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Application of Cyclodextrin and Its Derivatives
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Abstract Cyclodextrins are the general term for a series of cyclic oligosaccharides connected by a-1,4 gly-
cosidic bonds with a conical, hollow and cylindrical three-dimensional-ring structure. It has the advantages
of good thermal stability and easy modification of the structure, and has shown great application prospects
in the fields of food and medicine. Cyclodextrins have become one of the research hotspots in the field of
pharmaceutical preparations because of its strong drug loading capacity and easy modification of its struc-
ture. In this paper, the molecular structure, research status and application of cyclodextrins and their de-
rivatives in pharmaceutical preparation are summarized and reviewed. Finally. some views about the devel-
opment prospect of cyclodextrins in pharmaceutical field was pointed out.
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IR (Cyclodextrins, i FR CDs) J&H a- 1,4 WHH B 4 19— R 9 FOARAR OB A0 BOFR . & R HLHE e 7E
PRAIR 81 450 B 5 B AR Al R AT D AR R A2 B, 38 % &5 AT 6-12 4> D-mb i o 49 Bl F 00, 1 o e BN ES W)
il 790 v A — o SR, CDs B il 8 i 00 AR o) TG S0, SR i T R AR R MIRG 45 44 i —
BRI T CDs 7E 2550 2 F AL . F AT - L5 BRADRT I 177 22 1 - IOMIRT 185 57 22 9  BF B S0 BIDRY . 200K 22 16 2R
B 5 0> TR PORIRE 4 A D BE S P SO SRR S5 7R P 0 5 22 BRI BOHAT A Wi s o i . 0
ARSK AR5l T B B A RRE IR AR WM R AN R S B R B BT e B A A IR R [ A AR
W 1A 00 25 ) 5 PRORRS 2 5 W LTI 3 T8O 9 K BORE 258 25 25 R T, 90 58 1 BRI B LA A 0 7 24 511
N o

1 ERRIRS B JLAiT

98 % B0 SRMIRG 43 7 1 R0 A ELA = 4B 2 B K 1 28 s T A0 LA S8 K X KR B
M6 BB E T Al . [RIF . CDs sk P N 18 W] LUALG 259 . - B 6% %t 24 9
T iz i, BRI A o 2 Jm 9 0 745 4% 7. H i, «CDLB-CD #l v-CD OH .

/ H
(0]

BRI Z 8 CDs(E 1), Hi.o-CD L& /N, Z H FaEE /N 13t

P15 7-CD 37 LB R T & MO AS 5 5 B-CD fLAR /N M, M A% A, 1HL LA

OH H
VAR WO VE IR AR T B-CD B REFE ™ . N T 5 IR TR 4R TR MG 45 b B — 1 ka1
] P AN RHIT T 2 3 ok 25 M B 4 R T K ik CDs A 2B W, AT ML 3% 7 4R & I
%%%?E{J ﬁE . ¥E: n=6,0-CD;n=17,B-CD;n=8,y-CD
Y . 1 «CD.B-CD fil v-CD
2 IRRIRT B AT 2 O AE 25 Bl 300 vb 0% F oS 30 g A

2.1 B2 B 0 i R R

50 X VA 2 0 VS A R R YT 2 I R, R AR 2 ) 2 T 1Y e R
o B AL S . HAT.RHIF TAEE IF & T B 78 38 XE v vk 25 s itk i 2 RO vk b R AW L BE IR
AR Mm% TR R, o T CDs 251k R G AL T IR E A,

W R R BN A 2 FH RS, R IR B BT R R R MR R O OB = A A TR AL E R
(BAs), BAs HILHLR BUME s i itk miz 8] 7z e o i, 2B -ER- 7L E IR (AKBA) &
— B FL A i b R R L R LT S-SR A A VR NI B R BT i . SR R 2E Y AR
PRI EEBRH T AKBA (1™, AKBA J&F BCS IV 546457 . K% 1 2% F i 18 38 35 v 2% 2 s i A=
PRI 2 2 . Amruta BTN BF5E 1 ol BRBRT A0 & V0 18 180K 23 809 (PXM SD) X AKBA % fift
JER R . BESCIE I, AKBA 718 pH H T % 1 3 S AE AT 2 TR . B CD & 5 Wi R
R IR 850 L b . MRS KU B S B 92 50 o, AR G A B HP-B-CD BL A9 (1: D X AKBA 19 /i
WA iy LAt CD B 19 i a8 W Ui kg 5 9.1 fi5

RSB F W ARG A B T8 S P B B U R RS B lE, Volkova BB JF 2 T 3580 4G
Xt B = SR LR AU L1730 A AR R A L A SR I R R PR RORS 0 A A R T DA L-173 1
WARPE, 24 HP--CD ¥4 0.086 mol » kg™ "B, L-173 BIEME7E pH 2.0 G E WO RHEE T 29 4% 18
pH 7.4 (B I 42 8 T 3216 4%, 7E DM-B-CD 4 0.034 mol « kg ™" MR v v W vh o L7 il BB Ao 4 11 4
T 30 fE M 15755 £ BRAR . ange 17 iR FEARHEIR E 298 KL pH fE2h 2.0 M1 7.4 B}, DM-B-CD Y 45 A 4k
FRCE) B8 9.011 %1 6.603 % , HBEJR HUAE A0 510 1:12 F0 1:16, A& PEAFIE 09 25 SR R W e M A
H1,B-CD 1 HP-B-CD Bt & 4 B Fa 58 3 B0 25 A8 K, i DM-3-CD #9758 & % 80k HP-3-CD 19 2 f%5 L) k. & T
WEFE A 0T B34 75 M 53 BT - DM-B-CD Bl IA & = e e Hi B 2 DI L-173 B s A 3G 511
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x1 ARBEMEAT,E pH 2.0 # pH 7.4 W ik + L-173 3¢ 3-CD, HP-3-CD,DM-3-CD & &% % (CE),
KATH(KE)MERE (L-173:CD)M

T/K CE/% K& /kg +« mol™! Molar Ratio(1.-173 : CD)
pH 2.0 pH 7.4 pH 2.0 pH 7.4 pH 2.0 pH 7.4
298.15 3.916 0.146 335416 9211466 1:26 1:685
3-CD 303.15 4.127 0.153 324417 89144422 1:25 1: 654
308.15 4.358 0.155 318415 8643+419 1:23 1: 646
315.15 4.701 0.166 309416 8424427 1:22 1:603
298.15 2.975 0.559 255414 n.a. 1:34 1:179
303.15 3.641 0.695 286+ 14 n.a. 1:28 1: 144
HP-g-CD
308.15 4.195 0.783 306+14 n.a. 1:24 1:128
315.15 5.171 0.913 340421 n.a. 1:20 1:110
298.15 9.011 6.603 772434 n.a. 1:12 1:16
303.15 10.501 7.353 824450 n.a. 1:10 1:14
DM-B-CD
308.15 12.957 9.334 945447 n.a. 1:8 1:11
315.15 15.368 10.846 1010463 n.a. 1:7 1:10

22 PBRSHY

B[ 7 38 5 2 367 11 B PR 4liyi 200 5 (HSV-2) SR YL I & bR i 259 . SR, ol F Pl 5 3% 35 723097 34
T B RAIL T BRI A 45 2557 . Manuela B ATF & T — Fl ph 6l T S5 Bk-B- 0 W1RS 1& 1 1) 490 K Tk 7 284 il
FUUS L TR IE E R ek L LR S LU IR . 45 SRR LA B 9K IR S AR 2R 400 nm, HL
FeqhiA E LA, WA 20 TR B I S B A R A B R AN KB TR (LR 97 V) L I Bl ) 28 1 R
. 20 AR R S I A5 A S 50 B BT I T3 AR B S TE G KR T G BT 3 5 3R I B O i P B TR
e 335 B 40 DK VR AL L PR A0 S PR 24 0 L T 2 0 1 A PR VR R R B

-©- ACV-loaded NDs 100
-8 ACV-SBE-B-CD 90
1004 80
3 g 70
2 3 60
2 8 50 —=—Formula [
; 40 ——Formula II
O 30 ——Formula III
f\c 20 Formula [V
’ ——Formula V
10 ——Formula VI
T T T T T T HH—_—
0 1 2 3 4 5 6 0 60 120180 240 300360 420 480 540 600 660 720
time/hours Time/min
B2 BG4 ACY iy NDs 51 5 BRI AE G547 JTRE AL TR B (1, /o) ) 2 B K
R i 2h Jy o) WiAE 37°C I 1) CBZ i i dh 2

R PE - (CBZ) A& — Fh U AP0 R RS #h 25 25l % sl D IRGE R 4 25 . CBZ J& + BCSTI 241k
B FLARVA A Pk R 98 05 Tk R a5 5 3K CBZ 5 M0 B 25 2 . DR/ XU B T30 2 6 T LA JRi Bsf i) P PRk 88 il
2535 BAR YT RCR L R, 8 R ] R RE TR YT SR R e B 45 25 . Conceicao FIBR il & T —Fh 3
JKAAE B KA B R 245 B0 U2 3 5 12 R 300 AT LA DA a3 4 24 ) 00 DR /48 BURR R IR 8 . 8 TN BB M
K (HP-B-CD) R P B2 h i 45 & 57 L BE-B- SRS (TA-B-CD) W E R Z h B . S 45 RUEH T
P /18 5 SUAH BRI R G i v A7 1 a0 & 37 fir R, HP-B-CD/CBZ {0 & 11 5 32 1 ¥2 T 3k 2 4 25 40 76 Pl ok B
JZ A R SCBLET 30-45 min PREEVE L T XUZ R B Z T TA-B-CD E R 45 8 5 5 25 W Bl 4 K &2
720 min,
2.3 RSP EN

AR, A GOK ORI (PNP) BB 2 & (R T 5 1R 1 [ N A0 2% 3 A 0 58 48R 12 LA 345y 3 1)
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U B R 2 W AR E I L B B AR R IR G IR ST ROR . PNP R CDs 212 A9 /8 43 AT LATE i A 9 8 i
T 25 s R R a8 =, 25T LLdad CDs 15 209 K J5URE 3 1T f) B 3 [v) 5 24 0] 94 K 80K 1 38 5 9 %
LU S R WA RERA XS5 2 PNP H . i TIHZH 5 T84 . KR IR L LA A4 W) fig g AR
AL EERB RS B,

L CDs 5 5 W IF 1 42 09 3k B 7 4% Lucio KR 3500 il £ 1 — ol 2R OR) -5 2 I8F 499 oK J80RL (NP-
HP) . BFFEA R R 9 K UKL B A Y 6 00 380 2 BB 7E 5L 10001 W v AT 7 2 10 25 W R T I P 47 i
/) s Ghera U0 SR TGOR ULTERAR  IF & T 8 A BTH I $ B PIRME o CD QUKL . BT 5245 R R B, T i 4
£ 2 A R AR A2 VR4, IF B 15 SL BT BT E 9% 5 ELJLT- AT W df i e R

90
*
80
1004 SGF SIF (d)
pH12 | pH6.8 ‘ 70
] =
< 80 g 60
3 g
% 60 § 50
) &40
m ] =
R S 30
201 20
N y 10
0o 1 2 3 4 5 6 71 8 i
Time/hours CS-(6-O-Capro-B-CD) PEI-(6-O-Capro-p-CD)  Poly-p-CD-C6
Bl 4 GB(a) .NP(b) .NP-B(c) .NP-HP(d) {E R ] M Lactone Form M Carboxylate Form @ Total CPT
¥ (SGF) RSB0 3 (STF) v iy i il 221 Bl 5 ARE P CPT S0k A i B2 iy ik o)
2.4 WM

PROMIRE 25038 3% 2R G0 RE S K 25 0 A R B & R A 4L, T & HE BT R B Th RS, B g v R
(CRO) 2 5 My 18 s DL i Wt b 9 o JHC 2 0 258 R 8 258 A6 V1 A 22 0 0 M b g mh ASCOR 1 5 i 20800 R D R
98 . BRI (CPT) J& — P ELAG 40 +b 5 44 Bl 300 ) 36 M r Be g 254 . Forb , CPT A 9 Fh AS 7] 1) A7 76 T 5
BT P P RAR R 1 A N R 3K 24 4 A 0T LS e A B RS O e B B TR A . AR, CPT 7 Bl M A B BR
Bh B A BRI EE A A pH AR R AT 36§ SO R ROR BRI, BEPERS . A AL 58 1) 25 1%
RS AR 2 R G5 (NDPs) T DG 8 %] b A S5 80 R /0N 0 3 T4 4 1) R s ok 4t o 2 24 8 ) L 3R B B
T B4 A0 i) R, 38 B A T AR L RV A R RO T NPs 7E U T B ) A AR Ry
PR FIRIRE FIANOK 20245 R G0 A0 SR M 2 T R G AR 25 W1 i Rk BE XA 7 45 s R LA T W e i I FH (A

FEXT CPT B ARG M [ AT, Sedat AT BA-) FH P Rl AN [v] fr 4 2 14 20 RB0RG ) 4% 17 22 1 SR RDRS 1 PH 2 1
RASRL (NPs) . I T CRC MIRYT . BFSE 45 R W . 7 4805 W08 94 KR 0] DL 3k g Rl B (GTTD) {47 CP T,
FERN W 2 AL O o X AR LA AL R TR YT . [RIEE R R AN RE S 86 L 3k CPT Y Poly-B-CD-C6
NPs £ T 0L 5 0 68 R 5% s, DISEHLE g pH A AUE G B (o0 $8 4% . SR 52 % 1) IR E
3 CPT ATy Hi A% 32 B 455 40 2%

%2 1L0.20 mg - kg ' IR B9FI B8 B E S IR.PEG-CD/IR,TI/IR, TI-CD/IR # LI-CD/IR J& B #0113 i g AUC,, [

AUC«)»Zh
Treatment
Plasma/(ng * min * mL™!) Brain/(ng * min « g~ ')
IR 27.0119.5 1351.04108.1
PEG-CD/IR 175.7426.3* 2221.44+629.7
T{/IR 236.54+16.4" " 3133.74+615.0"
T{-CD/IR 341.3+62.2% " 4761.24295.47 %
Li-CD/IR 350.7£52.5% %" 9338.34+621.0" " "=

i 57 5 (BBB) B T A 22 B2 9 1) K ) e B R 6 . Ye S5 N0 JF 2R T — Tl i L i) 140 2R 44 oK 24
Yyib ik ZGEIFARONRIAR N BEAT T TSE . DAFLAREE 11 (LD S il B0 1a) S A4, OF 38 i S XU E SR & 1 (PEG)
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454 NHS-PEG-MAL 5 B-CD W5, 155 L ECAY B-2RMIKE (LI-CD) . DL ZI Ao ek} IR-775 Ak
(TR WE M MV T 25 Wy B B RUAL &8 L sl il 4 7 3% IR 19 LI-CD 44Kk 1 (LI-CD/IR) , Hifu B 5 3k 98.1
+4.8% . EIKA A E A KM /DR IPAS LEECD/IR Y o A MR ah 124, L %W, LI-CD/IR
BERAS T IR M BBB WiE8F. 5 IR AT, LI-CD/IR ZEHE S 90 min J&F . IR 78 KM v i 5% B i
BT 6.8 fF. BLAh. angk 2 R il LECD/IR BIAYT B IR 19 AUC,., b IR IBI7 & 7 fif.
2.5 BEvady vk R m g

K 2 T 0 IV B T CA DD J& — F IR B 5 20 1) A0 ok 28 71 03 e 83 6 » 380 2ok Aol Jge b ARG 0T 4 il oy JIK 2 TR ok
EL DRIE 358 43 Sz A 98 100 78 9 S R, BT 5 2 ek g 4 i A 2 72007, DR ADT FE 0 1 ELA TR Y T R R
H2 AN R ETE 2 AR R BRSSO 2 L BR B T ADI ZE IR IR b i ™, BB 2 B2 AR K (TPGS)
S — Pl A i 25 R AR R 25k Oy i N )iz A A A il T — B gk ADI ) TPGS-CDs
JIR ST AN KR CACLND  F 58 % 38 ACLN & 45 17 B 19 il 0 M A0 A o 24 sl 2% . 3k 39 BT /R, ACLN [
AUC 155 50 ~MRT (165 1~ Conx 2351 M 57 B5 B ADI B9 3.81.2.69.1.59 £, ACLN A0 XF 4= ¥ F) B &y 381.
42% . TERGEHRE S pH T, ACLN MEE G PEHE & T 20 1.35 M1 1.3 £i5 . X R BP¥ ADI 3% %] ACLN 1, 1] LA
HH 0 42 v ADI A BTG 1 AR 0 R B

%3 BIKATE ADIA ACLN MIEERESEBERH NESH

Parameter ADI ACLN
AUC (168 1 /(mU « L7« h™1) 8390.46+925.55 32003.54741350.01
AUC -y /(mL « L71 « h™1) 8724.04+818.38 33242.504+1943.86
MRT (o168 - 1y /h 9.19+2.31 24.71+2.28
MRT (- /h 11.454+1.55 34.40+8.53
Thax/h 1.002+0.00 3.0040.63
Ciax/(mU « L™H) 838.55+102.38 1336.58+81.78

2.6 1R ol AN KL o

P ZRR T R S LA R R 0 B TR R R T TR BB T G e RS D) R g B R R R R BUR YT
ORI 2SS, BN RAR S5 V600 &b 1Y 22 %1% / 7 & R W i BRAF (15 40-70 YO 1 ¥, T 8 22 24
WAL FOE (MAPKO 4L PE 0% T 5 i g i g g . Bt 4 K& R R4 1 B iaE
FIRIT RO E R X e AT it BRI T AR A R A ORI S AN AL T, Harman(HAR) J& —Ff K 4R
) B-carboline A= Y0k , Ifi K b 22 FHF Ak o 28 R GE 0 R . 040k, B B P i e, HAR 28 17T 2
KE. Ferraz BN A5 T HAR 5 8-CD A9 B-CD-HAR X 5¢ 48 B (5 2290 41 Il (A2058 4L 5)
MY REE . TSRS R R . B-CD-HAR @92 30 il ¥ & (1C; ) 24 23.36£5.02 pM,HAR 1Y IC; {H A 83.42
£26.10 pM,FEHW] HAR 5 B-CD MY 255 1E RIS i 1 2459 % 28 €5 32080 40 0 28 i s A

BTk e CAF A & FDA HEUERY pan-ErbB MVl 5 A1 C M p-Bli 82 9 (P-gp) I B L 25 & ErbB
7 A P 200 L PN T T R 6 ) S P L SR AS T 3 A 8 A ST A R [ R RN SR R T RIR AR SR R
SN B M AR A R T, (B, T N B 2 VIR AR YR R AR L 30 D) B R — B
B C 7 R B2 i 25 W O W e, FROMIRS AT LGB 3 A T P-gp A R B B AN R (I AFAD SR 3 5k 0B B E
Vineela P A" 38 i AH V5 A B2 00 98 0 20 F B AL BE R L 0 3 1R - B WS B 4k T 2 18k 437 2 ) (SBE-B-CD) , i 2
il 8 T BT e - R MRS A0 5 9 (AFA-CD) . 26 45 5 7R . AFA-CD 1T LA 53 25 97 306 1 . [6) i 3k 2> P-gp 9
HNHE L DT A 35 25 W0 7E B B B B a2 . An e 60 TR . AFA-CD X AS [ Bl 45 (4 #3859 Caco-2 . MCF7,
SW620/AD300 LA K KB-C2 40 ifd 5 1) 35 M 500 b 25 14 38, 1Cs fE AT BT BEAK, R AFA-CD f &1k, 308
Z 10 AFA TE40 N R R, i il 2 4 0 B 3 s i 40 I B

3 DELpEy

3.1 BERFRER
H A FORRS M H A AR W 6 0 R 5 E 3 M 25 0 0 500 69 45 S A5 L O B BUS T 240 S IO 58 iR . CDs
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M T A B A5 R T B AR, Do B 45 2 R0 SR A T — R BN REOL R AR TRl DR B I R AL T T

PRAIATT K AT A 0 1) IO S PR 7 28 9y o 590 o R A L 90 1T T S5t

T AT B4

(a) MCF7 (b)KB-C2 (¢) SW620/AD300
1257 1257 1257 o AFA
. 1004 . 1001 . 100 B AFA-CD
= = =
> > >
£ 754 £ 75 £ 751
£ S S
= = =
S 504 S 50 S 504
3 B G
S 25 S s W’% S s
0 T T T T i — 1 0 T T T T | ; T T 1 o4+ | mam |
0 2 4 6 8 10 255075 100 0 2 4 6 8 10 255075 100 0 2 4 6 8 10 255075100
Concentration/uM Concentration/uM Concentration/uM
(d) caco-2 (e)
1007
1Cs/uM
801 Cell line
= AFA AFA-CD
>
= 601 MCF-7 1.8+0.4 0.9+0.1°
<
> 407 oe—yp KB-C2 49421 331,90
o
© 20 SW620/AD300 43+0.6 2.940.9%
o F—— Caco-2 3.1£0.8 0.8+0.8°
0 2 4 6 8 10 255075100 —
Concentration/uM 7E: a: p<0.0001; b: p<0.05.
Pl 6 AN PERFSENS A ] P-gp #3k B A, MCF7 .B. KB-C2.C. SW620/AD300 FiI D. Caco-2 % NSCLC

3.2

ML AFA FIHIRL I AFA-CD E AP B 72 h i, ST an ey #fil 1 1 E. AFA
U BL B AFA-CD £ 481 % T4 W) 41 M & 4 1Cs, 14

AR SC LRI S S UAT A W o E S0 G 3 e 600 1 A T P A B LA R A 24 59 40 B 19 2 T
JREBR T 35 2l JTI AR A R 28 L2 R 2R M e i H) TS A vl REE

Jig B

PRMIRG BARRIR 9 70 1454 | R IO RRE PR A 5 T A SR A8 0 S5 R 1 L 78 25 W 2 ok b R B AR O B A0 B

FURTS A T s S B B BE . e dh o bt T FRBIORS 40 K 2524 22 G2 1) 22 D RE VR 70035 (936 07 1 0, i3 25 90 3

FR P AR L AR A B B RCR AR AR SR B O S AR WFIE B AL

SR, H AT 2 4iE B BE 50 R 2 sk Z X 5

PERE 5 DRI, O 1 30 JE SRRIORS 1 25 1 il 550 b (4 B A 75 Bt — B IR ST LRI
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