CN 113662929 A

(19) thie A B FnE E SR E1IR =5

, *‘P (12) KFAE Flea A

(10) BHiEATS CN 113662929 A
(43) BiEAFH 2021, 11. 19

(21) BIES 202110943867.0 (51) Int.Cl .
A61K 31,02 (2006.01)

. A6TK 9,08 (2006.01)
(30) LS4 H A61P 27,02 (2006.01)
15187760.2 2015.09.30 EP

15192429.7 2015.10.30 EP

(62) 77 RIRFRIEHIE
201680056178.5 2016.09.29

) BRIFEAN WA AR THEA 7
Huhb [ R

(72) ZEAN FRE/R « T H)
PR o M AR EAAA
R e ISR RRREREE « IR
(74) T FURIBHLAD Jb 50 245 77 18 Fn U= AU ER
HIRAF 11262
KEBA BUHR

(22) BiFH 2016.09.29

PORIZESRAB10T BEWI451200  FE 20T

(54) % B B R

FITIR #4525 1) AL L &
(57) f5Z&

AR Je T IR A4 25 1) S AL &40
H AR KA & LLE A CF, - (CF,)  -CH (CH,) -
(CH,) ,-CH,ZRAE /- AL AL & P IR T 540
Horbn ik H 3260 B4, Hn 2k 5 1 2510 %
B AR W B SRR ZH A WA R 2500 R ¥ it
THRA g, UL — Rk &, L prid 4
WIRIZS A5 P IR 7 A B 7 IO B, A A



CN 113662929 A W F ZE Kk B U1

1.~$¢Hﬁﬁﬁéﬂé\%,,\@/‘ﬂau? AR &

CF,- (CF,) -CH(CH,) - (CH,) -

EEPn%J‘iQS%SE‘J%%ﬁ,Hm@iS1%55’1%%&

2 MRYEBCFESR TR H &9, Hdnou5 Hmos, B Ainoy3 Hmo2.

3URIEBCR R 182t AT — TR K AL &9, FOUIE R Z20F B S5 T i 4 54
BERFEDIEE SRR EY), Rl 21 E & % B8R % 1 ridtb 59,

A4 ARG BT R AU EE SR AT — T IR i 2 50 A e ) 0 38 B VAR TV

5 ARYE AR BN ZR AR — T iR A 59, AR EAE

(a) B&

(b) é%\%ﬂc/\% , K1/ 8%

(c) AN e g ot Je B V5 AR 1) 24 BT 1 TR 0 o

6.*ETE%?MX%UEE‘?EPE*Iﬁﬁﬁiﬁﬁﬁéﬂﬁ%,/\fﬂ%/mfhiﬂEﬁTE’JZﬂj‘*ﬁ}#Tf
10mPa ¢ s, JF HALIEAE L 4mPa

7 AR TR AR R AR — Iﬁﬁﬁ SHZH G, LR B Al S AT e 1 — F
% PR M P RAR 4H 73 AH R o

8. R H IR BCR Z SR AT — WU iR (I H &4, HAEZ5 .

9. MRIEBFE RS BI04, Horh ik &4 Jm i it FH T VH S ) L IR Y L IR I
EEL RE A

10 ARFEACR] Z R8BI IR (I A4, He FH T8 7 TR o (501t AR I 46 1162 5% ) 1/ i
AR T i s 5 5 HEAH G IRRE R B i




N 113662929 A W OB P 1/12

RATRBEHNFENLNLED

[0001]  FHICHII
[0002]  AHIIE N20164E9 H29 HEEAS KT R B A8 N “H T IR EB45 25 1 L m et 547
155 4201680056178 . 51 H [E A& B & F HEH I 70 R HG

BRARGUE
[0003] S W)@ T FmAL L &9 LA & LA EATIE s i) T HR AR 45 245 (0 25 )
REbHIDET

BREAR

[0004]  fgfbbeie R B 2 b — e SR B BON 2 > — P 2 AL R BE B AL 540 - 1
R T @ ACE, (CF,) | (CH,) CHIYY ELEE AF ST 2 AL e e » A A 2 A B et
TR, DT A L A8 s L P R R AR B AL IR A D BB A AR
IR K HAE ZEY) (H. Meinert et al.,European Journal of Ophthalmology,Vol.10(3),
pp. 189-197,2000) » LA K A 9 75 55 18 (AL D00 JIET5 A I FA) ke A ek b PO 5 49

[0005]  3(CF, (CF,)  (CH,) CH, G e fE HoAts i v A7 ik o

[0006]  W02011/073134AHF T #ECF, (CF,) | (CH,)  CH, ¥ S A0t ot o (R R F0 3VA L, AF
YEAFAE AN T 22 R S 70, Herp 2 A e e AR T T30 A 3R BRI 24 W 16 38, A
FT SR a7 T HRpE F A5 5 o

[0007]  W02014/041055%1k 1 2(CF, (CF,)  (CH,) CH, (Hn] Anlikih 37 AF (CF,)  (CH,)
D B R BRI FR A ) o I R A D 1R D IR b AT AR TR R AR TR T R
- HRLE A/ G AR % D R P R ) R

[0008] &% FHIF FAT LM A SCAL BE B - AL AL & W R0 iy 44 2 Fnlim, LA PR 4 4L
e BEB AR A AL BE B, n M SO S B 1 Bk Ji 780 491 4, F3H3 T A 7 2 7 e
CF, (CF,) , (CH,) ,CH,, RI1- A= J P = PR 42 o

[0009]  {H/2, i@ CF,- (CF,) -CH(CH,) - (CH,) - CH, I~ Jo A b ek i oA e F ok , 45 il i o
3R F T IR R R L, AR BT — A B R SR BRI &1 e e e e 4L &
[ FE I 7 THD A 31 IR I8 FH A v g PR i o

RARE

[0010]  7EZE— 71, AR W ¥ S A5 LAl (CF, - (CF,) -CH (CH,) - (CH,)  -CH, AL F 4
WACE AP, Hohn& ik B 325 B4, Hm/f2 ik B 1 2500 B 4L ik i, X S5 H &)
NIRRT, Hor iR 4l &8 & /0 1 H B % , R 1 E i %6 S5 8 % (R LACF, - (CF,) -
CH (CH,) - (CH,)  -CH,RAERIAb &9, Fo b i F 3 510 45, mi 8 1 1 251K 40

(00111 55— T, AR B I B3 38 WV AV O 2K IR BT A5 0K 25 W DA BB I
HEAR b TR AT 1 — P e 2 Mok IR PR 7 LS 25

[0012] £ X —J5 T, A K B4R AL T &5 BTk (& M 4164 F TR 97 TR 5 A/ 50K AR
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FR T RE R A LA S HAR S A AR R B AE Y 3

[0013]  7E 55— 71l » AR SRR AL 1 367 R 95 A1 5 H AR S IR AT A RE IR 5O E (1 7 7, A
TR P i 45 40 JRy A it P T TR T IR G P HIR i = T R 2 21

[0014] 3 —J5 i, AR R IR AL 17— R 5 A R W I AL S I & i S YR A
S A SIS TR TR A S R A it IR BHR 4L PR

B &5t BA

[0015] P14 T ik &#)CF, (CF,) , (CH,) CH,FICF,- (CF,) .-CH (CH,) - (CH,) .- CH 4HL A&
R 2E D) KOS 28 IS T 55 46 & #0CF, - (CF,) ,-CH (CH,) - (CH,) ,-CH, fE P& A & Wb i) 7 73
EU H) pR B ok R (FE 1 b FH 200 B R0 R 2R 0) 5 A R A& #)CF, (CF,) , (CH,) ,CH, HICF -
(CF,) ,-CH (CH,) - (CH,) ,- CH,ZH Rt ¥y 25 & 10 1) AR 28 K I 8] 5 4k & ) CF, - (CF,) ,-CH (CH,) -
(CH,) ,~CH,fE TR 51 1) 1 70 L B BR o & (i P A g 22 [ AR 232 08) 1O 1

[oo16] P24 T ik &#ICF, (CF,) , (CH,) CH,FICF,- (CF,) .-CH (CH,) - (CH,) .- CH 4L A&
[¥12H & P IR (4 47 56 2% 540 A H)CF,- (CF,) ,-CH (CH,) - (CH,) . -CH,fEFT IR &) ¥ E 43
EL ) BRI H S R

[0017] P34 T ik &#ICF, (CF,) , (CH,) ,CH,FICF, - (CF,) ,-CH (CH,) - (CH,) ,- CH ZHL A%
[R12H & P IR (4 47 56 2% 540 AP CF,- (CF,) ,-CH (CH,) - (CH,) ,-CH,fEFT IR 47 ¥ E 43
EL ) BRI HC R

[o018] &4/ R F AL £ CF, (CF,) , (CH,) .CH,FICF,- (CF,) .-CH (CH,) - (CH,) ,-CH,[I41 &4 &
W R R B A4 25 EE A0 F10 . 01 %6 BACRH 4 0f B ) B2 4R il 56 (EVETT) EL 8L = R R A
JESBEE RS A (mm®) (17 7 I

AfFxirsR

[0019]  7E58—J5 T, A& B J LAIE ECF, - (CF,) -CH(CH,) - (CH,) -CH,RAEMI LAkt
EY, Ferhn ik H 3250 AL mE 1 RIS ik FE ) B HL

[0020] 4§ 5 fR k) XCF, - (CF,) -CH (CH,) - (CH,)  -CH,FI b &4k 2 a2 53f Hm2 5k
£ (RPACF, - (CF,) ;-CH (CH,) - (CH,) ;-CH,) 8L Hins2& 3 8kim & 2/ FR £ (RP5ACF, - (CF,) ,-CH
(CH,) - (CH,) ,-CH,) - FARAR LI 1k & H ELFECF, - (CF,) ,-CH (CH,) - (CH,) ,-CH,,CF,- (CF,) ,-CH
(CH,) - (CH,) ,-CH,, CF,- (CF,) ,~CH (CH,) - (CH,) ,~CH,, FICF,- (CF,) ,-CH (CH,) - (CH,) ,~CH,.
(00211 Fr A, A5 WA Ak 5 Wt Rl LU PR 2 - sl e i bk, o, Sk e be ke AR
R (root) , LA HICF, - (CF,) .-CH (CH,) - (CH,) ;- CH, AT AR AR 2 - A 3k

[0022] X LAl & W 1E2- o B Ao BB A SEAAR T o o A SC T FELAR , T 38 308 5B 456 78 A )
SR BT PR SRR I B BB e MU KA IR S -

[0023] ik N b AL G IR 17 2 AR B L, W R i - R4l
EYSEBERT  EATRRBIA R G130 T B B el A T JR AR 4 24, 9 4 Jei R 45
%,

[0024] BV BB & b sg SURJ LB EUCF, - (CF,) -CH (CH,) - (CH,) -CH,RAERYIX 1L}
FACALE DI ALE W L3 D9 AR T 3, 481 B ) R DAV A 5 YR P o £ A 10 10 S it 7 5K
H 2B T DATC 1 RS DA A8 VL (ol LI st 25 790t P o I et , 4 5 W L JE IR 3

4
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fefit.

[0025]  7E4E M Y s it /7 b, £ 7 LLis (CF, - (CF,)  -CH (CH,) - (CH,) -CH, GHins2
e H 3Z 51, mi2 ik 1351 B A RAEM L RAL S H S 2T, I B
SETHRAEY SR EETEDIERE %W IR G, Rl 1 HE % B5E & % 1T
BAE ) AEHA ST o, RSV A S R THE YN B E B A3E R % £5H
%, L5 HEX R 10ER Y, A L25H & % 1 Tidb &Y.

[0026]  7E—fide I St 7 A Hb , b 58 A 2H G G ) R BH VRV VR AEIX B L T
3 W R A ANATAE 5 SO T 1) 5 A ] A BB TR o #8800 135 15, 3K Ao B VA VR — Al
R B ARVR A A 2, R T BEAFAE D BRI R AN ARG & S IOk 44 S

[0027] b4k, %41 & YA S BC ) RAE I (RT) N iom HY 57K B0 1. 333003 5 R B2 i 3
S AR R AR VT o LE R 0 DR 1 S 7 b e 7 S DU E WAV MRAE 20°C T I 3 i
FELI1. 30 £91 . 3515 RN

[0028]  4n b & SCH A& Wi v] AR 8 75 2 s m] A A0 23 L IRR A7), 8 o — Fe e 22 Ao
P2 Bl PR T 02 ) S U 0T ARG TR R E R DA R A SRR R, AL S T R AR AR M
ey it 7 =, a0 b g A HEAR AN KRN/ B AR BT L B R A R 4L
%% (benzalkonium chloride) .

[0029] £ 53— Mk St 7 2 rb, AR WK AH S WIRC A ZE AR EAS S BUR g0 132 1)
WARTER : @) BEW, () EFAAE Y, A/88 (0) AN IR 4= 5 I I R 8 At 1) 2 335 A i
O3 o AE T3 St T b, A0 AR S PR B A S AT LR AR AN S AR AR 2 24 B A A O
HIEA R mA e

[0030] AT R ERMRER , R T HE WA S ARG “HAR AT RIR IR H A E R A
H R, I B AR DR EAFTE , W 5 X H A A SRR DTk .

[0031]  FEAKR WAH G IRIE A AFAER TSmO BFE R E bR B9 CRE LD
RS G WA A B A A AT A

[0032]  4gEtb &) (RIpTA SR T EUAOF BAEA R A &b LR AFER L&
V) B B A bk, A gias e » B R AU e e A i 2R R

[0033] kb3 WH AR VA T 3 AR 2 WA TR A6 DB AR T AN 5 VARt ) 2 30 250 Mk Pl
(AR LA o QAR SR A I, ARG 24 B 220 1 43 e P AT ] SR AL 1) 24
WA Ve, B 7= AR 25 3AE FH IR DR G w] F T 107 2 W AR AR IR T B ROk SR BT
AR 1 BB I 2 WTE AL S Y2

[0034]  JRTM, AR WAL A W0 DA B B0 25 R ATTIR 2H & P BISEAS 35 e 2 B 2 i 1k i 4 » £
L 2R AL B A 2R KR ST RUR .

[0035]  FE ik — ik ¥ St 77 2, AR BV 20 & P B A b bl (CF, - (CF,) -CH (CH,) -
(CH,) -CH, (b 2% F 3% 5/ 840, mi2 ik F 1 5140 I RAE M4 & W) AT L I — Fb
B2 Pl ok IR PR A oy R o AR — A FAR R skt 77 b, S W AR B & 7CF, -
(CF,) ;-CH (CH,) - (CH,) ,-CH,EXCF,- (CF,) ,-CH (CH,) - (CH,) ,~CH,BRH IR & ¥ LA R AT 11—
Fofr il 22 P 1 VR A RS 23 2L RS o

[0036]  GASC R A FHI , ARG AR Bl . AR R ATERE A GE S B R
P I Ay o AR, AR “ELEE” R BT EA SR AR RTIB I BGUE S X R

5
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Wik & A e A7 (R LAY o

(00371 AR 3% A 55 AR TR LA 21 0 PIE e A 1 AR KA AN/ B Al K TR PRI 5] 451 G 3l
A MR 70 i o H 9y = T 9ok A £ EL A PR 2 B 7 i 52 1) 9l B4 497 4 Js T3 5 CT
(CF,) , (CH,)  CH,F) S5 b i L B~ Sl Ak i A » FL b Rl i 7 b id 15 3 S 8 ) 4 4, il CF
(CF,) , (CH,) ,CH,BLCF, (CF,) . (CH,) .CH,.

[0038]  IXFho AR R A o) T A T S S R, UL S 5 2 L9258 & 9% )
EZLI50E 8 % (B 75 H B %6 sRI0H F %6 (95 H B %6 s 9T HL B % [ BAF/E T Irid A & .
(00391 fEHE— 2D fiak iy St 75 2, MR AR A BNk B 4L & B 25 CF, - (CF) ;-CH (CH,) -
(CH,) .-CH,FICF,- (CF,) .- (CH,) .-CH, ; BR AL¥FCF, - (CF,) ,-CH (CH,) - (CH,) ,~CH,FICF,- (CF,) ,-
(CH,) ,-CH,, B HEA | HCF,- (CF,) .-CH (CH,) - (CH,) .-CH,FICF,- (CF,) .- (CH,) ,-CH,2H i ; Bl &
A _F#1 (CF,) ,-CH (CH,) - (CH,) ,-CH,HICF,- (CF,) ,- (CH,) ,-CH,ZH .

[oo40] 41 b5 SCH A A I 32 P il ) B AT AR AR 1 PR B2 AN T 3 (25°C, LRASU) R Ul
SR SN AHEE AL 10mPa « s, FF HALEA L AnPa « s i ih, A G H A InPa « s &2
AmPa * s ZNAREE o 4 A MR B2 RT BLAE FAC ISR O R0 AT T B G S 7 b BRI, £
RSt P B 38 BB AN R P I

[0041]  ASCHTIA M LLECF, - (CF,)  -CH (CH,) - (CHy)  -CH, (LHn ik F 3 -5 %, miz
16 1 - SRR R RAE A0 4 S L AL m] P B B S R A P IRORE 572 5 R Tl A2 S 78
Jit FH B 490 G FH - YE 5 it T AR GE Py it P AR i 2 1 =t FH S5 HR IR AR G ) ]
TR B4 2 I AR AR IR ZH 2 s #4574 o

(00421 A5 b, A W (0 A0 5 WO AE IR T PR I8 AR AE A5 FH R AT i 1, FORE 32 2 T TR AD
TR 53 2 ) A R T S T o DRI, AR B B AL R 36 9687 TR ()
P AR ZE HE58) A1/ e AR R D) RE R g (MGD) B HARATAEAR 85 22 AR AR ATIEAR .

[0043] - HRGE B RRON TGk MRS B 58, vl o3 P S, RIVERZACHE T AR Jos A 228 A TR o
IREGRE A8 A ELHE R o 72 B TR SR SRR B2 BB A TH AR DD BEAS 4  THIEFH %8
BB 73 AN A2 1) B TP B S LR B SRR PETIRAE « 53— 5 T, 2R R MET IR R A A
[ AR AR SR 5 ELS VRS I /5255 B0 28 R B AT 2% 5 B o2 bl T LA 0 AR G AL
I HZ BRI R B -

(00441 -HRP AR AEIR DGR IR -0 A FE IDRE (gritty, sandy) BUSF AR s IR S IR R
TR B IR 5 TR o FR B i R0 HR 8 57 58 IR B IR AL SUR D AR 3R 3 22
REBCHE R AN EE i/ e B HR B AN 52 A B L JEE S A TE

[0045] I Al Ml h BE AN 4 (MGD) 2 Fig IS AR JI A RE 7090 AL 5 1 30 » Syeh 1 0 T 9 I B 22 Bl 5
HEINE L o 3 H I DL BRI AT B 2 PH 28 RS ZE L AT -G ZHRAA 73 8 ) S AL o AR
PRI LB A RE R RURLIR (1 52) HA R, I HL Rl R 2 RIBAR B o 77 5L SR B,
TEAEAR , (EANRAS B39 MGD AT 5| Ee s BT HR SR RTHR S 2 o J8k i Fi T 23 WA ) 22 A
11113 2 o A S5 FE ) B A B 22 ARG TRV R o0 it i IR » X ) i 3 B S A AP AR AL IR B 172
[0046] I i fi Ty e Wt ik ) E DR E 95 45 DR S J3E R L/ 45 v (watering)
T ZTHR S I TR o/ 2R i ) &P AR T

(00471 {EACKR IR Ak S it 7 2 rb, an B BTl B A6 & ) S L AL 5 1 P T 28 1 T IR
1/ SSHSAR iR D BE R A9 B R AR Ve, I I S A SCH AT T —FiEAR

6



N 113662929 A W OB P 5/12 T

[0048]  FEA KB — ANt 7 2, HR FHAH & 4607 LB 3CF, - (CF,) -CH (CH,) - (CH,) -
CH, RAE M A A &4, Forhna 3k B 35510 84, mi2 ik 128 51 B4 Btk b, Horbin
725 Hmi5 (RICF, - (CF,) ,-CH (CH,) - (CH,) ,-CH,) , 83 Hrbn 23 Hmjfg 2 (B :(CF, - (CF,) ,-
CH (CH,) - (CH,) ,~CH,) , He FIT¥a 77 FHL I (TP MRS IR %) 55 2 AR BREIR o 7E 53—
St 77 A, AR S AT BRI T AR T BE PR B 2 AH IR HIAEIR .

(00491 FEE— P ) St 7 20, I BRI IR YR 7 A0 e de it e FH 25 A 7 1) B A A )
HAEWTTERDBEAT , Pk 0 & WH A b iy pirids A o Je AT B ) — bl 22 e o IR 1RV
RZH 53 4L, BT S MR PR A 2 o0 At e AR B A /K T R/ sl Al K R IR ) 491 a4
TR 700, g 5 o = T e R A E e R 2 B 2 52 0 i, A 2R el e e S L
T CF, (CF,) , (CH,) CH, 27 , Frn Fllmf 37 1 6 5 3 %2 81 % 4L, 41 4nCF, (CF,) , (CH,)
CH,BKCF, (CF,) . (CH,) .CH,.

[0050]  fEAK BBt — AL A St 7 2, a0 b TR A &1 SO AL S 0 T A AR AT
) SRR IR T o BRI L, iR A W) AN ZH S W EAE RN SRR R A A5 (f81) a7 8 B 2 1) g
ONEpUR

[0051] bRk & pEmRgn A WA PR 55 b B 0 s e 8 S e AT TR g )i TR
N2 FHFRI A J5E o A B A 5 P T 5 25 5 7K B 3 S 230 A 00 R R A R4 24 Ja 0] B L Y
SO 22 A B /0N 5 5 T I B A T TE 25 24 B 1T e 3 UL ORI IR A S AN TR i
LG A )3 AROR BRI T 5K 70 DA B G A EA 100 M Al R RE e Wi fR 1 EAT]
ORI A 9 I8 B T 7EHR R T B 4524

[0052] 41" [ FY I it 451 oK BE VS A IR B, e B Ak S 1) S LA S 0 AR VAR B ) O
HA SR 8 A EE AR o Ak, CRUESE, B A & 4 S LA S P AR IR s Hh B A
WA AT 52 T FLIZS DA A LA 5~ IR 5 R/ BSGIS: A % T R o 5 A G 1Y) 6 2 v PR R
FRY R8T PR 0 T P AR 30 ) i A A 2 77 T 32 (i A 2 R B T IRE AN/ B D RE 2K
P G R R P S8 2 5 0K AN 3 B RASE JEL PR I AR, X P R 5 BBUTE S b 1 S I )2 o AN A B
SRR R, AEAE AR B B AG S I W B 2 J A T LA AR e TR IR B2 Pk AR A, 41
P3RS S IR DR R B 1 R S B

[0053] 53— 71T, A K BHARAR IR 7 I3 A5 FL AR O B AT (D IR sl R 1) 7 92, 048
AR BRI 2E A R 0 e P TR e T R RS P ot P T IR i 2 T it P T IR 8 2 21 A
e, P il 45 4RI DL R it R R 4 24 2 DU I

[0054]  ybAbh, A B SR T —Fiiakn) &, FRL A dn b R Il R AR AT — R 2E 5 ) A0 T2 4l
PR & VIR B 3 o ik 25 25 D01 A 4538 TR 20 & W0 = A i P A8 MR 5, T RIS, 2 AR A iR
A A T IR A

[0055]  FEE— B ARk (i sty b, 73 e 26 B AL — 8 ROT I, LA 23 IO AR R 208
L ZE ISUL IRV , DLk AR N Z98uL - 120, BEALIE AR L1100 T IR o 72 /NG A 15
DU, AT LA SIS I ARG PR RS 1 77 B 45 245, 9 LT DARE S 2 24 J5 ABR o i &R L P i L 54
(R 5) o

[0056] il . —FhlR FHZH &4, A0 & i DL R IEUCRAE AL &40 -

[0057]  CF,- (CF,) -CH(CH,) - (CH,) -CH,

[0058]  Firfnj ik H 3 A5/ 4, Hms i B 1 251 4

7
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[0059] T2 ARHFEIHLFTIAHIH G, Horbiny5 Hmos, B AnJy3 Hnl2,

[0060]  Ii3. KR i1 B2 A — TR (&9, HORRUA TR 2F B S 3T Frid 64
AEEEDIEE %A EY), Rl | HE % B EE %K TR &Y.

[0061] 34 . M2 45 BRI A — TR B L5, FLABCC ) D9 32 VR VA VAR

[0062] 35 . MR RT A I AR — TR I AL &7, FLFEA EAE .

[0063]  (a) BEY,

[0064]  (b) =FALAL S, A1/ B

[0065]  (c) AN 2 Fo A Bre A 10 V8 il ) 24 RS 1A B

[0066]1  T516 . 3 45 Al ik 1T b AT — ST ok (19 2H 5 4, JCAE PR IR B8 A0 5t (10 Bh s bl FE AN e
it 10mPa * s, 3 HALEA L 4mPa * s,

[0067]  T5T7 . K45 i IR T AT — WU IR (R 250 LA b TR A & ) A S 1) — ol
EZLE I LRI NS

[0068] 38 . MR HH BT A W AE — TR AL &, L RIEZ M)

[0069]  T59 . A4 TSR IR &4, o rh Pk 4 & 4 Ji 8 it FH T VH3E A L R RIS 9 VIR
R EIRH 2

[0070]  IT10 . AR HE IS BRI P IR (I AL 54, H FH T3 T7 THR BT (TR AR 45 15 %) A1/ B
AR T e R 05 B 5 A 5 AR IR B A o

[0071] W11 ARHEISE 10— WU IR I 454, He T8 97 M sEit .

[0072]  Tji12. —Fpisksnl &, oA S AR 001 2 7 AT — IR (W HR A2 & ) A0 T gl
R EPINIA A b iR B 3 B ARE TR TR & J Bt P 2 TH 2 R IR I A IR IS R
[ IR 2 Jr e

[0073]  T513 . MR HE I 2 Fr ik k7R G, Fery , ik 70 e 2 B AL 4 RS BB 23 B AR AR
8L E 1 5uL I -

[0074]  SLjiif3]

[0075]  CF,- (CF,) ,-CH (CH,) - (CH,) ,-CH, (2- =3 C. £ - ¥ ¥, C  F H,,) Hi %

[0076]  {k&HCF,- (CF,) ,-CH (CH,) - (CH,) .-CH, rT LA 4N T il : 76 th 25 51 R A AELE R
KO RS 1 - AT B B R SO e ml O 2R S 1 - R AOAATBNIY H H 25
KA S TR A BRI R AES0 C R ORFF303 B IR 2) , SR8 5 & (RILiALH,) Bt
S (BIEAFAE IS anPd/ CZ R AL BB 0 B AL SEAL) 38 JR BT 45 B BN &5 10 LA B
2-F O -, R I o A . an b SCE L ECF, - (CF,) | -CH (CH,) - (CH,) | -CH,
e G mr LLd i 1% — O E Sl 4 o

[0077]  CF,- (CF,) .-CH(CH,) - (CH,) ,-CH,:'H-NMR (CDC1,,400MHz) :2.17-2.33 (m, 1H,CH) ,
1.67-1.77 (m,2H,CH,) ,1.25-1.40 (m,8H,CH,) ,1.15(d, 3H,CH,) ,0.90 (t,3H,CH,)

[0078]  CF,- (CF,) ,-CH (CH,) - (CH,) ,-CH, (2- 4% ] J& ke, CF H, ) ) il 4

[0079]  {k&HCF,- (CF,) ,-CH (CH,) - (CH,) ,-CH, AT A% B8 b ik — % 7 i P A 3 T J AN 1 -
JAGAE AR AR R %

[0080]  CF,- (CF,) ,~CH(CH,) - (CH,) ,~CH,:'H-NMR (CDC1,,400MHz) :2.21-2.32 (m, 1H,CH) ,
1.68-1.74 (m,2H,CH,) ,1.45-1.55 (m,2H,CH,) ,1.12(d,3H,CH,) ,0.92 (t,3H,CH,)

[0081] {414 A 25 1 i
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[0082] iy 4 ffd A= A& A 56 VP A A2 1. 3 & %6 CF, - (CF,) ,-CH (CH,) - (CH,) ,-CH, Al
95. 85 % CF, (CF,) 5 (CH,) ,CH, I AL I A0 , Bk 4 A KA 36 U 5 34 S
SR RABUZ A R A A DSR40 M 2 SR SRS

[0083]  FEi+t: il I 240 i 15 9% 55 (#h 7545 10 %6 FBSIHIDMEM) $2HUZH & ¥ 2024 /N o SR J5 %
FIT A3 H B 55 /0 B 400 i SR L9 29401 il 7 68 - 72/, 48 J5 41 FHBCA (3 1T 7 R) WA/ #7 2
5 B A 200 1 2 ) 8 P o A UL 5% 0 240 A A A 2R A 1 4

[0084] X045 £923. 75 # % [¥ICF,- (CF,) ;-CH (CH,) - (CH,) ,-CH,F1£75 . 6 5 & % F6HB 1 2H
EVIEAT AU PR S AR E U E

[0085]  JHE S HTHAE 5T

[0086] £ % B AT e P 2 v JRE 28 R M T HRURE F) A8 2 1) — DML R F T b U 1 0598 .3
=& % [1ICF, (CF,) , (CH,) ,CH,F11 . 28 & % [f)CF,- (CF,) ,-CH (CH,) - (CH,) ,-CH,/IH &) . 415
WIJE C B PR AL 5 W B (36 T 2 A R P Sm LR 5 ST 1K) RS e 8 B D g A0 20 10n 1 10 V54
Sy ICBIAR 5 b W FTHERR SRR AR B it B AEBRAS A I 1) 205, @ UL 1 XU AR
3- 430 , e 8t J A2 B L R D9 3001 - 4001 [l V75 2R T ) J5 R IR 0] o 72 FR 2 A5 - 7 JA) F i o
WAL B 29457 B I e PR

[0087] ) JHME /- HT

[0088] £ AT 7T S 1) H BRI B A% 5 1445 2 2% , IX AT LA Schirmer TAITFBUTH 4 fin
o BB SETT 0 A IR I BUEE , DR D J 2 AR VI TRBUT Y 22 57 AR 3 28 (o X
R XU AR 56 : p=0.0026 (£7HR) Fip=0.0006 (/ZHR) ) o JETRIB % i 3 A A6 0 31 284k

[0089] W F-HR 1] 25 (HR AR % THI 92 i 46 4, 0SDT) W/ 76 A FH A 2798 . 3H & % [¥ICF, (CF,) |
(CH,) ,CH, 1L . 25 5 96 ) CF, - (CF,) ;-CH (CH,) - (CH,) ;-CH, A 41457 A 1] Ja S ) &=
WU P 2R PRI, 3 M DAE I U7 AR ] B 458 T3 A o R A1 5 ) (RS AR XA e 4
5 :p<0.0001)

2% -3 R
Schirmer I (mm/5min) / 10.7+£3.7 16.3+89
g3
[0090] TFBUT (sec) HR:5.7+2.6 LR 7.9+5.1
EMR:57+2.6 Z:8.6+6.0
BiEE 3157+ 12.8 3114+ 14.7
OSDI 53.9+225 358+229

[0091]  b) MG (5 2 &)

[0092]  FMEETR ' 22 Yot AR BB 47 (40 P 5 0 M e B2 453 2) B 48 b o B4 S /R ¥R 975 - T
S FA B AR AT ek 2D 53X T DA F 2R N 412 W e 1 B 2.4 1) 5 2 1 B S E VI N0 i B Y
HEHETHER . SYHMERERN XM 25 BA S5 0 Wi 1 coxonff 5 B 56 A
R :p=0.0013 (£7HR) Mp=0.0041 (Z£HR) -

A4 (n=29) M 35 (n=28)
2.0 71 2 2.0 21 %2
[0093] 0 (n) 8(1) 16 4 25 2
£ BR(n) 8 (1) 16 4 19 9 0
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[0094] ¢ IR AEHPREIR AL

[0095] 7 Jk 2% Rl E U5 I = A= v i) i 35 2 15 H A0 A B A IR RE R . R R AT LR
H V69757 ks 1 B /DEE I DEDAH JSEAR

%> M7

a2 25 9

J&JE 21 10
(0096] B LR A IR Ay 9 2

5 A Kb & 4 l

(Stringy
mucous )
& 2 1

(00971 d) i HE 0 Wb Bt

[0098] 7 KR T AR B A , Bz M A2 M HSE AR 20 3 HH S 1R 325 BH YRAAR o B8 AN 335 B AR B 1 4T G i
& M0 AR IR Th 8 B 05 O F8 P o 78 32 28 R Uy 39 18) X 25 3 B B I 34T ik PEAS: 2 o AR 8 T 3R 45
PR, i 2 0 NI R LR TGS R AR B V6T 15 S T AT R IEHE R 8D O
7 IS RS A TE) o

b3 M %
i% B 20 17
[0099] b 6 3
A 1 0
[0100] % 2 9

[0101] o) 45

[0102] VA5 W& ML /B iR P e i) A2 4k, 3X R WA 65598 . 38 & % Y CF, (CF,)  (CH,)
JCH 1. 25 & % ICF,- (CF,) ,-CH (CH,) - (CH,) .-CH,HI A & WL %41, I A ST L
IR Z %

A8 M7
[0103] ) 0.8 (0.7-1.0) 0.9 (0.8-
1.0)
Ak 79 & (mm HG) 14.9+2.6 14.6+32

[0104]  ZE /R B AL

[0105]  Z/RHEHIEHIE (DSC 1,Mettler Toledo,Greifensee, Jiid:) F-F3RAECF, (CF,) -
CH (CH,) - (CH,) ;-CH,HICF, (CF,) ; (CH,) ,CH, 17 & W i 45 A RAH AR5 1 o i HIDSCil It A1 °C/
min I F AT I TR R IRAT 5 T e AR B Bdls {5 B A R AR A B (40ml
Mettler Toledo) o
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%% WA
CF3-(CF2)s-
CH(CH3)-(CH2)s- o o o
e AH (J/g)  F#(CC) 45 (C) &% (0
[0106]
0 -36.57 -6.33 -4.53 -2.14
5.91 -33.36 -10.32 -7.99 -7.24
12.03 -29.42 -13.74 -10.44 -0.58
23.74 -24.09 -21.56 -15.38 -14.17
TE% Ty
CF3(CFy)s-
CH(CH5)-(CH,)s- o o o
e AH (J/g)  FF8CC)  #ECC)  HBE(O)
[0107]
0 -0.69 -45 .47 -40.37 -38.32
5.91 -0.56 -50.61 -45.77 -42 .93
12.03 -0.44 -55.18 -48.58 -45.53
23.74 -0.19 -60.75 -54.39 -52

[0108]  7ECF, (CF,) ;- (CH,) ,-CH, (F6H8) f1iE &) A74ECF, (CF,) .-CH (CH,) - (CH,) .-CH, 3
B Fb et 2 m%‘WEE Jf%’r%k’zﬂﬁﬁ%& ERIZ LR A L i L%*%ﬁﬂﬂﬂ‘w&\
YIAE NIRRT AR BT 7 S TR B BB A 2 RO s ) gl 5 B AR B2 TR & AR
STYEIENE BZ I RE 710 5 o e Ak, i 23R i N 2R AL A P A S Y & T DU R
PP

[0109]  3&#EAT 1 23. 74wt % HIF, (CF,) ,-CH (CH,) - (CH,) ,-CH,AICF, (CF,) , (CH,) ,CH, 5+
$E (C14) B — R YRS PR IDSCHl & . %'Jﬁaﬂ“/mfﬂﬁ (Dn*imzo 2°C/min. O 5C/m1n$l]1 T/
min) SRIG F B o AT FHAMER]0°C /7 B 19 in Ao 28 R i o 25 AU L, T Ad SR B =7k
B (VP SRR A 58 T UG R o 5 PO B FI4lCE, (CF,) | (CHy)  CH, IR & WIHELL , LS B 1 1k
Ka A, IX R W] — L+ DU Bt i R AECF, (CF,) CH(CH) (CH) -CH, VAR 70, I Bzt
& 5CF, (CF,) , (CH,) ,CH ﬁﬁthﬂﬁ%?ﬁﬁﬁi e

[0110] %ﬁ%ﬁ%ﬂ%&kﬁﬂm

01111 PFfh T 25 bk S2CF, (CF,) , (CH,) ,CH, (F4H5) FICF,- (CF,) ,-CH (CH,) - (CH) -CH, ¥
TRA I 25 K B 1] i/mwj’iﬁlﬂ/t% %mpmﬁ E’Mﬁzﬁﬁﬁ%fﬁiﬁﬁﬁt W/FMMJ
05 L3 28 K B[R]

# CF3(C CF3-(CF2)3- AR uF ) /s A8 2% & &
A F2)3(CH2)4 CH(CH3)- ]
[0112] CH; /% (CH32):-CH3 / %
1 99.95 0.00 304 1.00
2 96.85 2.99 302 0.998
3 0.00 95.13 322 1.064

[0113] %% 5 38 i & (K146 A5 #CF, - (CF,) ,-CH (CH,) - (CH) ,-CHALF- 34 n T IR A1 25 K
T (S LD

11
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[0114]  SRAUHBITAY - F Ak e R CF, (CF,) 5 (CH,) CH, (F6H8) AICF, (CF,) ;-CH (CH,) - (CH,) ;-
CH, (K VR-& VK 2RI 11

# CF;(C CF;(CF»)s- AR B} /s A8 A& &R et
Pl F2)s(CH2)7 CH(CHa3)- o)
[0115] CHz /% (CH2)s-CH3 / % |
1 99.84 0.16 13260 1
2 96.53 3.05 12960 0.97
3 26.3 64.1 9960 0.75

[0116]  HMALLT &, 1P 2Rk 52 3] FALbE K2 CF, (CF,) ,-CH (CH,) - (CH,) ,-CH,H i 73t
BN 2 B T IR S 2 A (Z LKD) .

[0117] Ak, Bk T H1 38 5ACF, - (CF,) -CH(CH,) - (CH,) -CH,RAEMEY), HedhnfZizH3
25 EE mag 1k H 1 B 51 BEL, UL RAFAE TR YR &, o] LUK A& Y R RS IR0 22 1
SR FH I8 ) 2K, 45 T S K Bl ek 4H S W) AE IR B 3R T b ) 452 B IS 1]

[0118] 3L E T VR -G WA 58 28 o 6k T+ JRy i it FH BT HR 2 &40 , Pk 26 & W 1 47 33k 238
2L AT B 1A 5 2 AR A Bl TR AR R 37 5 28, 497 2 L mT e e A 3 TRV I A 5 3
WA AV E AT 5T ZEASFEARL, )22 75t FH T BRSNS T g 2 HR I BORI BRI 77 32 437 o W
K EML G YICF, (CF,) ;-CH (CH,) - (CH,) .- CH, ¥ & BN 47 5 3 A 52 o [ 2l s 1 B 5 2 - 4
CHEEREAE S 1 - 2 O AR E b R A Y I & B 0 30, 5 S48 16K B 3R AR 4 1 Bl
F2-AH T B GAES L - 2 T 2R RIR S & 3G N, I i RGO

[0119] s AR ARV &P R IX L fh &R & il bUE ECF, - (CF,)  -CH (CH,) - (CH) -
CHRIEM LS Y&, Hodhn Rk B 3B 500 B8, n2 ik 5 125, KA &) 5 2 U R IR
FH & I B SR A2 PTAT B, 451 40 1 8 22 b T HR A DR 0 A0/ B0 68 Ty B A o038 1 YRR AL s AT
ST B

[0120] B 4AHR H) 35 (EVEIT)

[0121] X T 5 CF, (CF,) , (CH,) ,CH [ P FhZH &4 , B b 2 Ak S 42 CF, (CF,) , (CH,) ,CH, Al
CF, (CF,) ;-CH (CH,) - (CH,) .- CH,iIVE &AM A &Y (BA0. 17HE %KICF, (CF,) .-CH
(CH,) - (CH,) ,-CH,HJ A& AR B A 64 5 & % [#1CF, (CF,) ,-CH (CH,) - (CH,) .-CH,) KIH & ¥B) ,
i FHiE B R (HY LO-COMOD®) i S e, 4 FH0. 01 % BAC GEFLEUR) 15 M BH %t
M8, 5 #EM. Frentz et al,Altern.to Lab.Anim.,2008 (36)p 25-32; fAN.Schrage et
al,Graefes Arch Clin Exp Ophthalmol 2012 (250) ,1330-1340) 5 prifiid ot AL 25 44
AR NS (EVETT) Lh e A i & 0 72

[0122] U7V 3R1S SR AR IE B T NG AT 5 b, R B 783 & Earle” s Eh S 77 H
HEPESZZ (iR 1 G B /ML 75 55 72 1 i (Bagle’ s MEM) o 1% A1 it B Y SR R 4l kb 78 AL
HELHS 110 A2 BEOIR 0 o K5 15 7% 2 AR FFAE 32 C Y IR 5 8 U, A AP AR R CO, 1> 95 96 FR AR 1 52
B 7SN A (n=2) R BHPEXT RN A8 FH AN A (n=5) /A ot

[0123]  fEREFR = dAase 12/ J5 , il i 2 Be v Al A e, R A e B I I
TR LD A 55 o P A ot 78 06 72 P A RS 2 T B A DU AN N4 (2.3-4 . 3mm®) L SIS S
NG (0. 17 %6 7KV IR A0 Al 1 I Pl A e

[0124] 71555 MM EELE 5 1/t it T A7) Joid , 5 B Rt FH 75 40 21 A HEE ) Tty (PG /)
IF30-500L) o 735 77 25 N ARSI E X 330 g I 3508 T30 1E AT T 8 e ) R Tl 2 7 DA B 22 A4
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Z R IR N 3K G £ 1k 5256 o AF FH AH 22 S 10 Be 2 R R AR ML (KY -F1030U, JVC,
(BadVilbel,DE) %3 7E716 APOE M4 (Wetzlar,DE) b) & H 4145 AR 1) AE 4 5 1 & 45 LA
TSR A A 1 P 5 Lt (0. 17 % KV R) W BT A B , B Gt 0 8 e Rom |
S ) X 38 48 FH SR ARl (DISKUS) 1) 3k A4 T2 A 5 BEAE RSF o AE3R 5 AR, 24 1R 5L 50 I
YT AR 2 753 .7 % H IS A 9F 3 AORS - P ekl G e L T S AP Ay o 1 U A i
(AU P , 721 B IR N8 11 55 0 A Jo2 o o0 6] 26 4 AL AL BR SRR FE IEAT RS E o
[0125] &5, ShrES e yniE i FIRA &Y (HYLO-COMOD®) ML , 751 5 f i BE
S 5 WS 3 P AP AL e TR S (A b BT IR B A WA RAB) 78 A R v6 I IR 5 T B A A
A IE TR

[0126] 5 BESE R~ W B4 /~F- ¥5mm” (SD)
#£0 #1 #2 %3
new x F3 F3 P
A (n=5) 12.8 3.018 0 (0) 0(0)
(0.98) (0.89)
[0127] B (n=5) 12.23 3.59 0 (0) 0(0)
(1.46) (0.53)
HYLO 12.13 311 0.01( 0(0)
COMOD® (1.29) (0.76) 0.02)
0.01% BAC 11.57 5.91 8.74 17.46
(0.86) (0.28) (7.6) (6.43)
[0128]  HE3FLLLUEN 5
1R
A (n=5) A AT S EER A E A
- f B n AT AR BT R HE T A, T AR AT 46 R R R B,
[0129] H %o
- )53 A1 B¢ (Descemet membrane) %, AR 4m LG AR
B (n=5) CAAH M S E LR AR e R R,
EE AR A AL R F R A, AR R A Kb R IR B
FaF Yo
)G B Sy WA W R, A S B
Hylo ST Rk A R R BT R Ak ke R 2 R
Comod™ (B | sk, 2k b st fo 55 AR 2L A7 LI HE 51 5675 A 49 74 I8 2 AEL o
we) G WA KRB, SR AT AEAT R o
[0130] 0.01% RE AR ERE, & AREHRIK;, WD HBH
BAC (' x} K
) -HFMR G RE RS, RWNIEREEG L AELE T
- A B gm AR 69 B R Y, X sk it 2L B 5F B
2 B 4549 (pycnotic) .
GRS WA, B RN
[0131]

EOE G PR &) S ER64E & % B F AL b k2 CF, (CF,) ;-CH (CH,) - (CH,) 4~

13
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CH, R 4L 5 BRI 5 A 18] A N 5% BRI [ 5 55 073 T 1) S 3 22 5 o X 3K P b 4
E0, SZICH SR, KINUBE 3 R BERE 82580 0F HAEIR T 562 K Ja AR A
A4 B3 2 1 EVETT S0~ 3R (1 U2 &4 - 25 LA AT BE 0 BEEFRD o i B R/ N Tl B
£

[0132] B3R Fhoms , #8505 3R S8 45 e A1 R R D) I 1) 8 el A 212 Ae 2 s /2 AL &
PIABHIZ LY HY LO-COMOD® A& HE ) 5 50 A I 25 0 8 AR B B 5t

[0133]  pbAh, Xt T X LB H G W), B WL 25 T3 %) 0/ FLIR +h T & P 48 7= R AT A 10
FHIEBEE -

[0134]  JE RS WA X L A , A2 SE A = R A, L 260570 01 % 9 JE FRIBACH] BH A4 %
H, 15 3 1 _E R AR BN .

14
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" PR BB

1/2 1

A AT K & Bt ia)

Bt (ng®)

1.200 -~

1.100 -

1.000

0.900 -

0.800 -

0.700

0.600 -

2R T AR

AT AR

0.500
0

1.3464 -
1.3462 -
1.3460 -
1.3458
1.3456 -
1.3454 -
1.3452 -+

T T T L T T T L T 1

10 20 30 40 50 860 70

RAYPHE S L%

K1

1.3450
0.0

20.0 40.0

-2 RTAFR

60.0 80.0
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1.3260 -
1.3255 - *
5™ 1.3250 - )
£ 1.3245 -
o
& 1.3240 - .
% 71,3235 -
1.3230 -
1.3225 A
1.3220 ¢
1.3215 . - ' ' '
0.00 20.00 40.00 60.00 80.00  100.00
-/ T A%
K3
— - -BAC 0.01 % (n=2)
25
——  mAW A (n=5)
20 e 2844 B (n=5)
™~
E ——-Hylo Comod® (n=5) _ 2]
+ 15 '
x
=
% 10
T
5
. _ : -
%0 % $1x #2X IR
K4
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