF, IME4, LA 8-
10 MEF. 2FARGERLAFAMEYERTTABRAECRR, Wik
Bk RN ERBRAR. R Eal ik, o, Hl%, &k, R,
ey, wkek, wWESEHk, —EXHfFRhfe =8I 5I%.

Kig “FEL” , “RFERL” . BREL” ., “FREK",
FEEL” , “EHEL” . SHAL" . “RIHEL A RAR
sk TET AR ERGFE, £FE, RE, A, RARE
WA, A, RIHE, RBEA,

RiE “wBAERL” , “FREFEKL , “BFAREAFL, Kk

17
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FAZA” , “BISBALZA” , “ARAEHE" , RHAEEHK
£7 , “RIBASREAEA A BREAFL SANATHERRTRE
FoAWHaREL, FEA, 2FAA, FRAL AFREE,
G, WAL, ZHARE, REBEE, EEARSAITERRTRE
F5—RT.

AE AR ENAHZL T ERB LA U TEX6GAL:

R'Z CO,R, % RAZH, & COR HATIRA & KT R A B;

nZ4;, F=

Z # CH;, CH,OH, %X CO;R, #% RZH, & COR HRTHRALE
RTERAEE.

A TS 1 - 6 4R HE 69 R EALEH:

— = COH — — COH — — COH
OO0 SO SO
O O C:)H
1 2 3

= ,CO,H = ==

2 COH = = CO,H
=" =N CO,H %
: : : OH

OH OH (-DH

4 5 6

X (1) e B X Rk, BAEELEaE AR ERZ.
AZPHEE L LT X (1) thupBRMmE (77, £+ R'Z COR) &
M AATHMEEFHAREGARL: Nat, K NH,, FE=FEEET,
WTEERETREA=FREET.

TXAEAHARE “X (1) t94edd” REX (1) “isdd, Rk
FiRAERR-X (1) BERBuAR. AR PHESHOE—FXEFX (1) HiL
LT3 A BAR, AAWAREASUR T B4 Al THE . ST REEE
RN ERRERITE NS RBN T ERS. EATHELAL
B 84 25 44 #) 69 HETE #7 £ % R L B Aedh 69 K-F T b &% HETE#74£
M ERERLLEBA. BREBAARZHFNH AL, 2EEEATRL
HAKE ARG TF X 03ppm 4 HETE FrA4 RA4H. R LEHKF
45 sk e AAT A 2 8489 ( #4e, European Pharmacopoeia 1997 3 Ed.,

18
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Method 2.5.5-Peroxide Value) .

XEFEA G RE “THASKR ZIeee, FERBTATAK
FH—FrREHX (1) WM ERLHUETE . 657 REKE B ATARR
X R AT B H .

KEFEAGARE “HHAERE” RIBULGTRAN, BB, %7
REAEERRER, REMNEGBERLG—FXEHFX (1) KEHGE.
XEFEAN “BRALEKE” RBULHTFRANR, WM. BT REER
HERRER, RENeRERAG—FRSHX (1) HEHHE. ST
FRRAEEET, YOS TRER, A RESRRBTREG K% F
B b T R BGE T IRARA, XEFMERAN “SRTRANAKE &
REBETFRAN, BB, BFRKETRARAIER, REMNMEX
KA —FHREFHX (1) o E. —F&AT, X (1) 9sdHi X
25 0.00001 - 10% EEA4RR( “%wiv YEREFLE ST RELAK(ALHT.
ikt iR A (LI TIRAGIT ) AHAKY 0.00001 - 0.01%w/v HRE
SH —FAEFHX (1) 891,

ALZRALETBATEFTRAGES Y. KW R, X0k
Ak, &RAATFAHRLHHLCH AR, RERMGESE. £
MAREM (LA ELT AR, Pl TRARERFRARN) AR
A EGERBARBYEHEZ -2 SR TFONEFELSMWEGRLS, KiE
B— RN, Rf, AOHETAREER, BARFHARE, R
1E XA G EARFERELSY. BFRFTFRARETAKFHX (1) S
PR LR

Rikty 2, AEPGBRAESHLEESH LB, XE/AL “FRRE
LB RISEARANEER (1) A5HEBBAKRE., —BAT, HR&
X (1) BB AL EQTHREBEEXMABELEX (1) oW
25 6 R B AR b, Jo R 4T ARt & R 69 X(1)LEH, B30 0.01%w/v
AL, CEEAEIXAPLEA-H P 64 BB T AR b AR T8 BARKR A S X (1)
wAHREAY., K, —BRH, EXAXARALSHTEANT
BEREAE K2 0.001 - 2% wiv #9355 B . 27 RE K% 0.00001 - 0.02%w/v

19
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B X, (1) 9 eab ki A RE KL 0.005-0.2%w/v, RAKLEX
£ 0.02 - 0.10%w/v & B,

ikt %, RERALESHLEEHABFWA ., TARARTANRRA
HF) 64 B R EEMR . REEEANTAREX (1) /a4 b4 M Al F 48
AR AT A — RS W AR, #a)EH, RBEBAMT
A BT B R (1) A e F Al T A Bk e Ab s T ER I
WAMHER, XEMEAW “AROREQREEHEA” RHEHEEX (1)
AW F R B RE. RBFENGEHOEERRT:
Cremophor® EL, FJ2&A (polyoxyl) 20 sxs At fig A gk, FRIZEK 40
SEmE, BRAL 23 ARAMPRACHRAAHRELRY

( poloxamer ) 407, BATAAFALBHELSHT . HAHREERA
REBREL 40 BASERES . REEEF REGREALETHAFHX (1)
A Al b TEEARER TN, Rfa, REEFBANRE—HRAKXY
0.001 - 2.0%w/v, AKX IAHKELEESHEH XY 0.1%wiv @RIZEL 40
A g BR BE .

AL RGESHETALIEEALERS, wHEEERATH (tonicity
agents) , EA4H, HAR, BIER FakhEIERA .

AR B B AP S EAD A RA T RSP EERE (tonicity) , Kk
FR A AR 2 A KRB (natural tears) #5F/E. Hlde, TARKR
fedh. RAAT. RALdd. RS, B HRA/RH RTINS LM T,
KB A SR, XS R A T A 6 BRI AT N 6 4 XA R
T4, K, —RESWEAREADKY 0.1 - 1.5%w/v 5EERAFH .
0.75%w/v E ) RALs R AL 4,

TURETHEFRE (B, BERE, THREA, TRREH, MR
RABL) MAF|EAHF, AR IE pH ERAEFG TR . BARERFR
WA EA KT, Rd, EHRE—BEAEKEY 0.02 - 2.0%w/v H5LH
. RiLeGELSHESH KL 0.25%w/v &AL,

TR FREAA MAZ| KL RESHT, ARP X (1) e ERE
it R A, X LR B 6 S Qisa R T A F ERL LMY,

20
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R B FabT A M, ARTEMALEGES® (BHA) .

B ) A Skt 7 T IR K A A ARG 48 4T T A 40T A T RAL
FRABERAEIN. 2SR ACEER, Tk B GRBAE A BEIR B
RALIRBHARI - Z RO WERSY . ERARERTEETRAHKR
& “BERR” UL ASBEIS BAKEBERS, MR (1) b, AKX
g RAEX (1) iedd, XERAY “BHREK” fn “ATRARK”
RISEA A THRAEG KA Y: () LIBEABRFLEN, BE, “BE”,
BEABRRBRIENAE, FHTFRABRBAR, AFIR{TRFBERS
e R B AR —Fr R S AR (ESEREARNHEALT ) AL ebd;
()R ZA; ARt T ATEREG—HREHX (1) eHt 5
b At it HAK, AMATRBEAGATIRBES W L H Q5
T~FRF % ¥ = %, 4= Tears Naturale®, Tears Naturale II®, Tears Naturale
Free®, #= Bion Tears® (Alcon Laboratories, Inc., Fort Worth, Texas).
B EAHAN G T OEELR T A 4,804,539(Guo FA), 4,883,658
(Holly), 4,914,088(Glonek), 5,075,104(Gressel FA), 5,278,151(Korb ¥
A)» 5,294,607(Glonek ¥ A), 5,371,108(Korb ¥A), 5,578,586(Glonek ¥
A) P AT e AR, 3T E A X R EMATFEBRESHTAKALY
HBERR BAR R EIIABRSF,

TR TR BAR GG BEAS R O3 B B AV S AR B RGET X
RELBAEMIASY. ATALAFHRIE LA @FEX (VI) sk

21__
R22H—\C - X“'—R;

H—C—X#—R;

I
Hzc\o_ﬁ,_Ra

OH
(VD)

£9 X5 X2 MR RARRY, FBZ 0, NH(C=0), 0(C=0), %
HAst,
R? % H & CH=CH(CH,),,CH;;

21
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X2LR'Z OH, 3 R'AZ Cpy- 26 AR AR BT A A K

Rz)%C12-26k4&%ﬁ*&4&%%£‘i%%£‘; i

RZ H, OH, OCH,CH(NH;)COO, OCH,CH,NH;', OCH,CH,N"
(CH3);, OCH,CH(OH)CH,OH #= O-fLEf.

BEAS T vAME 4 91 8 2 B AR ST K s A B AL 8 BERE 2 L XP-R
Fa/R X22-R? 6,35 08 By BRES R BLi e AR 2k, R ARFR BB R A0, £ T 40A=
B RS ToFety, BB AR EH QIR T ABBREE, NI RMRE,
AZHBL B, ARAGhBLES, ARPSEREY, HBLER, BIhERES, LARBRES, —+
B, —toEREE, ot uakERE. Rk AR R BB LET
B, BERSBLASGR, BEASBLL BB, BEASBLALERAATZRBEAR. FLRBRIR G
S5 @38 1,2-—AZAEBLA SIS BLAZA ( “DPPC” ) , 1,2-—AFAR KA
B ( “DPPG” ) , N-AES RV HBENG, NATMAAZHBENE, N-
AN, 1,2-—@REBASRB RS ( “DSPE” ) , 1,2-=#&
Re LA RS BLALEE ( “DSPI” ) , 1-ARASBLIE-2-4548 BL A AR AR Bt T BT Ak
( “SPPE” ) , 1-BERBcR - 2-ixtEsAAEAs stz ( “SPPC” ), 1,2-
—AABEA S BL LB ( “DPPE” ) , 12-—hBL AR B LA AR
( “DOPE” ) , 12-—hBtEA RS L RE ( “DOPS” ), #& 1,2-—4F
HEBE A BEAS B B ( “DPPS” ) . RALK A HAK BN Bt L ke
FBPBRAL . RS T ANEF R RRREAF, LTUBLRGRT Loty
kA Bl4e R, Tsai ¥ A, Biochemistry, % 27 %, 5 4619 R (1988);
#2 Dennis 5 A, Biochemistry, % 32 %, 10185 X (1993).

EA A FABRRAHEER. R BEANBRMEBRBEGRE. A
By F R ARRIE A R B IR T RAERFAENET LR G L ENED
EARART RO sy, ZBNASHTUARZASHGRE, SRR T:
BhS A, wih, BB, LB, RESABWRL-E, £RA
FRARLHEE ( “HMPC” ), RFEHEEH, £AALEE ( “HPC” ),
B4R, W@ B0, KEREE, WK, RUFERSY, RLHE
BE, AR, BHeAFfRR L (carbomer), WRART
W 934P, BB TH 941, RARTH 940, RETH 974P.

22
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TR T AW A B R GG IR AW T VA S An AR HE
B, MERBANGZH OB ERERT: $48&, pERARBRALE, ABK
FEALE, BRE, ARERANEHREY;, THARESY, AWK
BEBAY, — BT, BEEASALRBEKESHEIE 1-400 B
( “cps” ) WRE. RANHESAIRBAIFBEARGASHETHRY
25cps # ¥R,

BRBAER—BROERSHNEHX. BT 25 KA A L ARA
ARV REMG TR, BEENGAN G FRR, Z&KRTH, B4AF
At A P4, PETHTE, AXTRAN, XT8H, oKW
LB =4, LELE, EF# (polyquaternium) -1, HAARF AR M4
AR Cat L8 KA. X5 H —R 0.001 - 1.0%w/v &9 K-FEA . K
ARG ELEHFHEAPERAEY, 2—BERGHL. Bk, XLas
M — R B B A

ALRHRLBLOHESRA TLETEARATRAXTRAERG A
A. hikeg R, XkmsmHHLt., —BhE, ATLABHEHNET
AR AL, 428 VAR B AR P K& & 5 A A B Sl BR R T R A R G
. #BF, FFSEFFRARLCBRMARFAIES, FHLH1-10 K,
FR 1-2 BEAELSY. KREBSHERLH1-4K, HR1-2E.

AL PRF B OIE—FRSFHX (1) A Hf LB &84,
ZAMME, BEMKRESHRLX (1) AHmabdiak, ETEE
RPEAR (1) PR T X (1) Ko EGHHREM, XEas
HaE—HREHX (1) 9P A TFTAERTERX (1) eI
—REFLE, kR, LHRERRSAAKLE, 12 LBKERET
AEREATEA. —KAT, MEERASAREN KXY 25-100%4kF/14K
AV K TEE, B, XBAEERAASRENX (1) &4, 48
st FARKAGHHESH.

AT 3640 1 -5 #ET REAGRLEESY, AEWEFE IR pH 7T KA
A (Flofe 6 -8 X0 ), ABEFHLEAY T Q368 EFF R 6GRET
AT AL, {2ud BT R s Em s Y.
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F A 1
R F(%WwW/V)
EN 0.00001-0.01
B 0.0505
AL 40 FEISEREE | 0.1
B 0.25
fAb.4h 0.75
L_Jvy LEL—4h 0.01
REH1 0.001
NaOH/HCI A ¥ Z pH=15
B AK REZE 100%

WAL T A A L4, RERFORBAL 40 HIEKE, M
B, Ri4, oW, FRFE-1, FREIBFAEMRE 0%
F 494K ¥, A NaOH /3 HCI A pH £ 7.580.1. AR AR BAK R
AT, REFAmAtEA BT GMEEERNILENRESY | Fof T
B oo B WA B8 TBE. Sk, REE 100%. RAMBLHF 5 24
A4, REAAETRELEILAERT.

Hikth 2, ALFEEAEE. BRI CELEESRAMA X LM

ey Z B AT
LA 2

B F(%wW/v)
X (1) e 0.00001-0.01
- 0.005 - 0.2
BREA 40 EISERES | 0.1
g 0.25
FAL4h 0.75
L Bv9 Tk — 44 0.01
REH 0.001
NaOH/HCI R ¥ % pH=1.5
kK REZ 100%

AiB i KT FHH) 1 P AR T RN FERA S L EFIH.

24
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LB 3
R F(%w/v)
A (1) b 0.00001-0.01
Ri2E K 40 BASBLES | 0.1
3 0.005 - 0.2
AHBR 0.25
f AL 0.75
NaOH/HCI R EZ pH=15
B4 K REZ100%

TTAE LR T E A 1 FATRF E 6 F ERF G LHA .

EHBI4

VAT AKX A ALIRBBARLE S MG Lb:
B F(%w/v)
X (1) e 0.00001-0.01
HPMC 0.3
#HEHE 70 0.1
F AL 0.8
FAu4y 0.12
BB 8, — 4 0.025
L9 LB — 48 0.01
P | 0.001+10% it &
K RE
NaOH/HCI ¥ % pH=6-8

A BT RANT EHH] 1 b AR T G R R G ERH.

LA 5

VAT R ARE A GG BRAR BAR LA &9 5 4

25
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W

A H19/191

)> R F(%wW/V)

A (1) e 0.00001-0.01
B 0.005 - 0.2
BRI 40 HASERES | 0.1

DPPC 0.05

DPPE 0.05

A4 0.8

g4y 0.12

BB 5 — 44 0.025

LR LER =4 0.01

RE#H1 0.001+10%it &
Ak RE
NaOH/HCI R ¥Z%Z pH=6-8

T AB I KT L) 1 P AR F 07 Rk F &k LRI .

ALARRT LR B h@mY, ARAEZRNERY. EXRELRKY
J R B AR S LT, A FTHAHE R 45 6958 B A AAX 3 405 T
MbFERE,
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