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Abstract

As a nature antioxidant and an important conferment involved in the metabolism, ascorbic acid is
commonly used and has gained immense attention recently for its targeting ability. In the present
article, we reviewed and summarized relevant research that investigated the potential of ascorbic
acid and its derivatives to act as targeting ligand while being modified into prodrug and drug de-
livery carrier, and we look forward to providing the proper construction of targeting drug delivery
system with new prospective and methods.
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1. 3]

NERZEDRI ARG Z5YAR S ECR AR SR i B, A2 50K 290 PR o 3R 4T & BB A,
THRHET 2. BEE X > AW A AR 2 R e S IS AR R AR, L 25 R AR 0 (T VR G
LY BAYE T, AR R AR AL U2y /1S B R, W] DUSE S O FE A 1) H AR 4141
HEE R[] FIHATZ B B, MRAE N RIS, Bk B R [ 258K, R ATiA
BRI RN SRR LB I H 1[2].

R CRARE ML FTEFRRL —, XAHUIA MK (Ascorbic acid, AA). 4EAZ C LA AT [F] I
VERRAMG SR AL, AR LR 2, e SRR A AR Big . skl Aeaie S5 5m
BR8] MAMNAAR AR AR, A2, BB R TR 258 SRR R Bt b . AR
BN YEE R C REATEMAELGIE . ARSI B BB HEATBER, DA & BEBOHH L 254 7 1
St BRI

2. HEE R C AR ITHLF]

derE 3 CAH L-AUA D-BW Rl il i, (N -2 B A BT RE, Ok J5 28 (AA) ARG S (I D TA IR
DHA)#BE A A BTG . WAL Al iR R C KEMMAFRMEBIAEA: W-4E R ILFKIEEA
(SVCTs) K & 5512 B 1(GLUTs). H SVCTs 5 5iJiM4iA K C(AA)SE A, il Eahia it Hik
EEYMIA; T GLUTSs M 5 584k B4 2 C(DHA)SE &, it Sk 3 B Iy sREk A 4i i .

SVCTs Kb EH, HMFEREmS, BAWMARIA SVCT1 5 SVCT2, B FH AL
BEARA SR FAEWEMES . SVCTL RENAALEEE . /ANg. BN bR, @i hak
W N BRSO AR R C, dERENAR N ARS 5P AT, SVCT2 T EAE N R4 L RIA,
MR EVRAIR. SORAAESE, FESMERM . RE . HUIERE, RIPRIFHS G2
i i[4] [5].

GLUTs A4t s &8k pr e 20, B Al ORI # & S is A 14 Mk, 0I5 E
I 4 9 GLUT1-GLUT12, GLUT14 f1 HMITL, ‘eA1H50 4 B A 4UMAn i s =k . GLUTL 1 &
G3 AT T L1200 B I e R, X6 T AR IR AR RE IR AR AR i B A B SCEVE A s GLUT3 WU = 2243 A7 T4
2o b, TR N ZH 2340 i TR i i AR s B 2 o . HETIA A GLUTL Ml GLUTS3 J2 HiE fixi 4 24
HIEFER R R oot iR s Rk . BiEFU R I GLUTS 7EK 22 B R 4 i rh s 300K, 3K 2 R i 4 B P AR 4 i
JEE IR A WE AR B SR, DA A2 6 26 W e BRI R I A A 6] [7] [8]

R YR 2 C(AA) LUK I S PTR MLR (DHA) 7E A Py 55 32 R SR L i) 4 P 1.

][l


http://creativecommons.org/licenses/by/4.0/

EIR 4

Cell
swelling

oz
AA t )
VSOAC

AA

AA

hetero-exchange homo-exchange

Glu (brain) B -
I Gap junction
1)
| AA |

Figure 1. Vitamin C transport and efflux across cell plasma membrane [5]
B 1. #5%& C RESMIRIERE RN SR EUEE[5]

3. #HEER C EHYEEMHP RN A

EIFAYEER C X ARG R, T2 T3 5,6 (Rt B, AR a gl 2.

R BIR R T — EL A R 2 S A, 3 S DR D i 5 e (1] 3) PRI AE (6 45 25 032t N A AR 22 1)
R, P25 T R AR I B R 0 i 2 2R K% i YR T R P R ek Sy, 2
A B LA N B S R PRI A 22 5 20 B P R, X 4 v AR P 48 R G N PR ) A e AT L
FYIBGENAT AR EE A E 9]

HARKIR YT AW T AR B O JUEAL. BUA. IREFRARIE PN RARTER LRSS A2
RIETUR S y- 2 T HRZAR(GABA ARG HUiieE-tE. Manfredini S.i% M HAERMEZH: 7-
ARIRIR (AR TEFPESE D)« WRNE R (GABA S ARIMNHIF) 220 — WL UG IR IS (BUAAL 7)), A HI4E
AR C LHATAEM(CR I 20 3 A AT 3 e AR 2 S B xR 25 W) EAT i 2548 . e 3 4R A 2452
ISR I, AT 252 e 0 254 B A A i 5 e X e 77, AT 2 B0 A Bt T D s At Bk £ DR A - 3 —
AR YEA R C RTAWE BT 26 77 54 g i ot fo B e, A48 2524111

R ARPLR G BIEAIRS BESF. B84 DA, HA TR RGO T 2451, mIL
BEAR B RS, I, DRI 32 50 o (HLER T MU B B (R A9 A, ATi ST iB L R /1B, IR ENRT
WEZZ5Y), 8% TR B ORRIE ), XRE ™ H A B B IE A RN Je bk, AT b B LA Ak
it PRIIFEAE ARSI T U N . Tang L 58 AXS AR SR TR 25 EATRT 251810, & LT iR
B, 2B G AOHT 2K MR In . AR T BES vy i BRed ik A A 0. W] DU T I B IR T
s WA R KA BRI PR 95 BT /R 2R ERIE S [12]. Zhao Y S5 ANAF 4R 3% C XA s SRk AT 18, &
AT ST 2, B RS M BE R RE 0, EBEST 2ia, AR FRIG A REREOLT, BT
B, AT ST/ ORI AR B 2R = [18]. R F RS NE 484K C AT 5 fnfe
SEXSATIS ST BAT AU 281, AR A S, i D IS AR JE AT 2 A S (I e R, i A A
SRR A BB F PRI [14] . ZEFYSE B I A 2 & AT % 25-C6-O- PR MR AT 25, ] MDCK-MDR1 #Hjifg
PR RSO AL A 5 e, BRI A (T 25 5 IR 20 A LU BAT R R B R R . N R N 2y
ATSEIRA A2 E AT WY (IS [ VE[15] 210 J (A9 25 B 26 48 100 g ot o i) e dz dn ) 4
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Laras Y 7E 5256 % & BB A0S ME IO IR YR thiazolamide ATZEYD, %00 BK T 1% p-23- 34 B BT R
IRUEERIE R ELIEAR SR NIR y IR A )iE 1 o 3E— 54l 4k & C MM ATAE MDA T A 2451540,
ot AT A0 o B 3 3o 6 00 5 s A PR R IR S 60 3 FH 8 A U i 24 T DU S (B A, KKK
LA St gk, R YEA R C AR BRI — @ R ER, T DA HTA MRS, ki G
2455%[16].

WEIBFEENEA FDA Lk E A S FIZY, FT HIV IRIT, Jr80es, EEHRKEE.
BBV R DB, ™ 5 R I R (6 . Shuanghui Luo 25 Nt & b B F4eE R C
&V, SEhEEE C B E iE R gEMY SVCTL Bk, FI45 I e 40 il (Caco-2) 5 R & b B 4H i
(MDCK-MDRL) & i i, BT ieLs . SWEMFERLGMML, WENFHEAER C e
WEA—RHME S KEERERR, SAWREGEN LRI, DEEHREREtRs, 490
R AR 5 A= 4 ) 1 5 171

Manfredini S 2 BB FE— B R, &5t 6 A iREURIB I 4ELE = C(BrAA), S R&BM4EA:
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Figure 2. Tageted prodrug structural
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Figure 3. The two main barriers in the CNS: blood-brain barrier (a) and blood
cerebrospinal fluid barrier (b) [10]
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Figure 4. Distribution, sequential metabolism and brain “lock-in” pathways of prodrug [11]

Bl 4. 45 F C 1B IR T ER R AT 2 7R IAK 5 P& AV EE B MBI [11]

# C(AAHLL, 5 SVCT2 k4 &g J1 5. HFAKBIRIGYT 259 WRIE 2R 254 (3 B H - FHUiim 96 77)
WEIK S 259 (AT FH T iR RX i SR AT MR AR (VA T, o A B i ik I i e B R 180 2, 18 1 BrAA X it 4T
R 218, RRHATBINE MR, TUELFRYS SVCT2 Z2kgsG, HENTRX, dEim 25 i 16
JTROR. RN, 52 AABHKIRTZ5MEL, 2 BrAA BRI 25 5 SVCT2 45468/ 51[18]. Dalpiaz A
FNFFEZRIR IR, 20t 6 ALREIEIHI4EA 3 C(BrAA), HREBMM4ELEZR CAAMLL, HA
MRS ¢4 25 b R A0 B (HRPE)4E i | SVCT2 24k BAA B 4T (45 & 58 J1[19]. Corpe 58 A&id SVCT b/
BRIGIUE, 6-Br-6-i A buIR MR AT LA SVCTs 454, Joikidid GLUTs IR iE N 4i i [20].

4. EEREHPBFERISHEPRONR

FIHYEAE 2 C X YUREAARIATAEM, & RYIKER 6-VC-PEG-PE,  7E 11 28 it I 8 200 i Hh 1 245 W 8k
R PR SRR, R4EER CRBIMMAKEMR A RIS T, 4E4ER C & —Fh REFIEEm w5, W]
DA 67 8k 250 T G ) NS, R 2R 3 C B AN KR 24 R G AE IR T M e s b B AR g 1) B
A [21].

A beh 8 N el FH 20 bR 3 A4 5 10 Bt S ORI R DHA X 58 4 1 3 (PEG-pLys-pPhe) 3 I 45 AT 15117
4 1 pPhe-pLys-PEG-DHA (4] 5). % F A7 ittt e M AR A B 2450 . 3 R FH ORIl g 25w DAGH it 4 ffa s |
4 PR s R O s NG IR I RETE, BABA S I 24 e R S Vi S L 2 4 R L S 2 IR FE
Ehem, BAWHEMEERIER, RN AT I R S YA R R B A ] [21] .

W@ A i DHAA-PEG-pLys-pPhe si7r Ak, B 4130 sk A B 2 = PR A, R i Budp i
R (DAHH) AT Ld i 7 2 B i 18 & GLUT g N4HA, FIA GLUTL 178 i 4H Mo 58 i K &2 3808 IR
22T 1) i R RT3 ) (R 4 P JH e i B B e R P, [ B 8 B o 20T e 4 R R A 1 T [22]
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[#] 5. pPhe-pLys-PEG-DHA B3R £5#4[20]

WRIEFI e 2 C KV rE, BLEOG SVCT2 R i A & M AE AR 3R C IR RIS N B AR 1 PR
PEZGIERAR, 2 S BRI/ T2 B I i B B B IA R, LUVRTT I i[23]. A a2
TRAP-2ELE 3R C NIRRT/ R B [(IH [F K -2- £, 58 35E) ] P M T i 7 0 R T it /K P B B S P v 70 T A
EAMEVEVIRA YRR TR HAMN-RER M, #ZiaeinR24]. (BRI Rt RRE, 44 % C Bt
S5 TR 24 5 EAR AR T B 5 S ) R . Keesinger 25 AA# I 4E42 2 C X By BT 251800, &1 5 1Y
RIZPEBIANERE , FE SR T LN S P ks (IR Y . R Caco-2 4, BL4Ul 5 i, HEATHTZ
ISt NI R 5, 45 SRR IART 259> T CikiE T Caco-2 AL, Z% 0254 A ¥Rk N 40 A B
J1, STIREAYEYRIHELHBER225].. THFET A RREAR-R-K4EE R C HHREE
(PLA-block-AAA) HsEER BUR G, ZREWITT B A3 P A e MPURIEIRIR R . 7TER AV R e
) P SEIS A 7, PLA-block-PAAA 1R B B H Bl s i S5 I8 C6 At ke S PSR A PR 5T, UF BH Rt
ANEA R A PE[26]

5 GRS RE

R CIEANRLTRIVE R, RIRTERE, HAA BRI, JURTE. 20 A #3525 D0 RE
I PR _EAH BO T 2 R SRR BOR 16T  4EE 3 C #iafk SVCTs 5 GLUTs (A & 45 (L0 A iz,
HYEAE R C AR TE Y s 2 AR AT LB I, — @ RRE BT UR KRR B UL & . B4
MaEtE, JF HELRPERLF, 7RI YT NSO LU AR 25 W A WA RE DT T B T S A RSt SR T
AR SO T 3 > A2 1 e 2 A A B W B e R, X BRI B e i 2R E
PER 22, SRR 5, BRI RHER PESRAF LT, 4E4E R C IS 2T BIBOR, S5 AR E
EREL PR SR G . BRI, 25% TARE AR NMNR4EAE 3K C B MRS T 7T, Haia REs isE
MIgErEZR C MR AT 25 KL 29 WiA, B iRUEZEZR C B MR e B2 25 U b i) 22 e
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