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7, REE (AEXERBEE R ERAH, L& 200040)

BE - B EKRRE(RAS) RAKROEMFBHEER SRR, ZRENBE TR RO ERERTRE, &

BEMHFERAT RAS REMERFIC, TH RREMMOKFREENDE RKRKT. FMHAFTECRENORABAIERS
BRMEN, ERE AERGREN MHERTRFSTITRE ARREKD , B—RE FHRBMERTE,

[(X@iR) BR-nERERRE; HERERWHH;

[ikirEm] A

BE - Mm% % KE RS (renin-angiotensin sys-
tem, RAS) R 'B & . L H B KR RHAMMNZEH
B, EE 8 i E Bk E 1T (angiotensin, Ang Il ) K3
fEf. ¥ Ang [FERT ATI &GRS EME
BRI FHRILEE , TR Ang [ fEF FHIRL R &
R 5 RASHMAE K, (R R AR T HBE L=
AFRER N BRTEER E% FE RAS M0 2
1% % 7% ¥ % 1k ¥ (angiotensin-converting enzyme,
ACE)I IR & Ang Il #4$17 (angiotensin I receptor
blocker, ARB) , XWX AYEREERMHARRE
EWEFmAER —ENITRBNE —ENRRTE,
HENTARBE 2N Ang T \Ang I 894 5, B AT LA
SBMF FEEET R, TWEEET RN HH (direct
renin inhibitor, DRI) \¥Rk b BT RAS, BRI 3%
B, HEBREMERARSD Ang I (Angll k
SEU, B £ (aliskiren) 17— Fhi R O AR IE K
REEMEN, AABRFHEGEEEME, BE 2007
SER B E FDA BEHERIRIT R IR Z, RS —
ABE FDA it ¥ B0 0 AR JE RIS B R R Bk
BT 75 € A 25 BB AR F B s RBF T it IR A — S5k
1 FRHECHERFERNYE
1.1 Zigh¥FE FAECEYEEZEREN,
SEHEYEE ML 2.6%, SRV FIRG KA E
YR (o) TS - B AR T EAR (AUC) 43 HU R
81% 1 6291, FMAHFECHENFRESERF

FIHEE
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KK, BB R T LA pne T AUC 2350 T B2
85% M 1%, BB EBRAMFE S, BRA
JFO.ShUEHA#R  EEERRRA, FEERE
BHAE,

IR S PR R SR B A EER
ESMrEERRR TN BN, A ECERS 1~2
h G MR AR, RN 40 b, BB 5~8dE
MEGHERBRE, BRN—TREIL. LT ZRAX
BREYHER, MAECREAYNER 15~
300 mg-d ', RZ)G 0.5~ 2.0 h MAWREE R F W,

FHIR 29~48 h, ELEMRZ 7 d FIMARE AR
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1.2 A%ERE  MFEH S ARk LBET RAS, 7]

(teBMN] HBe(1987 - ), &, FERB LI, Tel: 13917654562; E-mail : uxn @ chinaace . com

[BAER] BEZFE. E-mail:xinyi8681 @ sina. com



- 388 - HEGEKZ5% %  CHINESE JOURNAL OF CLINICAL PHARMACY 2011 &5 20 6% 6 8

BB REME Ang T A Ang [ 3 BE . Ang I \Ang I ¥REH
BOERHECHARBEMRX. AHRKRA, X
Ang [T W08 H93L R , 160 mg PIFE £ 5 20 mg KARE
AR,

B4, RETF ACE M #IF A ARB 25259, B A
HOHET T RAS BRI, 36 o] B B REAR M3 B
1% (plasma rennin activity, PRA)o PRA AIYE MR
BRETHE S A RAE N EE SR . TEMERY
PRAKRRMR SMAECRIBEBEMR. —TULL 18
Filig iR AR EE AR RN R I ERRFA
R, FHE S 40 ~ 640 mg BT B/ER 1th FEIA]
B B %I PRA, 640 mg PRI € BT LAMIH] PRA KB
24 h[6]°

ERRIE ST BERMK Ang [T FIEE EFIWKE,
N EAFE{K PRA IRFFIER , OO RIS My
5 T
1.2.1 BEER  Wood £ Shsci®M , FAH
LA MR A R M E K R E, B
EfERZEA 5 ACE M (AR 1) f1 ARB(SRYD
)M M. Gt En, ERE 75 ~ 300 mg
H.EHECRETFRENBKSE, MAEHELS
150 1 300 mg W 43 | 5 W 45 F/4F 5K FE T M6 13.0/
10.3 mm Hg(1 mm Hg = 0. 133 kPa) 1 15. 8/
12.3 mm Hg, [BFFIEH £ 75 mg H BH H B MEE
IR, TP 3 £ 600 mg FIFEFESFROFE AT 300
mgmo
1.2.2 BRERPER BIRFYE WAHELATE
AFHEBROFSRBTRPEM, SERRM T
TREERZSMS, AR IEXRNZRAETE
BB, FHEC T REN KA, B0 FHER
Ang [l H)¥RBE , BEAR I 3¢ 7K F , S RT B MO &
EHRERSERENJER P HE%SH A RAS 0%
T4 2 (B RTH E S W B B RAER AR F Ang [T
YREE, BRI PRA, AWM RAS, KRN BT
ACE M7 A1 ARB 282590, Dong %11 x4 R
AR KRBT Z I, FAE ST LM 2 B
TR K S Lo B B AR B0 7 4L, 0 I T
Kelly ZU2IBE5Y % B, BT 5 € B2 T 482500 LA i
FRIGR BT /R & B 1] R 44k
1.2.3 ISiBGRREREILIER LR, M
FIHCRA ML FREEZ S B30 BB R {1k
Flo Nussberger U1 BT 3 4 R [N CE =374
FAERHTFTERTFEnEERMEERR, %

BFTHE 4 KNP T B2 W 53RN R 3 ik
WREEIL R B, SR LA LB, A FRA B AT 4EiR
A5yl B0/, PR AL, A B T E AR A A B e
A RIS BN, ZERBAAERITER L
EWEEN, AR E S EYE PHE S + S
WERTFREERIEMLER 8BS, £RTH—-K
LB (NO) YR EE B B3, M€ + SBYEA NO
YEEEHINT 6.2 mmol L™, i B H THZETH 6
SFARREFNEBER >, REHGHERE, X
L% EA DRI BB R B Th BB R i 3h Bk R AL 1E
FAU4) Poss ZEVBSE sz BLFAT A 25 6 T LA 3h B3R
REREAL A R R PAC(E 3K Sca-1/VEGFR-2 #) B
AN ) BRI 0, SRR AL BRESR R,
0% A NADPH & 4LIEHE T M

1.2.4 BEHESEIEN  Kaog ZIHREHA, W
FFELWITIER do/db RE 2 BIBERA/ADE, Bl
P MBS B KRS BRI EHEHAE TR
wais PR R, MAECBITEN KA &R
R 2 BOBE IR /N, B A B B =B H
FeRiB KRB TR B ERAR AR ERER
KSR, KEHHASPESEZERY - 1.8
BeH BB B EE - 4. R s B 7 . S Y e
BY 2K - v .CCAAT R H FEAE AR LN
e ZERH—SRAMFIELEIENESER
JRAE TR B 40, 4R 32k R s A B By Ak, BREG
SADIBOR BB S R A M Th e Rk
1o Lastra U8B R B, FTRIH © 7 LUE o BEAE
HHEBENALRS Ang 1T AT1 ZEMEL R REE
RZRIE, 1 B AL R B 47 4L Ak 3B 4R hr IR i T
BB, AT A0 Ren2 K B R 1R &% B M RURYE, 38 hn
BHHRIBREGESHESEEENEE,

3 MHRECHIRKRER

3.1 RlUER WEARKFAHERSER, X
2 730 BB E R FRFIEF L 75 ~ 600 mg, ERAHRIT
W2 RN, METHEE L 85% ~90%. FIERBIZE
REFAFIE R 150 ~ 300 mg B BE BT LASREE B F, &
R RIS, RAREZ TR Ptk w5 I B
Drummond 2517 ) — T BB LS S s K R B FF 55 %
W, FHE A (150 mg-d™ ') SEEHF (5 mg-d™!)
FRBEEHTF(10 mg-d- ) B HAEHL, EHE
TR, FHRRESIFRMET 11.5 715.0 mm Hg, ¥
BEFHRES N EMKT 8.0 1 4.8 mm Hg(P <
0.000 1), A XAKKIERBIRZH, MAEL
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SEARE SUHSHMERENSH, WAEHE
AR FETT AL, A B SR 3 TOAR ML 38 o
3.2 BiRAE'ER  Persson £ — A4 I WIRK
FEARKRMERE, 271 LAFFEF £ 150,300,
600 mg-d~ ' FHIAIT 2 AG K, 24 h RE B fEit
# (urinary albumin excretion rate, UAER) 25 T F& T
36% .42% .58% , '&F /N ER 18 33 # (glomerular filtration
rate, GFR) 23| FF& T 3.0.5.1.6.5 mL+ (min*1.73
m?) =1, PRA 4} BIFEIE T 63% .70% F1 82% , £ 573
BAEGH ¥ N, Parving S5 MLE & R
RERBEREKRTR 20, AE + MAF LR
STHS5EDIE + ZROMGT AMA L, REB/PEF
FH&ET 20%(95%C1:9% ~ 30% , P <0.001) , T {48
BERSFHENFEET 1 ~2 mm Hg, M E T RE{ERE
SARAGIT¥E X, RAMAST CHERPER
B RERMMSL TREEZSMY . DRI B85 R I% 5%
BERR, TRSHEBEENER/TREZENR
B, HRAEMAE FHRELMEARE FRHA
RTERE X
33 ONTEE BHEOHEBTRLERK. @M
DEBARKZHCL ME R A R REHE,
S5RERTEETMR, RASHIHIA S KK
L, TRE L, MEHOEER, IRRA.F
B R S, KRR ACE #0150 #0 R 3% A RH #
31, IfiL 3% A% €4 BK ( brain natriuretic peptide, BNP) > 100
ng'L-!,NYHA iR 11 ~ VRO ABEE, A
FI# 5 CI8IT)E, ML BNP RiKFEE T 244 ~ 2 025
ng' L' (P <0.05), BNP Rl KB E K F i 8
PR, %I % B ACE M K g kMMM 5
MAECER, TUREBOERETE (21 Solomon
ZBIRR RN, ERNLESHEZE XS, DRI
5 ARB XY MR AZER LT, X HE
FRMI TREZAIMI,
4 TREMfREHE

HRTE FRFIHF SR R RN HRERED, KA
BEMEERLE LESNEFTEER,BE B
BLEHE R, A Z A R BT B
RS MIRE, Pool Z12Ix} 7 BEEHLE X iR
BRI X TR B RN REHTT Meta 2 HT/5 18
H, BFFE A B R B T4 L RIT HIRE B D
(1.7% ~2.6%); AR B RN R4 RRBEHFHK
WK (5.7%) BB R (4.4%) JRE(2.6%)
ZE(1.8%).2H(1.6%). ZHRERR,FHFE

TR RN E LT BRBMXE, ERBFA
FEEHEENHRESE D, MER B E £ (600 mg-
dDEENREREFSHME, —TSIsEEAN
BEERRBRER S A E SR LA R
R LKA EMPIRHERADIRBES, KF
BEERABGLARERBRERRY, A0 T K
BEE S A R ERBEA RSN RIRE. &
3, NATFRRE P, A FCT LS LB
B QT EAE K, Bk B X EFEAMEBA T ES
BUEE OB E,

WIS S SHMEERELS AR LGRS B R A
MARER, ACE MR MIEMH ACE WFST,
WIE GRS, B0k i B 4 245K Bk, DRI
Al ACE, 5 ACE MEIAKAHE A, TR
ACEHIFIZIM AR, BFEREARRAE, AiRER
HOEREMAEHRTHRE TN ELERR
4.7% , AR HFCWHIT ISR 1.8%; BRY
FI(10 mg-d ) MEHEHKMHEERR 11.2%,
FIFE L (150 mg-d~- D S5 EREF (S mg-d")EH
EMFERE 2.19%%],

PRI S LA E RS B HE, B
ST SRR RN B E TR ZHERT. BE
FERFT, KA R RN R RL2EERT KA
BAERFR .

5 RES5RE

DRI HHE AT 58 FARE, AR MR EE
i, 5HAMMREEZ & AT REEAR R R R ERER
K EEREHE LT, A TRMEREFNGIT .

HAliF L LR Bt £ B, DRI 7T KLl 3h P
B0 MmE VBB S AR gL, RRIR A
W TFRRS, BT E L TR ELR R
FHWBUS W Sh B R VB DA 2% BT
BEEAARET R, RESAIYWELEERY,DRIA
BB RS R MIER, R YT BB Rw
BE R B A RA RRIAITER,
B AEMYIHERFTHE R,

(5% 3wk]

{1] Dalla VM, Simioni N, Masiero A, Aliskiren: a new inhibitor of renin-
angiotensin aldosterone system activity [ J 1. Minerva Endocrinol, 2009,
34(4):333.

[2] Pool JL. Direct renin inhibition: focus on aliskiren[J].J Manag Care
Pham, 2007, 13(8 Suppl B):21.

(3] 4, BRL WHEL— —HFNFROUN[I]. FEHH



* 390 -

shEGEEZ% 4%  CHINESE JOURNAL OF CLINICAL PHARMACY 2011 4F56 20 %% 6§

H5kEEKAE, 2006(3): 216.

[4] Hu P, Bartlett M, Karan RS, et al. Pharmacokinetics, safety and tolera-
bility of single and multiple oral doses of aliskiren in healthy Chinese
subjects: a randomized, single-blind, parallel-group, placebo-controlled
study{ J] . Clin Drug Investig, 2010, 30(4): 221.

{5] Vaidyanathan S, Warren V, Yeh C, et al. Pharmacokinetics, safety, and
tolerability of the oral renin inhibitor aliskiren in patients with hepatic
impairment[ J].J Clin Pharmacol, 2007, 47(2): 192.

[6] Nussberger J, Wuermer G, Jensen C, et al. Angjotensin [I suppression
in humans by the orally active renin inhibitor aliskiren (SPP100) ; com-
parison with enalaprill J]. Hypertension, 2002, 39(1): E1.

[7] Wood JM, Schnell CR, Cumin F, et al. Aliskiren, a novel, orally effec-
tive renin inhibitor, lowers blood pressure in marmosets and spontaneous-
ly hypertensive rats[ J].J Hypertens, 2005, 23(2): 417.

[8] Weir MR, Bush C, Anderson DR, et al. Antihypertensive efficacy, safe-
ty, and tolerability of the oral direct renin inhibitor aliskiren in patients
with hypertension: a pooled analysis( J].J Am Soc Hypertens, 2007, 1
(4):264.

[9] Weintraub HS, Tran H, Schwartzbard A. Potential benefits of aliskiren
beyond blood pressure reduction[ J] . Candiol Rev,2011,19(2):90.

[10] van Esch JH, Moltzer E, van Veghel R, et al. Beneficial candiac effects
of the renin inhibitor aliskiren in spontaneously hypertensive rats[J].]
Hypertens, 2010, 28(10): 2145.

[11] Dong YF, Liu L, Katacka K, et al. Aliskiren prevents cardiovascular
complications and pancreatic injury in & mouse model of obesity and
type 2 diabetes{ J] . Diabetologia, 2010, 53(1): 180.

[12] Kelly DJ, Zhang Y, Moe G, et al. Aliskiren, a novel renin inhibitor, is
renoprotective in a model of advanced dibetic nephropathy in rats[J].
Diabetologia, 2007, 50(11): 2398.

[13] Nussberger J, Aubert JF, Bouzourene K, et al. Renin inhibition by
aliskiren prevents atherosclerosis progression: comparison with irbesar-
tan, atenolol, and amlodipine[J] . Hypertension, 2008, 51(5): 1306.

[14] Imanishi T, Teujioka H, Ikejima H, et al. Renin inhibitor aliskiren im-
proves impaired nitric oxide bioavailability and protects against
atherosclerotic changes[ J]. Hypertension, 2008, 52(3): 563.

(15] Poss J, Wemer C, Lorenz D, et al, The renin inhibitor aliskiren upregu-
lates pro-angiogenic cells and reduces atherogenesis in mice[ J] . Basic

Res Cardiol, 2010, 105(6):725.

[16] Kang YS, Lee MH, Song HK, et al. Aliskiren improves insulin resis-
tance and ameliorates diabetic vascular complications in db/db mice
[J]. Nephrol Dial Transplant,2011,26(4):1194.

(17] twai M, Kanno H, Tomono Y, et al. Direct renin inhibition improved
insulin resistance and adipose tissue dysfunction in type 2 diabetic
KK-A(y) mice[J].J Hypertens,2010,28(7) :1471.

(18] Lastra G, Habibi J, Whaley-Connell AT, et al. Direct renin inhibition
improves systemic insulin resistance and skeletal muscle glucose trans-
port in a transgenic rodent model of tissue renin overexpression[ J] . En-
docrinology, 2009, 150(6): 2561.

{19] Drummond W, Munger MA, Rafique EM, et al. Antihypertensive effica-
¢y of the oral direct renin inhibitor aliskiren as add-on therapy in pa-
tients not responding to amlodipine monotherapy[J].J Clin Hypertens
(Greenwich),2007,9(10) :742.

[20] Persson F, Rossing P, Reinhard H, et al. Optimal antiproteinuric dose
of aliskiren in type 2 diabetes mellitus: a randomised crossover trial
(J]. Disbetologia, 2010, 53(8) : 1576.

[21) Parving HH, Persson F, Lewis JB, et al. Aliskiren combined with losar-
tan in type 2 diabetes and nephropathy[J]. N Engl J Med, 2008, 358
(23):2433.

[22] McMurray JJ, Pitt B, Latini R, et al. Effects of the oral direct renin in-
hibitor aliskiren in patients with symptomatic heart failure[J]. Circ
Heart Fail, 2008, 1(1): 17.

[23] Solomon SD, Appelbaum E, Manning WJ, et al. Effect of the direct
renin inhibitor aliskiren, the angiotensin receptor blocker losartan, or
both on left ventricular mass in patients with hypertension and left ven-
tricular hypertrophy[ J] . Circulation, 2009, 119(4): 530.

[24] Vaidyanathan S, Reynolds C, Yeh CM, et al. Pharmacokinetics, safety,
and tolerability of the novel oral direct renin inhibitor aliskiren in elder-
ly healthy subjects(J].J Clin Pharmacol,2007,47(4):453.

[25] Peitz GJ, Malesker MA, Sojka SG. Aliskiren-induced QT interval pro-
longation[ J1. South Med J, 2009, 102(4): 411,

[26] Weir MR, Bush C, Anderson DR, et al. Antihypertensive efficacy,
safety, and tolerability of the aral direct renin inhibitor aliskiren in pa-
tients with hypertension: a pooled analysis[ J].J Am Soc Hypertens,
2007, 1(4): 264,

(2010-12-30 i)

-FHHEESR

B B RE (R RAFPIR NP TR AR RN ) — BB b EESHE HEE I, 2EHEBERT.
24360 21 8,5 | RERNMABARAFRENARBERAEH B 2~ 4 ENBEARSHESBARELEEHTTE
B 5 5~ 15 EARNLE NI AT B FHAR RSB AR T BN RARAUR ;5 16 ~ 21 EAHIRE S /K - DNA
HEER ZEREGHRRE VNN EERE QRS A SHETERURIAAMTE EHEAREST T T,

AHARNEBARAFHR BEFMTTEERNERAR KX ER TRAEYHEMIOERAR, BBRBLY
B BFRENEFESE . 16 FF(710 x 1000mm) P E 2.3 FF, EHh 35 T, BURMAMBEN B YHERERSE,
HUAT (o ik AR BRI o Sttt I RO IR X O E LB 22 5, P B ERZGRHEE AR RAT A, MR 4 - 100082, MR H %010 -

62236938,

[A&FIR]



