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Research progress on new preparations of lappaconitine
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Abstract: Lappaconitine is a kind of diterpenoid alkaloids extracted from Aconitum sinomontanum Nakai. As a non-opioid analgesic,
its hydrobromide is commonly used in the treatment of moderate to severe pain clinically. The clinical application of lappaconitine
traditional preparations was limited due to its poor water solubility and sensitivity to light, which made the study of new agents become
a trend. In recent years, different formulations of lappaconitine are constantly developed to meet different therapeutic purposes.
Research progress on new preparations of lappaconitine was reviewed in recent years. And the information was classified and
summarized mainly from three aspects of carrier, sustained-release and immediate-release preparations, to analyse the existing
problems and provide some references for further study.
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Fig. 1 Structure of lappaconitine

i o R AR R E, H T Bl BRI
BT -

e AR bR 2, AT B
TS FESR TSR, BT RN SR X
B, L FH AR M T . Rk g ]
Fi, SRR DU s, SO A K
WIRFEMAG, AR AR IR, Xats
SHCEE ORG240 g e AN RE SE A
AR B A . R S AR AR R S v, (H
IR SR E R P T B3 R, AT E TR I/ B A
AFFE v SRR, CEENMCN 048 h, Y
FERIINEE] (MRT) 8 0.25 hl%, X W S3eh 2k
Hesn, REINAPERRAR. SeAh, ARE Pk
BRI R R 6 — KR 26, X F e 7 2 524
IR S R IRR AR e M e R, st 10
d JE N 5%, PR EIRIR F S RN
fgR . T 7R R R R R SEAE K S K
AL, AR ET R LA — e RS L T
b, AT SCRRFROE R SRR = % R AR T
T e SOG4 T AR ED, Somtssin T iR
AN AN ZE . Bk nl L, LR B RIS e 1)
AZAE BRI T i 5 2w IR 2 N, R
Wi TG PR YT 28%,  AEASH B 2R S0 (KT 5 1 W A FH 24
IUFER7)EES

RO R B, BT AR AT TR R
ANTRL T R & LA AR a7 B i), 32
AR RIS, 2320008
RUIF RE A5 2 29 (0 LR DR FH B S BRARRAS BBV
P RN, LI IR) V2 N BE s T HE Al
1 ERFIF

BTN 2B T AR 2R 51 TE 1k
MR 2ok, 29w A28 5 T s RS, Intius

HIRE, SRR, PGy RA N
o B TIABILLEHP, WEEARD 9RRHE AR
BTN T e By B R T
1.1 IHHEEEY

RIS A H ATk CAERIF T Z N
YIRS G5 5, ARES Iy iR, 1 s
HH RN AR, 34 R /D 25 ) 1) SR FAS 1R
J52 7 410101 g e UV R o 3 S22 R 9 T -
FAORIRG R DA 5 -B- ORI R 0 S IR v % FR 25 0 1y
L ZMESEN, —#HE R & T T
TR TR MaEY, Bl eSS
WA R, A JE B R, B
MR ALA S pH (4 FEUE AL, 2%
AR B- PRI S L AT A o v o R R
VERI 22 b AT THEST, @k thie B-FRMIk . 72
TR B - B- A BT HE 14 260 0 B -B- AWK R, =0
e R HAT R L (BT AR () 35 A FH )
WORT B-FRRIRE BEA . DL B ER, HORTRS L
o0l S R BAT B8 ), AR A R R PR B R
BIREAT A=) FLIE 08 55 4% 216 pH B T 39 K L8
RET, ¥R N JE-B- PR 72 99 B e 45 1F T a5 3L
BERY BRI R .
1.2 4KHL

KR E I RIAE S 1~1 000 nm AR F 4%,
AR R . GOKRR AR EAYIKRENE. K A4Y
TE A4 P e B B 1] B o A% 24 ) A A4 Y TR 90 AT 46 R

AT AT T AR e 2 5 SR Rk
(LH- CHI-NP) il 4% 1 25, R & A28k,
Y E RN R ER A 34, G
LH-CHI-NP #2580 26.4%, WHEN 35.6%,
SE S R AR A 500 nmoo % BF 5T POBT R4S
LH-CHI-NP QB A RME, G2 H Tix5L 5%
EFE T I MR FE R R e T, 3K e ZROH T 4
PIAKRL B JR %, (HEAYA G a, T3
AL dF AR AR 2L OV ey T L AT B 4% T
SRR = 1 T A IR gl Kok (LH-SLND, LA
A SR 2 M )RR I R e I O B AR A R
Bl AT 244 5 H145 %) LH-SLN £k 3k 5
70.48%, RIS IR LH-SLN (PR 25 ri
HITURPHERE 25, G R Re 2. MR lTR
FH RIRE () J5 V4146 T LH-SLN, I il 45 (1) 94 KB
YPRiAE N 26.6 nm, N 51.6%, RIMEZZ;



- 820 - ERE-E 1Y 3 Drugs & Clinic

F29H FHTH  20M4FETA

RWIRHET 10 h B2y MR, MG ERIN, &
72 h W BRUREICR L) 92%.. 4K R 245 1
h e S R RO R BURAE R R IEANE T A
FIGAE, Bety PRAG S S SRR N S B, 1t
Ko, A AEYRI B, RO S0 T 2
B AR A 23 AT IR R . Ak, 25
TAEE I T 2% RGO B,

P2 1) 0 KT Bl T P S R,
T PR, RIEHORT R, WONEIERT, 32
2 .

2 ZEERBHEF

T B TR A VR 1 B PR 38 v SR FH e ke
FE1~2 d im 252, FflH Ak 1~3 J/d, B
RGBS AR, XML TEE MR
i 25 24 11 7 AT A Re AR B A R, i Hgs
SR ZPRERFTEE R, BERMNEZE, EAEF]
AT H M. ARG Rl 4R 4 IR P AR Ay
ML 2GRS, B 2R B AR e LU A, ZEK 2y
YIAE RIS R, 925 25 IH, i v R S
2.1 ORREIEFESHIFI

Jo o SR ) T — o 1 R R R R4l A
YR &7k, B SRk Bk AR N AT 4t 2=
(HPMC). ZK:414i% (EC) B HIEELT4EE (MO),
3 FRERREA BT AR HIFILE 12~24 h #RAERD B 22 BEAE
H, BIRESE R, SRtk HPMC. 4
W FEEOUE R HPMC 1y 2R RDRHH % 1 SR
SRR AT 12 h RSB, s
DL HPMC by /K VESEIR i BEARHIEAT T SRR =
Ly P Z SR KIS B 48 v IR il & S A D7 ARt 7,
T R LIRS, SR 120, YR
UL R 90%, MARETTRE, GWRIBAT & —HR
A, HRBEEA Y, A E A . 25 BT
&, HPMC 1E NI ZREI KL, X 2R i
AR R o 1 S 25 R SO A B
FHIC, HPMC HER IR, 259904 SO i 20w
ISR R PNTITE FETE ) =) ST s

PEAN, i e o H R T KA
AT T 2R IR = % B Tk toRe O o, BAAE
IR 1) L HE LT 2 25 RV 1 1R RIS TR AR T R A<
PRI 2% (0 BB T8O BEE AR UE 299075 pH <6
AR LIS N AT £ pH > 6 I IERRETIL A
TR/ T 299000 B I o B G A 52 152 18
kPR B 25 R s TR ks e K, PRIk, T8

Tk B R AR T CA AR (R 2 SR LB, nT LA
TEARANT AN IR TR s 0 770, Sk 240 10 7 B i
LGS B0 ) B BT S R it — e 52

2.2 BEREIF

o5 PR 2R 4 2 5 P R L AT A0 R Pk
SR, & @A siEtt, Rk )
JSZE B TR o 325 B TR AT B o8 S 52 4 2
AL G P R 2 OO, K 2 I f], - s
SOTREL, BAREERIER, AR ESSR A, AR
Fr A X IE OCT R S b AT — e,
HAT oA s S M Bil. SLE il R e
F 2208 A PR A0 I v 1 PR U PV SR 25
FURRRRS, FEINNIE 505 B AR b k. Ui
FHERMER, WA NGRER. R TR
RESGE, BRI RE U S 25 i iE v, H
HHEM . N B MR,

DT RI I J A A 325 Bz 2 2 I 350 T R A,
UTAF SR 2 A RIF 5 R 3 5o 2 P AR5 P21 3 i A
Miglyol 812 1AL & Z& )4, Cremopher EL
I Transcutol P 735l 4 2k 2 T v 4 771 R B 2 i v
FUREEI T S FE R, IS TR A WS
Wy, HBZim. Kife sidE 280 5.21 g/L.
16.6 nm. 12.74 cm/h, FHA RUFHIERGET1. Al
MO VO LH-SLN 15 4 5 48 25 B ARk 138
PR, BT SLN RARIR/N, BERH 7K 5y 2%
KJG, SLN Ry HKNE, /6% RRIEKR—)Z
BRI, TG BUZ K SRR, 1A
(25555 . mdE PR T R IR R S
FIT BT LAAK P il e 751 08t 1 g A0 32 ik S A
BE, RN T3 AR RN = R, il =4
L Jc R 1 pHL A SR 384 0 < 38 8 1 80 P RO B, %k
R HAT KIS, 28 52 4 29 B IR R B, 38 7 T
HEA 4.96 pg/(cm™h), AN EIRITHE. £ L
BIFIBFIT I LAl b, Bk A A PO S R R v 1y
B4 DL R 8 2 a1 00 ) BRSO AT T AR, R I
FUBR R R TR o o0 BT FL R DR v 2 DR A B
2 IR O 124U, B KR B 4
F s & 29033 B WROBCIv BRGEE RL 22 AL (1) 3k 7 mT
T 3L 53 M7 £ 0 JE SIS R 1) A 4 A SR BRI R B T B
775 FEIG I AR I E SR Z R X S - A K 2ok
P& e 2 PR R TE

BEAh, BTSRRI R S CNE s BT T
VR e H 2R S P AR T s AR Vi ek Tt S 1) 10 o



BRI Y Drugs & Clinic

$29% FHTH 0 2014E7H <821 -

%o MTHFMNEAEENBAMLE, APhew
PRI NARIGER S 5 B A7 A ol
WCFR, e SR v Sgd i i e e B Rk A\
TN R IEL, RIE S e 2 0y AR PR3
WRAIT Pt T — A4 At . SCHR T IR AT
VRIS T 25 B Ja U e i, T AR e ] Avicel®
RC/Cl NI, —H 4 21 fa¥Ine b T S Rk 1,
TEA A S s (V0 i B N U], 3560 24 0 7 o R L
WO, $Em AR R RE o 290 I I I R IR R I
AR i, B (0 25 )08 5 5 200 15 R ke
s, HEARE AR, H2mSHENAR K
I R R , B AR 1) £ 2 s AN X i A
BERE IS AR — 2D
2.3 ZERMEKEHF

ZERMER (microspheres) & 24543 Bk 4k W B
FE 1R 43 T REIE 5 P T J ) [ AR 23 i A, ELAR
AT 1~300 pm, B TR B E A0, S
TIORR F AR T B At i o0 ARV, i I 4
MEHT IR - }IE CRILEY (PLGA). IR
(PLA). BFILZM (PGA) %5, RAFMEIET T
1o S F AR T B AR R R IR RIS, SR H
FUAL - W R DR e H 2 A 25 A PLGA Tl
BRep, Bl ERRIAE (19.34£0.93) pum, fEE
H (70.77£3.23) %, RN (11454047 %.
PRAMBE ARG 25 IR B IR A AR AP R 05 FF SRR I
20d A, HAWHBRERIERN, BIBHLHIA 24
(19 H#L LA K PLGA S5 )5 s L FAEH o i
FHEEMER AT SO EE, &k
DA AW AR ARAFIE 0] B LK 7o 2 0 T 2%
FEABR 1) HH AR R P C50 8 77 05 3 v S 7 4 P 3 B
P BB taE =R S, FIk R
R 1A N iG55
3 ERRBEHIF

1 R R = 5 2R PR v 8O
WA A S, AR, SRR B R
IR ELR o TSRS AR R, (H AN AT .
h TR B IR H RTECR, R AR A T
R T — RA S R RO LS T R4
R
3.1 SEA

OF R A A LR R A R I — ol 1 o R 7
B, B A K IR AR O BN . edsh
IR s, BRI, HAH .

W T PR, AR R A R . R
2 2R BB s 7 4 7 SRR v 1 %
OYHUR S BT BOR AIAE 1 min A 58 4 AR O T ik
KIS TR, 45 min I 25909 H KT 90%. #
B 5 SR [RIRE (0 5 B 4 T SR e 1
SR . BT ELR, AMIDETE, 1E 25 s WRESE
FifR, I AR 710 pm (5, 10 min P
JE ik 80% LA F o 95 A PR T R A
O HU, RPN H BRI SRR, e
FAE 15 s WRIAT5E4 i fi#, 10 min PN 259 AT ¥ H 5¢
A, S G R R A R Nt AR A
RURRE IR, XTI SR, TR P K
FH 2 EHE A 2 O B AR AN R . X
(0 R BUI R I JE 47 4 2 (L-HPC). ACHER 4k
fiil (PVPP). R HIEWEM B (CMS-Na) #EATH %2
JGRIL, PVPP i filt i BRI, Bl i B
(% o 1T T2 RO R B s vk, T2 o
AP IR AN A PR RO, &
TR,
32 OER

FU R, B gife . & — AT K R RETE
s A R i sl A B 2R ), LA 48 il
T BE MRS RS, RS AT
N LI I R A B OKAME I B . HT,
] P4 A0 2 TSR o FR 3% 0 s A R AN
2 W TR b T SRR S Ok
JRAR R AP LA 7 O A R AR R IR
AR PRI — B R S I AR A IR 5 12K
G IR AR, o — Pk okl 2 5 B I
P A PV T R AR RIURE , PR FH S P K AR 1
B Ao BT B N ISR IR A pH (> 5 ¥ 1
AN AR, 290AE U R RO B, TR 2
FERIOR, RS DB BE RN S, B EA
ISR IRAE pH (E <5 ¥ B WH IR A g, B2
MNP, A PR, A A
JEd 1 min Y RERE IR, (HASS B S E IR IR
PR 11 5 1y ol 4 T2 BE B, 29l s, f
B VR A TR AR A 140 10 i R R A R SR
SRR S R B R RS, DR, R )
JE L R R AR, AR R, B
NN 2 5 20 SRR 25 AT B sl ek, N AR
Mg 2RI HH o el 10 3 B LA R ) 11
S EY I 2 R O IR AR ST A — AN 1) L



- 822 PN E S 2y 3 Drugs & Clinic

FE2% BT

2014578

33 EBRER

T A0V 4% T SR v 1 AL, I
RIEVER AT, 5 2RI A5 F 2 i e 44 4y
W, AR IR BIEIRAS  iT AR
R R AL IR TR S K S R kB IR A
1 254 RE T VA U AOk BV, Fl T Bl R
TR, AGE SR, I e G
TN, PEEAEMRIHE . 185 H AT R AN
25 5 R R N 2 B2 T T A DGR
4 g

fe G B — R N TS5 V2 B 2, R
LA IS A b, A s R0 AT k3 3 )
T SRR S A R, B
FUFHBEAR, SRR £ A A (8, H R
AR, WAy, BEmNYEZE . Kk, A
PRARAY 259 T SRR SR SE B R B e AR v 5 3%
FEGERIFAT IR s, Al F S BRI 2
BESSE, AR AT IN [R] Py 4EREE A 259K,
e S AR B SER257 R DA BV,
SEHLRABIFFT I T SORIAE R B4R 5 OB ) )3
R Z, WA Z2ME SR EERIR R T
LR, HHF Bl R A S S RN, 48K
AL T RIS B, IR 2 8 AT T il T2
WL, AR ILIARN 253805 R 28 2o, 1K 75 %
2% TAEE i — DR R, s & H &7
REE AR, §RIHIRR N H .

Sk

(11 ERBELEH)E. PR M) 5 3 M L -
HERMERR R, 1999: 144-145.

[2] OuS, Zhao Y D, Xiao Z, et al. Effect of lappaconitine on
neuropathic pain mediated by P2X3 receptor in rat dorsal
root ganglion [J]. Neurochem Int, 2011, 58(5): 564-573.

[3] Wang Y Z, Xiao Y Q, Zhang C, et al. Study of analgesic
and anti-inflammatory effects of lappaconitine gelata [J].
J Tradit Chin Med, 2009, 29(2): 141-145.

(4] ARE, PR, v TR EOR TR EUR K B BUR K
JRRRVEFHRIRIEST [J]. k22, 2011, 23(4): 29-31.

[5] Vakhitova IuV, Farafontova E I, Khisamutdinova Rlu, et
al. To the mechanisms of antiarrhythmic action of
allapinine [J]. Bioorg Khim, 2013, 39(1): 105-116.

[6] 27 FIRIR SR GWAUM &3 )1 #iE5T [D].
KitE: KIEFL TR 2010.

[7] XIF51E, S, BRIk AR e PR
VR (7], S EZlE, 2009, 18(8): 21-22.

(8]

[10]

(1]

[12]

[13]

[14]

[15]

[16]

(18]

[19]

(20]

X B, LER, B RIR SRR D R A
ThtaEs 0] PEER Y&, 2010, 30(2):
111-113.

1% 9E, IRBeEE, KR, & IR TR A RIMIRE
G W& S AR A B LE R [J]. TR,
2014, 45(3): 341-348.

SR, AR, R, & A RIIRE S
H DN BRB 2 RGN & RILARS PR (3], R
24,2013, 44(19): 2672-2676.

ik ¥, WA, e SRR E B -k
BAEVRWTST [J]. T E 250, 2001, 4(5): 331-332.
OENX, ik 4k, 2, 2 BREE-B-IRMRT S
HEREA IR A S REtE (7], 1GIRIR R
224, 2012, 48(4): 66-70.

TR, ZE A B-IORORE SR AR v T S
EFBIBESE [3]. H EZ5EE, 2010, 24(8): 756-758.
WREqt, 58—v0, 11, 25 BRI AL 254
BIEREE T N [J]. P 252440, 2013, 48(21):
1797-1803.

T2, A, Tken]. SURM AD R SRR
KL T 2890 [CL Pk IX 3 i % 2RI
LB HNA ST RS SR, 1T vk
DS A m il AR 2 BN A B il S,
2008: 343-349.

BRAAS, 2= B, ARIRER, 5. m R ILATIAT A A IR R
T R T AR I R Kok ) T 25 [3]. R 2y 2y
&, 2010, 45(6): 440-443.

WA, 7k &, B a, & AR s S R
A G T 2 oK ORL B ) % 7 vk [Pl L 101658495,
2010-03-03.

B4, RADEE, AR, % RS R SR
AW R IR J75 [P " E: 103315979A, 2013-
09-25.

PG, m o U SRR SRR I
% [P]. E: 1028858124, 2013-01-23.

O, R, X B, SR SURMR D H R Rk
Jo B A B A B AR AR TR (3], R R IRAR R FH 2%,
2013, 30(7): 740-744.

SEE, U, SRR S R KRR S B
[7]. "HEHZIZE, 2008, 17(9): 760-763.

X, UL, BEORE, SR —Rhe FERE I A
K475 [P). P [E: 101574331, 2009-11-11.
T, B, R4 % MERBRRSHEE
B A B Je 4671k [P, W IE: 101062019, 2007-10-31.
ZEPUAR, A, EOEE AR S MLl
PN [0]. g BE 2K 440, 2012, 26(3): 98-101.
APUAR, A8 S, £ OE D @ P RMIAAINE K
We (3], v RS U )2E 24 A5, 2012, 18(10): 52-54.



BRI Y Drugs & Clinic

$29% FHTH 0 2014E7H <823 -

[26] BRARE. SRR w5y H 3% [ A I IRl K A 2 28 e 4
HEMITIFT [D]. )M TR, 2010,

27] =g, B, R 4 % —HERRS ST RE
R BRI R Fe 4 75 [Pl TR 101062034, 2007-
10-31.

(28] LR, ¥oi, Jimers. PIRPElRER w1 H R L s
2GR [ P ERE I B2, 2012(6):
38-39.

291 M&H, KFEE, o B, SRR S 5L IE A
TR % R LA T VP (7], 252233, 2009, 33(9):
416-419.

[30] EWedH, skutil, = & 55 SRS P RELEHR
BB B A SR [T MRCE 25 24, 2012,
28(6): 477-480.

T

[31] FRARAR. w5 H 32 G A 40 T e i 2 R S BR (R A 5T
[D]. F§&: FE K%, 2011

[32] XKz, SURMR S W FE R R ILHI% 57 [Pl
[H: 1850077, 2006-10-25.

[33] BIEE, & & B %, F ARRESSHEESEA
B AL T A Kl 46 [0]. B B 2 2% 4 7, 2012,
32(8): 613-616.

[34] k&, R0, SRR S D T B I Rk
MRS (9] B2 EEEE 25, 2008, 19(5):
1197-1199.

[35] skBUH, SATHE, K . SRR F R i A
R U455 [P, AR 102178658A, 2011-09-14.

[36] MR, MREMR. SRR = T30 AL R & 7%
[P]. *HE: 1686120, 2005-10-26.



