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The present invention provides pharmaceutical compositions comprising a chylomicron and a
carotenoid. The present invention also provides pharmaceutical compositions comprising a micelle and a
carotenoid, suspended in an aqueous solution and suitable for intravenous administration. The bioavailability

ofthe carotenoid of the pharmaceutical composition is higher relative to the bioavailability of free carotenoid.
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[0001] A3 %E%VMBEUHHB%QZ¥IEH$ 5% 5
61/914879%k 7 54025 » HAWMABNER LA AERSS -

[0002] A#ZEHGHEREN —EE S (a)— 832 (8 FLEE R 20— {24
%A (micelle) ; AR (D) ED—EEARERNEEASY) -

GCIESETD|
[0003) BEHZEE R A LS —E L2 L EER (S

A5 F) REPEE R (GRENKE) - tHEE E - Wi K4 (solanorubin) it H
BT B8 ¥ 5N 4 fii £ 4T (hexahydrogenosolanorubin) & /& 6 E 4@
(octohydrogenosolanorubin) » & F & o - Sl B F RO 1 & =98 Y JE
b o EBMPEINH AN RLLE—ERA MR E RN BNRK -
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HY ] > 2010 ££3 H 62(3) © 323-31((Faisal et al “Bioavailability of
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solanorubin in the rat: the role of lymphatic transport. J. Pharm.

Pharmacol. 2010, Mar 62(3):323-31))) o
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[79% ]

[0006) #E—BEHEHIF » AEHIH R —EREELY > HE20) &
SSREME - WS R YE RS Y R SRR » P = W
BEFE A A S B A A MR B RS B 4980 © 5 ¢ 0.1 (w/w) B4
92 112 1(w/w) ; AR (b)SEHEHZEE & -

[0007) 753 — 20 Bl » 75 590 A B 4 2 1) 2 (o) B & R A
5 BB BS SR & — R R EDE I ¢ BEAS A B S A A
B L BRI B 495 1 0.01(w/w)E4920 1 0.5(whw) § DUR (b)Y B Z -

(0008 A 3ol 871 E0 34 5 o 6 FHAO A8 > T 4% (ivention) | -
% %%HA (the invention) |~ [L23%HH (this invention) ;" A& 8HH (the present
invention) | » {4 5 1E B B My HS A A SR B T Y MR 7 BT SR
SRR 275 S B R A T 2 S A
BRI S 8 R I 5 98 R S o

[0009) 2 Bl F I SEATATRORES - 435 16 4 15 5 7T 5 5. -
CEE )

[0010]) 4 -
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[0011] #fE LA R B A BIA T » BRIE S AT » 5130
PR R EAM T &% -

[0012] #IAIAARSCT » IR T —(a) s » T —(an), B | #(the)
EEEREE > Bk TR -

[0013) 35 T fEA(subject) , TIiE BARFIR AR OB REY > =
VR B BRSO AR SR EY - BRA RS > FIOHLE
vy B REEY) - TOE R A - SRS BB R ER - IR
B E S HIROEIY - 0% W% REWN - 4 R B
B)REREMEH > NG R KB DE - KRS - Kt BEAR
BB T A AT

[0014) 7 SCFAHIB T 4B MR BT T 49(about) , FF (&8 -

BB A

[0015) 76— BRI » 7 S0 58 B4 & P02 (a)— B 5 B LT
0 R (b)— B RN S IR o H o R T B AR R SR 1Y
A Ay P R A P S S L B A o 4 P ML 2R 2 1 2 R
R « 4F— BRI - BEEEA S RIE SRR GBS0 ~ 60 ~ 70 ~ 80% -

[0016) #F — I 57 # B o 1 b > 9L BE RUA B & = B o
(triglyceride)  Bifi5 (phospholipid) B 4 #1E B (phytosterol) Z R &4 » &
th SRS ¢ RS A B SR & B L I B 4TS
L 0.1(w/w)EHI95 1 15 1 1.5(w/w) » £ A—BIREBE A B - =8t
B ¢ B B T R B A S 9 L BEIE 2 E980 5 0.1(wiw)

F92 121 L(w/w) » A2 R EMRE RV E R - 355 =B HHEE - B s
. B3 H 4520 REIRHEE)
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) B A R ) LA T T BB T B P R B -
=R RS ES S AV 2 8 & (Wt 4L (solanorubin)) K A8 57 &k DL AR 2L EE
B - SRR AT B T SR I SR 22 1 2 O L R R BB S -

[0017] 7E—BIREEHAID - 475 FLSBRUME LMD =
R - 7E— BRI BB - AN = B R T R % (S A 2
FAK194 < 93~ 92~ 91 ~ 00 ~ 89 ~ 88 ~ 87~ 86 ~ 85 - 84 + 83 ~ 82 + 81 « 80 - |
79~ 78~ 77 ~ 7657 SERELE 2L0.1% Ry B iz (increments ) Y £ o] (& 5% (& Ay 4
I > £986.5% - £983.2%%) - 25— PRI EIEHIS - &M=
HHENEE%HRERINRELS50 49~ 484746~ 4544 - 43 ~ 42 -
41 ~40~39-~38~37~36-35~34-33-~32-315305EHELI0.1%EE
R (55 (AT (40 - 4948.7% ~ #933.9% ~ £933-48% %) = 77X
BT BB = B IS S K T R - SIREEN ~ %
AT B - SO R A -

[0018) #E— Bl BRIt » 401 49158 B4 HoATAL & W B0
B o 25— BT B R - 49630 128 R T A LAV S IO RS - 7
BB I - 4 S RS B B % A B RSN KT 14~ 13~ 12 -
11-~10~9~8~7~6-5~4~3-2- 18 DLO. 1% B B A BY T (e {E Bk (E
MR (I - 497.1% ~ 498.3% ~ £98-10%%5) « 1£53— BRI BEHGHIp -
L IHTBERS BB % (A S RSN ATS ~ 4 3~ 23R ELR BLO. 1% 2 BLAr By
P 5 B AT (B > 494.5% ~ £92.1% - £90.1-5%5E) 76 B—Blm i
I o B (0 ] DB R B RERS -

i

BAHE - K20 H(EHRHED)
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[0019] ZE—EHEfIT - QI ELBEREE I LAVES Y RIEVERE -
FEHIREE RS - HEYNEYE RN EE%GEREVNRE2.9-2.8
2.7+2.6+2.5-24~23-22~21-2.0-1.9-1.8~1.7~1.6~1.5~ 1.4~
1.3~ 1.2 ~ 1.IBGH [ 2L0.01% & BEAr (Y {E AIE SR E AV & (f1 40 > &9
1.71%) - FES—FlIrtEERAIH - HEREEYHEE IR E & %4701
Z&ILS5 - FEN—PURMEERGI S - HHRESYIEYE R E 8% %%
AE/NAZ1.4~13-1.2-1.1-1.0-~0.9-0.8-0.7-0.6~0.5~0.4~0.3 -
0.2 ~ 0. 1ZGE [ £L0.01 % K B& A 09 F o] & BB AT & B (B0 > £90.71%) -

[0020] 7E—EHHIF > BEHESYE— S EEN0IER%LELI
EE%WN [-THEEE - S —EEpIF - HEREEYN 8-THEEERN
BB %AENRSH/NAL0.9-08-0.7-0.6-0.5-0.4~0.3-02-0.1FK
[E12L0.01% & BEAT B9 (£ {7 & BB AV S R (B4 - 490.14%) -

[0021] B§ZE4H &9 i9 AL BERUL Y B R AT KIAEE R 4975nm » &
S 140 > 4980nm ~ 4985nm ~ £J90nm ~ £4995nm ~ £4J100nm + £J105nm -
£9110nm ~ £J115nm ~ £9120nm ~ £491250m ~ £130nm ~ £J135nm > DL R
&140nm - BEEELH EY) P I ALEERRI BT/ NR EE R 49450nm > §F
Bil40 > £J445nm ~ §9440nm ~ PR &J435nm o E—EHiPIF - BEEEEESY)
o Y L BRI Y R B 49100 E 49150nm « FE 55 —FHEMI - BEEASY
Y AR A B A 49125nmE £ 140nm - (£ X —Efdl4 - BHEEE
o B9 FLEERORL Y B Fs49130nmZE4J1350m -

[0022] £—%& EWJEP HERAZRHTFERNEAREGEEHEEY

= E}%%%%E’ﬂ%ﬁ%ﬂﬁ%ﬁﬂ@é\a-éﬁéf'é%% - B  FERAR
5 5 H - 3620 HEYIRES)

o

o
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B N B EAL R\ B ELL - 15— EHBI S > (A5 U ol A
EHENREEE R ESENARMHUEN A S 8- BEZ
(beta-cryptoxanthin) + ZEEZ (lutein) + K ¢ 55 % (zeaxanthin) o

(0023] fE—EiEHS » BHEGHEGBREU T —ERSHE: HE
4~ NEHFLRAGHEL - 5 FHHID - FETRE S F5
BHERELRTOESEN - ER—THHF > BEEGEEMD< 2
ER%  FEH< | SER% - EEFEEN< 1ERY% - D REH<0SEREY
& RIERE ST - |

[0024] fE— B MBI » WEGAMEE FRF4EkEAE S E
(zein protein) o 75— BHEHISD » T KA (98 (Gl D < 2B B % -
< LSER% - HEFEM< I EEB% - REN<0 SER%NaEE
R LY - |

[0025) fE—EHEGIT  BEASYEE LEF AL - £5—8
B o B (R DI < 2 B % - WM< 1. ST REY% « 3 <

£% « H B EH<0.SEB %N & BEERE AT T -

(0026 B3 %5 40 & ) 7T fl8 B B U & 70 7 288 = 40 B2 10 18 =X 1Y £ AT T
3 o BREEH o BEEEAL AR IERF Y IR AL - SRR B T
PR A ERIRA BT - BUAR - &5 RERRRIEA S - fF— B Wi
B R A R IS 70 1 LS BERR (140 - DGR AR #9409
1-10mLEFETKFTRERL « 15— BEMEHI - PR R R K B R e R
BRI~ 8~ T~ 654~ 3~ 2ml > BEE R LLO. 1% 5 B AT iy 4T ] (8 %

{ERVHLE (B4 > &94-6ml > £95.4ml) - £ X —FHEFIF » A BE RS
5 6 H 4t 20 E(BYIRIE)
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NEEGRERS/INR1.4-13~12~11~1.0~09~0.8~0.7~0.6"~
0.5+ 0.4~ 0.3~ 0.2g » TEFELL0.01% Ry B ir 1y £F {a] {1 5% (71 1y i [l (1
#90.45-0.75g » 4J6g) °

[0027) B SE4H & ) o 0 o 28 8 2 6 ) B8 T 36 o A 4 LA O O
MRS OITHE - BUMERSHREOD X SEmALY 2 fE > K
SRR SRR G - R AR B R R R A
P B IS B TR AE S - B S - 7GR (E AL O MR B EL At & BERE T 244L >
WG B S A BT - A 1EYI0EEE b
AR AT - 490141 SEBE S ISR\ BRI EL 0 T
0.1ZYSERES WU EANSHEL - 53— TR > 42
BRICE B %A S YR EAL > L0 2E 0.6 B BUNAEWE/\EHE
41 > 490, 18490 SEE%MWASYRANEIHEL - EH—HEHHIT - L4
EHSERBNESYENEL » M0 BN ERB%NHEHSYE /&I E
47> %901 B4y BB %IA S W EANEHELL - ££5—EFWHIT - 4.2
FUgA SEENHESYIRFEL » 49038490 5ER%ATHSWE A
T4 M&J0.3EL0.SEHEBXNEEYRAENM KL - FEFREE A -
i EALHI B 8 %A S LB R A S R SN B/ NR 499 876254
3~ 25 B 0. 1% 5 BB i ({8 18 S {EL O 5 B (B0 » 494.3%) « £S5 —
BRG] > E S R AL R B %A B LB R 4 & W R SR B
w&y1.4-~13-~1.2-~1.1-1.0-09-~08-~0.7-0.6-0.5-~04~03-0.2">
o L0011 % 2 B i 9 £ 171 {8 2R (5 Y B 1 (40 > £90.43%) « FE XL —fil5T

HEERBIF - NEMELLNEE%EE N A ERR A S GERBCNRE
£ 7H - 3520 HE RS

105104228 FW G ADZO2 LO8RI4ERE7-0
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1.4-~13~12~1.1~1.0~09-0.8~0.7-0.6~0.5~0.4-~0.3-0.28H
FET 14.0..01 % 25 B ir B9 £ (7] (2 25,2 A9 6 L (11400 > 4990.35%)

(0028 £ — B {3 o » 12 B BELH &1 o 937 T AT 1 C o (168 181 11 25 3
) % B T & 49 0.15ug/mL % £ 0.5ug/mL > B 47 0.12ug/mL & 4
0.55ug/mL « FEE5 “ B HEBIH » 1E 5 BEAH 24 b U H T AT A tax (2 5 12
I 452 L P AR ) > R T B 49 1S TR 49265534 » SRAY 1 42904348 - 12
B =BG > (E SR A T T R ATt (CE R 2 5 B 491800
SYEEZRI250043 58 - 416005351 7E 2700558 -

[0029] #E—BFHEf] - FLBEHELE & Y0 (9 G T ALY Conan > H 18]
A £5%90.05ug/mL £ £70.3ug/mL » 2490.04ug/mLZEJ0.33ug/mL * £
TEREPI > EREA AT BB tna 2 BT B 8T
491325548 » LS AFEELN4555 8 - AEZTHHIT > FREHEY
o S T AL 2 B T B AR 488545 B 47190043 8 » SAE49800
S LI2050 57 8 -

[0030) 7E—BF il » 4EBSEEAR & W) T S T FAT T Conar 2 ]
H] 5%90.08ug/mLE£J0.31ug/mL » 5(490.07ug/mLE#J0.34ug/mL - £
ZEHAI > EREHAY PN EHEL N e T B L1 85 E
492655388 » BRAT1. S EELI2885 4 - EE = H il h o EREESY
b N G R ALty 2 B B AT R 4912505388 F 49190053 8 - 049111043
WELI205055 58

[0031] ZAZHAIREE LB B4R & HA & (a)— BB EEE : DUR ()

—HENSEFHEG R - H PG KRR - £E—EHfI T > HEHE
5 8 H » 3£ 20 HEERTE)

108104228 FERLESE AQZ02 LOB3L4BRE7-0
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BEGHEEMET - £ —FEAT  BEESYNHEEZRGAEN
60 ~ 70 ~ E80% -

[0032) E—EMHBIH > B thE & REEER RBENREEY - £
ZIREM R B - BEREEER -~ BEHNEE%EEHAES
Z- MNP R FRZEEZEEN EERREHETRAIN KD ESRE
> HEEDUPERAE - SR el T S R B R AR A X
KIBEM o LA > AR AEMESY - W0F#E HFEIR LIV route) (5 ZE -

[0033) fE—BLRHMEEGE T > &1 EQ20E 85 S LNEEWREE
EE A - ORI T » FEEERIE R %R RS EHER
w919 1817~16~15~14~13+~12~11~10~9~8~ 786~ 5 -
43~ 2R B0, 1% By LA H £ 160 1 SRR 6 R (B0 » 499.9% » 497.4%
55) o fE BB E RS T BEEEE RS RS RS E
HITS o TE B — BRI BRI > RIS E R %S RS WG
0 - 42 X —BIFR ML E WGP REE AR LIS (polysorbate) -
[0034] 75— BEHEHID - £90.01 B 4928 8 7 43 EE A9 AL & R B B -
TEBITRAE BB 41 & W BE RS A0 BB % R SR N £91.95 - 1.9 -
1.85~1.8~1.75~1.7~1.65~1.6~15~1.45~1.4~ 1 35 ~1.3~1.25~
1.2~1.15~1.1-~1.05~1-~095-09-~0.85~0.8~0.75~0.7~0.65~0.6 ~
0.5~0.45-0.4~0.35~0.3-~0.25-~0.2~0.15~0.1~0.058;EHRILL0.01%
oy 8L B4 £ 1 8 5018 19 B (AT » 490.06%) o 42— (IR BE MG o -
B B ) 55 M S A S W (90,0 1% T SR B NIRRT 1% = 78 X — PRt

HEHflH - HEYHBEIENEE%EENEEYHRYZEN0.01%EFNE
F9H 4t 20 HEURHE)

108104228 FHNE AC2Z02 10831463670
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INFAE0.5 « 1E X —BIRMEE B > BEfEtI & B %S SR EY
0.01%% SR B/IALI0.1 - |

[0035) fE—EEHEBIT > WEHAWE—FBEL0.00 HE%EL]
EB%H B-HEHE - ER—FWOE - 4SRRI E B % R4
EMHFERE/NRE0.9-08-0.7-~0.6~0.5-0.4~0.3~0.2~0.15%EHR
1510.0011% 5 B fir Y £ {A] {2 55 (8 B9 5 8 (B140 » 490.001%490.01%) -

[0036] AFEAYE & T A AR AR Inm > GEHIA > 471.50m -
&J2nm ~ £92.5nm ~ &93nm K 4Y3.50m o AN E K A/NREKFERY
10nm > REFIA > £99.50m ~ £99nm ~ K 4I8nm - FE—EHEHIF - HEH
E & B493.50m ~ 498 50mE4Y7.50m -

[0037) & 7E 7 &5 A iy LR GORL o (AR SRR R IO SR B AT Ll > 7R 8%
B S A R B ER - E—BURIEE g - £90.001 L1 E
BB A SR EL - E—PURMEEEL R - HiELLHE B %Y
NEEYEERS/NR409-~080.7~0.6~0.5-04~03~0.2~0.1
BT 110,001 % s B8 fir 9 1 (a1 {2 55,85 £ #6618 (811400 » 0.035% » £90.022%
%) - ES— BRI RS - HiRALH E B %SRS Y B%0.035 -

[0038) fE—BIRMEEHEGIE > £90.001 BL I BERESLNASY B

JNEHEL - EHREEGT » \EH R E R %RE N E SRS
RENAR450.90.8-0.7-0.6-0.5-~0.4-0.3~0.2~0.1>5ERI2L0.0001%
B BEL (S 119 4 (T {85 {61 9 [ (B4 0.0027% » #90.0053%55) o 1£ 53— i
TR ERAIT - /G E A E R %A SR A9 5470.0035 -

% 101 - 3k 20 F(SHHE)

LO5104228 FHY AOZO2 108314635670
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[0039) FE—HIRMEEREIT » £90.00l BELY1EB%NEEYENE
ST - IR TG « 6 A WA E A ERR%RE R I
430.9~0.8~0.7~0.6~0.5-0.4~0.3-0.2~0.1> 5ERL0.0001%5E
(37 B9 4 {07 {8 25,18 A 36 B (140 > 0.0047% » £90.0483%%%) - 1£ 55 —flRiE
FHEE T - SN ES ELLNEE%R%0.003 -

[0040) FE—BIRUEEEHEGIT » FHELL : \EAMELL - NEHELAEHER

B gl A B B LR 5%90.02-0.05 © 0.002-0.005 © 0.002-0.005 » FESS—HI7RME
FHEFIT - FHELL - NS ELL - NEELERNBEEE S EEEP R
£90.036 : 0.0036 : 0.0036 -

[0041] BEZELH GV IRER R EESTN T EEENEANTAPA - '
EEM > 0 E— 2 (B I Y B S5 AH S Y B B I AR P P 2 - PR BRI
ng*fjrj:ﬁﬁﬁ%ié’ﬂi%’?é@’é\mﬁa ~ 2T HLPA &R %@EH%EW&/\% °

[0042] BZEH YT BRI BIGEUSRIEIGE ze:tHTFEﬁ% B,
FEEE N ECAEZER - B2 B IR B A BE AR TR i I ] 8 S I ] 2 4% -
FiT 9 B9 750 5 v (R 3t DL BE — I B 2 3 AR s DB RO TR B 152 B8 1Y 23

> il > BEREE - ={E - @flﬁﬁ%%ﬁ?ﬂi o THRIEAR ST HE—
SrEl > Bl - 5y BIREARU PR B 14 By s T (E R R -

[0043] B ZEH YR EHEGRNWA BT EHAFTRAERTEEAN
AE R ERAIMAE - BUMENSHENEATBEAZH I &EE X
EEFEBEREE TRAER BREARY > FHEGRSEEHSYR
PRI B AR IR AR © B E - G (B ERIR T R E A G T 2

b MECREFE R AN BRYHIERDD -
5 11 > 4% 20 HEHRHH)

105104225 FRE A0202 10831463670
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[0044) B3 EELH £ Yl S ) 9 /B s - B AL & 1) T B
BRITB R W1F 8 R K (sterile water) « B 7K B EL & A FE 1A Sk 5
IR KT P — S RS o 1E— BB > A ST B B
SV AT /NS HIREE > &R H B (mannitol) « £ - A
BEiE (dextrose) ~ RERE - /2055 (trehalose) » 7 — L EEHE B - B3
EEME— S BT/ R L SRR A - R - &

B FRSEMERAENE - REAE o AE AT o R TR R
31 5 2 B B (tocopherol) « BEER S MM — & » BULH A E
B BEI0.001mgELI50mg - fE—HHEIH » WEM LY S B >
BRI ER - BA0.0ImgELI30mg - F S —EIEHI T BEHAL
YIS —BIE > THSHRBEOEE > B0 1mgE410mg  7E X —HH
Btk - LA SRR B B B % S B B A B 490,00 1 5495 « 75—
SR B - S SRR T B B R B 1 B B S M (R S BN Y
S~ 432~ TSEER 10,001 % 5 B Ry 95 fa] 14 5K (8 1Y R (140 - 1.430% -
0.012% > 0.001%-0.5%) -

[0045) 7E—BEREBI > FERHELE &Y TR HE B AR C onan H0 BT 5
#90.24ug/mLZE43.8ug/mL » 54J0.22ug/mLEL4.2ug/mL - 1£5E — &l
Bl 2B &) b Y ATt BT 2591 ST A13253 88 » 2K
491654145575 - TEE SHEHIh - 1E ML ET 4L R TP I HE R AT,
> W B L5205 L5604 5 > HAI4605 3492080534 -

[0046] 7E—BEHEBIH » EBEELE W) T i LTI Conar” #EE

A B%70.05ug/mLEZ1.76ug/mL » 5450.04ug/mLZE4J1.95ug/mL - {55
125 > 3520 HE@IRRE)

105104228 FH N A0202 10831463670
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S EIHI AR A R E AL e 2 HE T R 1. 85
4166588 - A1 SAMEELTS S - EEZHE - EREASYT
{9 )\ B BT, S F B 56543 8471620534 - BATIS0053 S E L
176547 ¢F -

[0047) FE—BEHEMH] T - FEBEELE AW T B AN G B 4L Conax 2 HLE
A B5490.11ug/mLEL3ug/mL » 5490.10ug/mLE4J3.3ug/mL - FFE_F
Wit > AE B BEL & R 9 7S T B AL e . B ] B 49 1.8 3 B T 4T
1324788 > B&1.53 BB L4558 - EEZEHHIT - EBREASYT
9 G ALY b BT o] 5 49565 ) B 492865578 » SHE 495005388
EHI313057 4

[0048) TFHUEHIHE—H 3B A S - 2 LB HIE 5 45 B A E IR
BE > TR AR B PR AR o

B ¢ e F B RO S B R B S Y B

[0049) 7 &% BH 09— B e ] {5 R b DA 25 B S 4

(1)—E%%ﬁfﬁﬂ’ﬂéﬁﬁéﬂ%ﬁ%%%:%(MCS@  THEERAEREDAE
[RAE > ) Ba815mglii RALCETAZEE ) - 1.5mghy /AR
MELLCEHHEEGE) - 1.25mglNEh FALCGHEAZEE ER) - 25mg
Y IR EE BE (B ) R 1. Smg UM E B ~ SmgfYAEEEY ~ 0.5mgHY 6 -
HEE R > FURHEE300.25mg I R (CEREHE)RES -

Q) ES B FTHREY B E L EE300# » DS ERAERYK/
H(W/O)YAIR A MCSSHEE R BV /REREE) -

513 H - 20 H(HYERAD)

105104228 FeHLEYE ADZO2 10831463670
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[0050] EFBEQ)FHEHEECY B E4IIETE%NH ELLCHPHE
HZ) 0.3EE%N/N\EHMELCEHAEER) ~ 0.35EE%NIANEHE4LL
CEHHEER) - 143EEB%NEEN - 0.14EE%N S -HEEHE - 0,438
B %A HE Y& B 7.14@%%9@%%5’5(%%) - 85 I8EEB NN AT (=M
HIHES) -

[0051) 28T » £E20BR(2) - HIZEAY W/O T, g e DA A A B Ak A B2 /2 1
PR F % - PRI Y‘?RJ\ZEU 0 LR A B R M B AR R & 0.6 g DN B i (%
FE)HYS . AmLEFEF K -

[0052] #FEFEEDLSFTRIE » A% 0y 2L EERCH 19 S R~ R &Y
131.50m > EF0.0530Y % 73 B 1 (polydispersity) » 17 #5 B TEM F7 40 #& 9
KT AEERH L - 45 FLBEROR W/ O L b Y 3 EAT AV S 5 ELA BE T 1 Bk
REIEAR © & RIFAE4°CEG25°CEE3 I 3 AR 100° CHI 4/ INKEIF > B LA
T/NRH R EE AR - B AR - BRI T SRE AT EAL - AR
MR NG I EELL - B 2 FL RN fEE/EpH 2.0 ~ 3.5~ 6.0 ~ 6.8
BeTAZEL ~ 2~ 4~ 6~ 12824/ NFEF » fREFTHIEAL ~ NEHELLRAE
T AN: = Yok 5 ?LEE(%’(WEPE’J%EEZIE’JH LR TG R 4I80% -

BH2 - BE A R R R S B
[0053] BT — BBl ks i DU T 20 BT 2 46
(D50mgHyZHFENEEHEGREESY) » B8 ()2.2mghY i £ 4L FHER
EER) 0 (0)0.21mgly N\ G ELLCREAEEE) » (¢)0.18mgHIN

g RALGRHER ) » (d)3.28mgHY IIBEAS (BiHE) > (€)0.71mghY
14 > 3620 HEIRTHE)

Jr&#

105104228 PG AGZOZ LOBRI4G6E67 -0
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EEW - (£0.07mghy B -4 TH Z R (2)42.9mg i - {3 52
600mgiyTween 80 (REEMENERME RS - HILRAWE
B H A H -
QS B P EPREAYES AmL(IE B 1S 40 R BT AR S » I8
T304 o
(S EE(Q) AR AL 20 TIE 2405 > DUSBI A0/ WL
) > E i R AL E 5 490.37mg/mL
[0054) 7F 5 BR (3) f (9 58 ZE 40 & 4 40 2 0.035 B 2 % A i K 4T -
0.00358E 2% /UG H EAT ~ 0.003F B %EINEFELL ~ 0.0128 8 %
W ~ 0.0012EE%H B-51EEZ - 0.0035ERB%IEYER - 0.068E
B %I IRERS - 89.27TE E %MK~ 0.71EE %YM ~9.9E 2 %M Tween80 -
[0055) ZHADLSKTEMSH T » #AEHIEH R~ B%97.50m - BAE
T4k BB B A AN o 4N BF0.033 % 43 Btk » IS M B RIS
2 S T T 5 S B LA B R M L« B AE4°C B2 5 C 3 1 A B
100°CHIE A4/ NIGHIEART » R B A H E L A9 B R~ (7.0-7.50m)
TR R A/MER R BRENFECMARNSBES - H - £HE
G T B SIEA R HART » FERAT - \EHEAL RS EHELLHF(E
#1E 57 5l /0.34-0.38mg/mL ~ 0.03-0.04mg/mL&0.03-0.04mg/mL o [E]15E
S > R AEDH 2.0 ~ 3.5~ 6.0~ 6.8 %7451 ~ 2~ 4~ 6~ 12324/
RS > BEIELL - N\EHEL RS ELLAEE R A /N - 31
B £ Yt T AL AT BE R S B 4T 78% |

15 H - ££ 20 H(EHRIE)

105104228 Je 8Lk AG202 10831463670
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B HI3 : B EE(Pharmaceutical) J2 B EE4H & W) EEY Bl S B2 1T 5%

[0056) & @1 B EEEH S Y R B HI2 T B FHN A 2N
ZEYNEN S 2 R TE R M S — 3 — IR K Bl (Sprague-Dawley rat) g {5

[0057) H24E KRB (FTEKEFNETEEELFLH280gYIEE) D W
o BHAELR2E > —EHEZORGECER A (gavage)) @ TS —4HBESE
AR B4R TR v)) RS - EEEWE S > Faa BB E4AaE
R BELLRPARBRK > (FEEDAR O RGEESEFIRAES

[0058) EMFILFAVEEZEMHSGY)  REF2HNEEHEY GEHER
BN AEIR A (BB AR R RS TR EE - SR EAYL.43me/kgiIfn EALhFEHSE

BE(T o2 —IORBE) M E @ MEFEUEN14.3mg/kg i £ 4L 4
AR5 5E o 15 Lo B (BN S E TR T BT B8 E > RHIHELL R (lycopene)
LRI R AT H] S AEAE = 2 14.3mg/kgBG BB (14.3mg/kg BW)AYHI & -

[0059]) I R i {3 AE AT B il T B 48 PR K R R AR AR US4 - At A
HEMZBREV278 ~ SO - 10368 ~ 305988 ~ 1/NEF ~ 2/\BF ~ 4/0NF ~ 8
INBE ~ 247NBF ~ 48/NBE R T2/ NE o

[0060] ZE¥E) 12 HYIH I (5HE I 73 = A8 L= (non-compartmental
model) > EH%EE‘”WWmNonhn)?E@ RE(BEAT - LB
[ (Pharsight Co, Mountain View, CA, USA))HEFT o {35 FH ZE 431 Fe - R iy
& NEBRAUC) LI E Z R RRIER 2 FTA - R4L ~ - E4L ~ J\&EH
FARANGIMELLNEE - —LHMB JESELE Crax * Tmax © Btin
WAHHE » S-TiEAL ~ IE-HR4LL - NEHMELL R AN S ELLVEE EY

FAEGREATIAKEE
5 16 H > 3t 20 HERAHSE)

105104228 R AOZOZ 10831463670
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EEEVFIHE (%)=

(AUCw)Po / DoPo (FEHERIIEIE)

(AUCw)iv / Doiv (FEEHFFARA AT &)
[0061] P A& B & & £ A &% 51 53 #7r ¥ A% (Statistical Analysis

Software, SAS)#ETTEE B3 M K Bl 2 E i B 5 B (Duncan's multiple

range test) » GETEEM > P <0.05 -

x100%

[0062] =1 RAEE G 1(FLEERURL) B B B2 (B ) o B St 1Y o %

HEmEY e E -
%=1
R HEY %) ZEYE) 2

Tmax Cmax t1/2 AUC
(or8E) | (ng/ml) | (5788) | (0
ng/ml)
i E 4T 2.0£0.5 3.5+0.8 577463 733484

oy -
RRIRPY | g | JEFAEAL | 2004 1.620.3 630£85 | 48867
(1.43 INEIELL | 2.00.3 2.740.6 630£78 651+74

mg/k —
mfé)g hin R 4L 2.0£0.03 | 0.45£0.06 | 2310£246 | 530+49

A= 7 = F-
ABE | NEFHEEL | 2.020.6 | 0.27+0.05 | 17324198 | 177458
ORI | NEFOTEELL | 20204 | 0.28:0.03 | 1732+216 | 10736
fin L 4L 120£19 | 0.27£0.03 | 1732198 | 496+57

Ak
(14.3 B | \&EHn K4 | 60+12 0.06+0.01 | 1470126 | 209+24
mg/kg NEINEL | 120+18 0.13+0.02 | 2605£354 | 204+28
B ) HoE4L 240430 0.18+0.04 | 2018+326 | 503+68
FLEE | JUEHEELL | 12018 | 0.06£0.03 | 985+143 | 16623
B 17TH 320 H(EHSRAESE)
RHEL AczO2 10831463

Losi04228
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ol | NSO EEL | 240426 | 0.09+0.05 | 1386+196 | 76%15

[0063) FE—BIRIEEER] - FLEERRO TALHI SRR - 4R T
B R#J450 25805} ffipg/mL « 1E BBl E B - TR\ AL
Ve - Rp T AR T IEIR Ry &Y150 220057 fEpg/mL o 7E X — BRI E R f o -
BEGRRL N St AL HIEEY ) P - E e T 4R T TR Re%965 2 12043 8 ng/mL » £ 255
—BIRMEE G - HEIh R AL AYEEY R - R AR T TS Rs49450 2880053 8%
ng/mL o 7£ X 55— BURIEE TGS - 50\ S S ALV EEY R - R dh 4R T T
BR4T180 285405 Btng/mL « 15 XA — BRI BT » #EE N S EALHEEY)
AR HH R TN IR R 491802 7205 S pg/mL -

[0064] ik %82 B8l oy M HI I BB R =2 -

E)

B HEW D%y A= F FE %

o E&L 6.8

C1R et J\E S E4T 4.3

(14.3 NG RAL 3.1

mg/kg f5 HiE4LL 9.5

=) FLEESRL JUEHiE4T 9.4

NEHELL | 7.1

[0065] 28R > RIS Y LIRS ZE2 9120 ~ 60 52120457 6% >
M EAL ~ NG5 EEL K N G EALAYIEE MRS (Crax > ng/mL) 550.27 -
0.06}20.13pg/mL 1 2L BERCRI 4 & W09 T IR 45 28142240 ~ 120 524057 8 >
FEAL ~ JNE S ELL K S E Al EELAYCmax(pg/mL) £50.18 ~ 0.06 520.09 » F
AN R RN (AR & YA BN AR 4 & > BB Crax T
fEER BN RN AT -

18 H - £k 20 H(EUIETE)

LOBI04228 FeELEEE 20702 LOBRL46367-0
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(00661 %57 1R K B A &) » T 4T « \BFE B R AR
T AT HIAUC(5 fiipg/mL) 5496 ~ 2005204 » 17 B 7 [ BB 4 5. 9L B
BUSTAL A > FETRAT + /B AT RN A AT 1Y AUC(S B pg/mL)
503 ~ 166776 -

[0067) fEHUHEAH &M IR R B2 - 2RS40 » FELT - A&
AT B B F AR Con 3.5 + 1,652, Tng/mlL - £ 5L BEcH 48 & 1t
U PR HEAR 102 « 22508 FEEAT ~ J G AT BN B AT Conan 5
BI20.45  0.2750.28pg/mL - i B AE N TR R T - BRI
S A S I R AT ~ /G AL B U AT o 7,865 5.9
2 0.6 5 M 8 7 AR P R0 RO SLBEBIOHL A 257 -

[0068) AEIDLH: » ARECH RRNR AR R T BE B G &) - BRI T
HItAIE4H &I Ht 4L ~ J\E i ELL RS EAM ELLAIAUC(Sr #E ng/mL)#L
E(HRIEH203  311RS544) -

(00691 28T » 1L SEM) BUBIAR & 90 2 6 F 4L (B & FEATAY
B I 2R T ) /S T L R B T AT A R R PR 4
6.8+ 4.3 3.1% » 71T O M A B8 FLAERORT A 50 2 36 AT (R & 3 AT
P 2 R T S ) « R TR AT T 0 T L 2 R B {53
B9.5 9.ART.1% - FIBRBIEE &) - FUBERURAL & VIH B BRIy R o8
SET Y VAR o 2R T E AT - I M b R U
T LA S A B TR B e (R 6 ph B A 4 LR
S « 7 AN e R 7 5L B B o 7 T AT 2 W S T S Y

FEELL - (1.85% > 2 RBEERSA T i RLAERBRTHEVHHE - #HE
5 19 » 3% 20 E(HBREE)

105104228 TR RN AG202 10881463
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HEEAMEF | o BU%E K AT H;ﬁ?U 20104E3 H62(3) : 323-31((Faisal et al

“Bioavailability of solanorubin in the rat: the role of lymphatic transport.

J. Pharm. Pharmacol. 2010, Mar 62(3) 323-31))) «

[0070] ={EEF] - %%U$E§ZE&EZI§X¢FE§IFH&%Z e 1Y H AR HY
&FﬁﬁﬁZ%%ﬁW@%ﬁélﬁtﬁA{’E%%% °

[0071]) A+ EA AT MMEGERED > 7T EHREHNBETI
BIELT R 2 B BB » BT st g 1b)§2ﬂ“ﬁ$&ﬂﬁ$ﬁ%%&2’§§*%é’]a‘*‘
e I K fﬁﬁﬁﬁﬁé’ﬁﬂ IR 6 R 7 25 7 A S B U A B R R |
BN AEENSEREE

(oA ]

[0072] 4

5520 H > 25 20 H(EIHRHIH)

105104228 FHRNE 20202 LO8RLAGEE7-0
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[ 28 4%% )] PHARMACEUTICAL COMPOSITIONS OF

BERG)

CAROTENOID

(2]

AT A & AL RO R B B R VB B2 &) - ARSI
BEMERERET R  BIFE KM ER I A AR A 45 220V B 2240 &
Y - BEEH SYINBHHEGRVEDAAEESE R BEHEHHAET ENE
VIFHEES -

€39

The present invention provides pharmaceutical. compositions
comprising a chylomicron and a carotenoid. The present invention also
provides pharmaceutical compositions comprising a micelle and a
carotenoid, suspended in an aqueous solution and suitable for intravenous
administration. The bioavailability of the carotenoid of the
pharmaceutical composition is higher relat1ve to the b1oava11ab111ty of

free carotenoid.

(fEeRE]
[REEREZFFREERRAA] 4 -
(e EEE20]) 4%

F1HE - &1 HEHD
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vo¥a 5 r2ty

) o
y Y

e %
oy A
H 14
Jnp ey 2

i

. S P—

=
IR

Hrngiorsiy aimer

[%15E])

(55215 ]

[(55377]

(554351

(55531

(5675 ]

[5£77E]

[581H]

[597H]

LOBIQ4228

J [0 HA 5 S ]
—EREAELY  Bh

(a)— FLBE SR - B0 & =0 H R B R M E R — B &
ST 75 95 B RO H0 R B A YR = B -
0.1 % 15 EE %I EEME YR 0.1 F 3 EE%
BB A S TREYEE | MR

(b)IHEH A E -

a1 EFIRES | E S R A H R
2 0.1%E 1.5 EFEE2%NEZEYELE - )

M EEFRES | EL Y B A > HE— S a5
8 [ E T F S — AR Y A -

=
W RIS 3 AT BEE A o H s A

R ZWBE R RERE -

WHGFEMFEES | Hprn BEEEEY) - Hd =FKHEE#
BEE KM - B -~ SERORFR - BEFE - B - 255
FrH R EEE -

WEFFFEAFEES 1 HATlr BEEEaY) - EfuhshEE ol
ik Hie S Tiste He B HE gt

WHFHENEES | Hpri BEEH Y > HhHREEERR
BHEER -

WHFEEANEES | HraZ BEEHaY) - HPBHHEERHG
BEMEL - NGEIEL - NG ELLREHESE -

WA FBEMNGEESE 8 Wl s BEEHEY) > K 1-10 EE%HY
5 1H > 3t 2 EE YT URIHIE)

FHASY AOZO2 10831463670
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BEE SR EA > 0.1-15 EE%IELEE YR\ ST
40> 0.1-15 ERGBHASWEANEHEL -

(1075 ) WHFEEFFHESE O EMA s BEELaY > Hf 4-5FZ%H
B A RFEA - 0.1-1 BR%NEIEAANE  SHEL
0.1-1 EERNEBEHSYENEINEEL -

[(F113H] WHRFBENEES | HTik > BEE &Y » 2oz AL BERURL Y
B E 75 % 450nm -

(551238 ) H0H S5 BRI 4B 8 Tl B8 &) » Hooh i RAT Ay 25
- R 4% TR Ay 450 % 580 474 pg/mL -

[(551315] MHFEFERES 8 Hirl 2 BEHEY) » K /NG E4LHY

<,

BRY) R E-RrE &R P EAR A 150 2 200 538 pg/mL e
(551435 ] MHFEFERES 8 Hirlk 2 BEH &Y KPR A NEMELLH
RV R - I AR N EBR By 65 2 120 0§ pg/mlL e
(ZB15TH]) WERFEMEES | HpTk 2 B0 &Y KB EEE

& B B TE R FLEEHYORL T -

t

sy

F2H > L2 REARFENEE)

105104728 PR AO202 LOBZL4E367-0
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