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m Erythropoiesis-Stimulating Agents(ESASs)
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- Antiretroviral agent, Integrase inhibitor

- Inhibit the catalytic activity of HIV-1 integrase (encoded by the pol
gene of HIV) — Prevent integration of the proviral gene into

human DNA,
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- Antiretroviral agent (Protease inhibitor, nucleoside reverse
transcriptase inhibitor, non-nucleoside reverse transcriptase
inhibitor) X5 @] 91, 2H ALl Aol & 714 o) de]
olokEe] Agjd HIV 749 49l Babe] A8F 3 e

antiretroviral agent9} -8 QH
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5) Pharmacodynamic/Kinetics

- Absorption: AUC increased 19% with high-fat meal
- Protein binding : 83%

- Metabolism : Primarily hepatic glucuronidation mediated by

UGT1A1
- Half-life elimination : 9 hours
- Time to peak, plasma : 3 hours
- Excretion : Feces (51%, as unchanged drug),
urine (32%; 9% as unchanged drug)

6) Drug Interaction

- Increased Effect/Toxicity: Atazanavir (with or without ritonavir), or
other drugs which inhibit UGT1A1, may increase the levels/effects

of raltegravir,
may decrease the levels/effects of raltegravir,
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- Cardiovascular : Hypertension (3%)

- Central nervous system : Fatigue (8%), dizziness (4%), insomnia (4%),

headache (2%)
- Dermatologic : Rash (5%), pruritus (3~4%), folliculitis (2%6)

- Endocrine & metabolic @ Glucose increased (2~8%), total cholesterol
increased (grade 2t 16%; grade 3: 6%), LDL-cholesterol increased

(grade 2: 9%; grade 3: 4%), hypertriglyceridemia (grade 3: 4%)

Lo

- Gastrointestinal : Abdominal pain (5%), lipase increased (4%),
amylase increased (2~3%), gastroenteritis (3%), nausea (2%),
constipation (2%), vomiting (4%), anorexia (206)

- Hematological : Absolute neutrophil count decreased (grade 4: 1%),
anemia (grade 3: 1%), platelets decreased (grades 3/4: (1%)

-Hepatic : AST increased (3~9%), hyperbilirubinemia (4~5%), ALT
increased (3%), alkaline phosphatase increased (2%6)

- Neuromuscular & skeletal : Arthralgia (3%), extremity pain (3%),
weakness (290), creatine kinase increased (2%)

- Renal : Creatinine increased (3%)

-Respiratory : Nasopharyngitis (6%), cough (5%), influenza (3%),
sinusitis (3%)

- Miscellaneous : Herpes zoster (4%), lymphadenopathy (3%),
anogenital warts (2%6)

REDIC

- 7(:)1 Il

* Immune reconstitution syndrome : Patients may develop immune
reconstitution syndrome resulting in the occurrence of an
inflammatory response to an indolent or residual opportunistic
infection; further evaluation and treatment may be required.

« Potential for interactions : Use caution with medications known to
induce (eg, rifampin) or inhibit (eg, atazanavir) UGT1A1
glucuronidation, as serum levels/therapeutic effects may be

reduced or increased, respectively.
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: Hypersensitivity to raltegravir or any other component of the

formulation

9) Pregnancy Risk Factor : C

- Decreased Effect : Rifampin, or other drugs which induce UGT1A1, 10) Lactation

: Excretion in breast milk unknown/contraindicated

1) 2 A  400mg/T

053 : Package Insert
DI Handbook 17th Ed.




Pharmacy Newsletter of Drug Information [] l

Antiretroviral agents

Human immunodeficiency virus(HIV) 7+@] 2| 53= S| E2uto]2|2A] A0 2 A% H3lE 7FA gk o H thekA] A2 AIDS
218, 7137, Y9, APS T AT e AHE TEASEE A A okAle] dde F2 ol 7)o el &3k= 2097 o) 3]
FHEZnto|2)2A] o Z3tate] AshH A o] B AL ek, 27] X5 ol A= oAl Nucleoside(and nucleotide)
reverse transcriptase inhibitors(NRTIs), Non-nucleoside reverse transcriptase inhibitors(NNRTIs), Protease inhibitors(Pls),
Integrase inhibitors(IIs), CCR5 antagonists 5] At}

AukA © 2 HIV drug regimenS ‘backbone'¥} " base" 2 A "83}=H, backbone-> NRTI %=+ 7}, bases= NNRTI == PI 2 K537}
AR T, g 7HA] AN R0 2 ARSSER] GRETh BU QM ETHE 24] W8-89 o|, 24 HE QM HET} 34 HE Qo]
Hho] 2 | a e} v W] Mok T] $731] whiEo|n, 53] - Ea 5 AAIAE Eiehs 34 W& e dF HVE
7% 3 n|gko 2 RSkl CDATHET 75 F7HAZITE 25k ofufe} 34] 8- H2 AIDSE = 218 i A& 77w
FFATI= Zlo] oA Aol SRA1EAT 2 kAol tha) 3heks] A B ofgfje} 2t

1, CCR-5 antagonist
CCR-5 Z &2 Maraviroc Combivireh 2331932 1 efavirenzo} E3}7} v]S=31A]0k, Wi AJo] 2 Uehdey,

2. Protease inhibitors (Pls)
NNRTIs9} H] 3 A] lopinavir/sitonavi LPV/1)-: firstline therapy . 21 e wj ] 24732 ritonavirs: W8-8-%F T2 Pls ARSI} thA| 2 ARSI
HE Plsdll= darunavir(DRV), saquinavir(SQV), atazanavir(ATV), fosamprenavir(FPV)7} 1T},
(Boost : ritonavir7} CYP450 345 A AJA The oFEe] 5 g Hole 54)

Boosted atazanavir®} boosted darunavir & tF 3717t A& Al IPV/r B} ©] G332 0] 965 mj VL 50 copies/ml 0]&}+2 Hlo|2|AS
A A|B= L= atazanavirZ | LPV/r BT} ot} Atazanavir®} fosamprenavirt= ritonavir §10] SEAfol| 7] AR&- & 4% Q) A9} boosted
HAE wf o IR Ao = g Qlet
- Lopinavir/ritonavir

171 AL drE oFo g AdtE|ar A&E o] 32 HojFEal It} Randomized controlled trialsol| A LPV/i3} nelfinavir,

saquinavirS- H] 118+ A3} [PV/ro] nelfinavir B saquinavir 2T} vlo]2|2 AA| G317} o] wofwdtt, [PV/re] o] O = ritonavire}h]

coformulation, 2|&2]?] T57 o] 71d F2t S8 HolH, T 0 2= 2AMbo] 45, el S £3ste] atazanavir =
darunavire]] H]3l| Blo|gl= 4] 37} Holzltk= Moo}, 1PV/eL Plo| ritonavir/} A3HE 71 © 2 DHHS guidelinedl| A& X225
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- Fosamprenavir

: Fosamprenavir(FPV/1)& 37 2 5-8-3= Z10] abacavirlamivudineS ¥8-8-3= LPV/r ot} H] L A] o]l &3 QbdAg,

Wk do] frAketSict.

- Atazanavir

: TV/r ThE Plsol] 18] $1870i7} 2131, 815 19 28317 good potencyE 7171 Zo] Ao}, o142 F48 Slal 914k
elge} 2= 0
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- Saquinavir

+ Saquinavir- ritonavir®} boosted & 4= AL, HHEA] 213} 37 B-8-3)of gt
- Darunavir

: 347 Darunavi(DRV)= TheFA] W/d& Holi= HIV 2 fatollA| 7l e e = a2 = R{et, Z1#iut ARTEMIS] 96573 37 A
DRV/r:9] $AF5 0] LPV/r $ART T 58 HIEE Hlo|2|AE Aok A2 ekl

- First generation protease inhibitors
* Nelfinavir¢} indinavirs} 22 protease inhibitors®] 14t OFEE-2 T2 oF&-of| H|s] F-21-8, thokA] 5-8-o] BAg, dAH o2
S B Wil HIV 7 ke 27] 215 Al A 354 et

3. Non-Nucleoside reverse transcriptase inhibitors (NNRTIs)

- Efavirenz
 Efvirenz(EFVI= 199852E] S 9I5PA AR SIZ 0P Mo of Tl B8, A, Brlat B3 5o ol o) 9l He cDd el 4,
3.8 pretreatment viral loads& 7121 Sakgoll ] B2} STEI) BVE] 50 BA L 1% A2} 7] 237 gkl st
CNS Z4do] 3Pl vieh e Holth. ke A2 ol o] Fahgol thal gt wolol sjui, i AErlE e $-85 Te
A7k 421 Agho] Qs ke BFVELORE tRl ek 1ef5}7] FHh, Bfavirenze) pregnancy isk factor7} class D2 F-R-5E 2
QAT 3 7L WA 012 Dok 3L, efavirenz U] ) W nevirapines]) A0 2 Liefeic,
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- Nevirapine
+ Nevirapine(NVP)] %5+ clavirenzo} Hl5:st} 54J0) o 43l G502 i} 8L ok 9197 vk o] ehdet, e

Ffavirenzi= HIVE] %7] %] 2.8 $18 NN agent A5 =}, efavirenz A ] Sl 7] Foigt F2-8-0] LAY frst rimesters)
SJAIM. = o]l EJo] 9l o4 a2l S nevirapineo] thA] NNRIIE ARE-E 2= QIc. CD4 227} 250 cell/id B} B o]
400 cell/id 0139 '3 BAR= 7422 FAfe} L 53 919247} Qo) NVPE H-8:31H S EIck. Nevirapine 315 13 200mg
A 1447} B-85}a1, 8% 57 A FAISFO 2 31 21 200mgH B84kt

-Delavirdine
: Delavirdine-S ART(Antiretroviral therapy) oA &%l thal L8 7} 211 3% 3 B-85]7] wiitol] 7] 2] AR&-E|A] =T},

4. Nucleoside reverse transcriptase inhibitors (NRTIs)

NRTR= 2% tenofovir(TDF)2} emtricitabine(FTC)(Truvada), abacavir(ABC)2} lamivudine(3TC)(Epzicom), zidovudine(ZDV)Z}
lamivudine(3TC)(Combivir)©] &L 0]5-a1 I}, Combivir(Zidovudine/lamivudine)= 7 7}A] AdiE-0] E019)E BHAIZ 3xle] B8 A
o PRI o] 9ot zidovudineo] 170l B2, RIE-S AL &= L, 15 28 B3l B ufoll 4} 51 1
E-83]= Truvada(tenofovir/emtricitabine)9} Epzicom(abacavir/ lamivudine)®] ZH8-ellA] ©f A3 =3 QJo}. TDF A8 Fanconi
syncome: ke A% 44 E87] kel creatinine dearince?} Somi/min 515} 242 SRl 218 Aslolok gick

5. Integrase inhibitors
Integrase inhibitort= raegraviZh § 2051, SHAg0] & el ani-HIV O]k, o] ofe] 4.2 A\ gt odaro] Ark Holr]
WL 3% 24 B gtk Rl
- John G Bartlett, MD, www, uptodate, com, vers, 17, 3:30,09, 2009 -
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