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MHT, —E AR e B Ak, REEZREFEHAEEST 2009
FERAT — SRR G, F—RH—A “HEWE” (New Biology) FHREDK KIE. X
A CEAEYFE, —HHREVFNBEM S L FRNEASME, H— TN,
Y., FEFRE. MEREFERZ A MERI S A FENEETX SEA.

XN EREMRE R REEANA, REMEGREHRBIEERERRE,
HIHNT —A VBB RIS EXNN, BEr-Er2 B RFERm. #3)
TR R . R, A0 B8 R G0 1 A R HE RSORE 56 2 B AMA TR B B, A s
ANE T —EERM “FEWE” WHARBHYE .

R B S EA — A S THREEGRIERERRN TR 5%E, BETET A
21 P EAGRIERERFE— (FAEYEAD). FEBTXENPHER, 2
KAEMBERHE, RS AERE R KRR,

CHrAEDE AR TREANTRY: B AbR, & ERER R RS R
ke, ARMEE B AR R RR B M B2 E R, FACRE P A
ERXGFENRIEE, o TEERMH BRI BEEHE, TERRS
R ZEAE, AANFESRAIFN TR T U R R R A

WRERE R R A7, XEMNBHE R A7, BaiEEmaew s
BIXAR “ATA” BCAREsh “Huk” BN . wmBESHE, ARBEMEE S NXEN
PhBRRFHMIRAGEE, REEESF.
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AT, AMRFIEL T Ea AR, R EYERA” CaBR. 815 GF
EYEAR) B—AEEEAN, RRELN LRSS TROFTRIIECR, RERRK KR
Tilkle Ak, CHAEWFAR) MBRRETETEOEMPAERRE— GhEY
FHEE) (LURRAR (GEE)). () UZRRMCERNEALR, RESSEAME

8 KMwmBEREN CHEVFEND) EXZREST7E, HITEESASMHE SN &
KEHFAT R

(%) BEHMR—, WA 2 4945 Ed Rl F R A SN EEaE, &
HXFEREA N R RERERE — LB T R EH, B8R CEH AT DRI Hh
I AR SR AT R . RO RN (%) TS5 X [ Annual Review H
|l —FE AR SUREGER &, S MR A dr B2 R BCR R 2D

B (% 2012) T 2013 4F 2 AR H AR, W& T AEYER 7 AN, 3t 12
ROCE. (FF%2012) —&WM, (B3R T ZEE, 25 RAREER, @
—RERENGRYE, THE T RFRNEERE. Eisshn, JFiET0HE, W
A B SRS R AL T (5D

AR (% 2013) FA T REMNGERS, 9 R T ANED %8 £H
W9 AN, B G EAMBZRMSE I B A5 R, 40, KA
Al¥APE. RNA /31 DNA L. DNA 2 BHIAHLH]. PR i, B
REKBY. EVMEZFMGERY, 10 BXE. NhRIHEY. N EIZW,
EHMANA T HEDFRZ AN RAERNEF M. At 10 LA BRBARE, H5
BTHEZHFEEYFHRAIRA TR ESERE, RGBSR GRS
F—FARHE R

APEE SR S ERARE, HFRE, UREBWHRARYEISH. T
HE T RAEY KRS R R GFE, AR — AR MMk

(G AMFHEL2013) BEL
2013 %6 A
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CEAOMBIKEIHREAREOPHRRR%, RIEEETZHHBELE THF A4, LK
BEOESST. KL, MA G EBABKIIRMKREFTEARG TR, AR ST
A EM S F B E, 2/ GCEABBRTK, A GCEABBELAE GEY
B AW M PITRAT, G EABBHEZREMNSHE TG BT AR LBAEAN, Kk
FEAND G EOBREENFHBRE S HFERPRE G BOBKLAGLHE
ERATHWIZ LR T A AL T2 L2005 % G EABBELIRELEM OV F @Y
HE.

X517

G ZOBILTIR. dhikggM, Bk, 2 EME. RIHAAT. 4kt

It

1. B

1.1 GPCRAGFEFMANLIAFHNEEH

FH B3 i X1 s £ 1 4 L PS4 40 L P 5000 J A\ ) I B35 mp e S HH ok, (s 40 it T LA
FE—ANAEXS B AR R B EM AR TES). AN TR SR, —J5H, 1M
XA ERYRIRAERBERE S 5—HH, MRFEEMSIRBITYRZE, HK
FNAN SO ERB, BINA SR A E RN . BRI, A RAESIEG S S S
MR AEmES P A EERER . MIFMERINGEHA 7 REBIBREN G B BBZ4
(GPCR), TEAREFA A 800 /M i, RHMMIEE A FHRAKFIK, £
BG5S IR HEZOMAE (B 1) (Fredriksson et al., 2003 ).

IERFN GPCR fEBEEESHSHMEREN, ©— HLUCRER YA IR 5T H
Mo BRI, 29 40%H)ImRAE T 25 2 BRI #E/EH#E GPCR SHENFHESER LK
(Wise et al., 2002; Katritch et al., 2012). i%f GPCR /3 #1155 SHLHIKF R A28
5 GPCR HHE/ERNEMAIFR, EBFT 20 Ly meE (HME, 2012). LA
GPCR 1ENHE I P N TR 7 e T AR R, WiayT O 254015
LRI BB AYTORE T, DR BT Ih T8 IR 9% 1 25 0 7 & ik (Black et al.,
1964; Guth et al., 1979; Buse et al., 2009),

> 24
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HXBEE AL
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IER 12
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WXL

K1 GEAMBZANSHERGES %S (5 H Rosenbaum et al., 2009)

LUBF B IR AE AT B, G EEMEBZA (GPCR) Fift FMIZAMESIEER. B2 W LARFERESZ (4 nT Ao

G GHFMER. GERAMEE, WMMRTFRIMLEREE, REHMEAE ZFE AMPIRE, FHHREA BT

A (PKA) HIEME. HEAWEE A 7E1E RS L 465 871018 % 06 50U RAE By W L IR R REZARKIEE. B2 W

ERRRAEZATEMIT IR P ISR LBIE G R AMERZ ¥ (GRK) . GRK ML Z ARG LI T HES) Arrestin

5% k454 o Arrestin —J7 Tl 55 Clathrin f1 AP-1 AHE/EFI AT 3 ZAAH A4 BRLEG G RES BT &1L G EAR S

53— Arrestin 1] #UE MLAME SR AE (ERK) %4k G HARMBE S 2&R, MINT GPCR Tiff
FEHT

1.2 GPCR ARG KB R I R

M 20 tH£24] John N. Langley (3:[H) $##HZAMNBMETTE, RTZENHAACE
FFEET 130 R4E. #4¥], Langley fI%¢4 Archibald V. Hill (3E) FECFTR#ERT %
T SEARER ) oA, IER 50 24, AR EZ Rk EFK AR KL E
Heidk . S FEMFFRLE 20 A 70 FARTFHEIMAX TR, EEEE L FFAMIR
35 . HT Robert J. Lefkowitz (3£[E) Hl Brian K. Kobilka (£H) id % 40 FH7E
GPCR 4 FHLEIF B Timk, S LIRRAZEM RN Fhad . difb Rk, fid
1h-Z AR N 2 = B A YRS, Ll K Kobilka 3T L44ERAE GPCR 45 MHF 5% 7 T 1) 58
B, XBARHERT 2012 FRGETURLER (HMS5E, 2012). BIHHTR1E, GPCR
BRI ESHRE T 10 KRG IURR, ZE T GPCR HIARKEEAE,

HSR GPCR Witk EE, {HA2h GPCR MIHLHIFF B E KAl GPCR 4514492~ 4
REN—EHEEE, FERFZRVAEE (thodopsin) #b, K4 GPCR & AMEKIE

>34
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FEHIRMC, SHATEE, adBRPEAMRETRE. BRI EEN RS
¥ 2000 F3RK4F T ##AT, EHAAHCE [0 HoAh GPCR, JUH 2456 nl ¥ Bt /4% GPCR
Mg —HRFLRK: GPCR 5 TN &S &YW HIE RN IR R F 7 HE %
KSR BT R . KE—F X BT GPCR Z5#f#HT ) 771%, Bk GPCR BFFLAI
¥ REREYITE K. M Lefkowitz SE30 = B FFH ML FF A5 THE/S, Kobilka i —
HKRETHE GPCR BE=EANHEBANBEBRITE: 4E8/FFERENNAH, F5
Raymond C. Stevens (K[E) &1E, MATHRILTG WA, LT AFH GPCR K451
FEFT IR T — 488, R T XJLEE GPCR G4 M Wit 3t R . A OB & A/ 41
GPCR 54y 33 R A H AT IR U .

2. GPCR M S RIER

2.1 GPCR WHIE#H: K. WFHaihfnz g

BEZHMBESIREZET, £ GPCR BREMKRZ —HIMHEEMRCOSLE 19
4 70 FERPAMNTEI . VAT REMM S KERIE, HXTIHAL GPCR 853K P M4l
tho George Wald (EE) MM E RS & 7T HEEE, HEMIRME T 1967 F# IURAE
HFE A, (AEF 20 A 80 FRFT, MKREHEANEBARE SENBMEREE
RECR#R (Palczewski, 2006). SZAAMRIHES % [H 2% %K John Langley 7 20 4 #1428
Hi. Langley 7ERFFTABRRAEZS AN &7 850 B B UURTE IR VE FH OMLBIRS, B IRIARAER
T “BREZYR” (receptive substance) X—M:E. AN “BZY 5~ wT LU FFph
YA S Y RE M S RIS &, JEEATRAGR “EEY)R” (chief substance)
THEEMIAE (Langley, 1905). %52 AR-RUN 40 B8 14 HH7E 24 I JE R SRAG) 12 AT,
RZ B ADFEE (Lefkowitz, 2013). RE W, AR ZATEHIRLE 1920~1970 £
XA 2 8] 7E Henry H. Dale (Z£[E ). Alfred J. Clark (¥£[H). John H. Gaddum (3%
E ). Robert P. Stephenson (#[H ). Raymond P. Alquist (35[E ). Everhardus J. Ariéns (fif
2£). James W. Black (75#%2%). Robert F. Furchgott (3£[E) F1 Heinz O. Schild (¥ [E)
LN TFHEET R0 AR .20 4D 60 482 GPCR W5 8 L —ANEER,
Earl W. Sutherland (E[E) X RERRIFCER LY “ B (5" —CcAMP IR E
7N, cAMP N SWESIRMA MmN, RAXFEE RR T ZARWEAFER, AN
B—MES. RAMZHESRTAYR, KRR —HSEZ, REFIN. HIURREE
Sutherland 7t % — A K IR E ERIML B A & 5t 2 5214 (Robison et al., 1967). 4B 7EEH1E
EE VK22 B 27 e A o B A 1) Lefkowitz £E3X I I\ B & BR324 FIRF 5% 24 9 ( Snyderman,
2011). Lefkowitz [ FH i M R & 2°1 A1 °H 20 HikRic TS IR R E (ACTH)
MERE LR (NA), W RKRAEM R LAAEAT SEELEAHZA (Lefkowitz et
al., 1970; Lefkowitz and Haber, 1971), T H#¥E 52N S &5 BT ERIAMCEEREE 2

> 44
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PN AL FE (Lefkowitz et al., 1970).

BEARFALEPR G SL IR THCE Q) nTUAE S R L& B U B % A
HAEH, (HXL5EAMEBEERNREEASEREERAEESHYR, EFEH—P
UESE. 2 BAiA I IR Al FE RS2 4K, 0 SZARTEAT T S 58 FI T g 43 M 2 1iF BH 32 44 % W
FELE R B I UE SR - SR T T K343 GPCR 7E 48 i 3 19 3= BEARAIG, L 4lifb 75 257> 100 000
EREE, XEHAHEHKATREN, MAET 5 TKE, Fik5 8 GPCR M4t TAE
+orWME (Lefkowitz, 2013). Lefkowitz fERHI4IAL B, B LARKEAERKE AR, 2T
M. MR AKIL, 22757 Lubrol-PX F1 deoxycholate [N W ZE$EME B2
Y LR E e AE AR TS . 515 GPCR & H K I B SRR R 45 A ix et
Ji, Lefkowitz PR HIE TR MZENTHE, EHMRERIMEE B TS 30A HIH
B, RS LR EIREMB. XEENBAMER, MR8 TREN B,
B ERERRRAER, AR T 500~800 % (Lefkowitz et al., 1972). &7 kKK
Atk HoAh Bt A& GPCR #1 %% T 18 - Lefkowitz UR AR 3F— B N ' _E AR R AEZ 44
M5B alprenolol fHEXHIBEIEHEIEARMENAERK N, MR T EH'E EIRES AL
MiE) R, LT HEAEMIE S KA Z A A 7% (Caron et al., 1979). BJS,
B BT LRRREEZARSL, YO Bs ap Fl o T IR R EEZAARES S Thatith . %t
Al J5 AR R, R R R GRS A O K R B A, R
SR BERCAA (Caron et al., 1979; Regan et al., 1982; Shorr et al., 1982; Benovic et al.,
1984; Lomasney et al., 1986; Repaske et al., 1987). GPCR itk 5kl r hH F—
B 5T LR SRR BEE T HE At

RI7ERL M RS (1) i - R R F S M AR €, GPCR KR i H BIAAT a2 I AH
KW — EAEEHAM GPCR BFFTHIRTH . SR, £ Lefkowitz f1 Kobilka #EMKT'H LR %
REZ ANVt E[FJB T GPCR XK ZHl, WA AN —HFEFNHKARE —&. KIEN
FrEOEREQNFRGER, 76 1983 FH 1984 4, 4 M AVAF R E A gD HEE B Th
F% (Nathans and Hogness, 1983; Nathans and Hogness, 1984). J#%1|7#1 B~ % &
HE5 MW Halobacterium halobium &G T F1%1% 8 1 bacteriorhodopsin ¥J B A 7
R 5 5 [X 15, (Henderson and Unwin, 1975; Ovchinnikov, 1982; Hargrave et al., 1983). [A i,
7 R EEE R —FFEE A A R BOCER B FFESS 1, TRAE AL 7 KER5MEZ AR
K. T Lefkowitz WFFTALILE B, B LIRERZAEQNFIIFIER, ULk
Kobilka KAHM) N HEEF4 DNA AT BRI 771, 1986 5, SH— AN BUERCIA R 244
IS FE R B ) 7 fE (Dixon et al., 1986). XF4ufdEE P51 &M, B, E LIEERE
ZHAAH TAE ARG R E LRGBS X S, A N S A 2R
A C 4 B 2 BEERRILAL A (Dixon etal., 1986), XEELHFE I 5B REEASEW
K FEERE, —EHBELS G EAMBAHEIRE (Gilman, 1984; Stryer, 1986).
Lefkowitz 1 Kobilka #EUbi2th T HE 7 REBRLEME G EAMBBZAZR KNS
(Dohlman et al., 1987). M/GHIEREIA, BFEAK B By M/MR e ZENHI'E LR
AESZ AR B B4 ZBEHAS 32 4& (muscarinic acethylcholine receptor) 25— R %152 1A 4w fid 3k
KBk cDNA # 5 Zh 5t # (Kubo et al., 1986; Frielle et al., 1987; Kobilka et al., 1987; Kobilka
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et al., 1987; Fargin et al., 1988; Buck and Axel, 1991). 7 Y] GPCR 5 ik (M &ty
KEAD “IIILZHE” BIEIL (Kobilka et al., 1987). XA L2 AR G #EIESE R 5 Bk
(5HTAx) %4k (Farginetal, 1988), RGBS “BAIC” 2446 (HB8ZE, 2012),
B NREER A TR I BRI S, BATRIMAZE GPCR B KM &8t 800 1Mk
R RGHA T E G B A RERSZ AR 20 0 5 K KN K 24K T Kk . 2K Secretin
ZARW S % . Adhesion SZ4A W K % . Glutamate 5244 W 5 i 1 Frizzled/Taste2 5244V 5 jik
(Fredriksson et al., 2003). K¥AT A FE TR KM RAZ, 294 2% GPCR [ 80%LL I,
72 H AT LB R i — 2K . AR FAE2E R AR AT LUME KB 4> GPCR 315 4N I i 3ot
Rik, &EAAENFTTE, WEEAS GPCR MAHE/EHBEREANTIN. R, H©
TR AL S BARMES, GPCR KIS MY AR —HAXTEE, ART
GPCR #ATZ5Y) Bt M ] GPCR K TAENLEIH KIR KBEAT, EF| Kobilka 1 Stevens
pline 3V EE SRl d N1

22 GPCR #&m¥ K EURBARKEH

YE N EENMMBEEE SH T T, MT—HiRE T # GPCR ¥4 fisMs StLEE
MR ERINLE], XA TFERS GPCR 5 L il FHEAERKERER. &
BB AR SR AT LR R 7 2 R S HER MG B, T RIS B AR S k2 i &5 &
By ECARINAT % 3 2 A= AR R M R A3 B R R 507 AR SR X
IPRE PR S0 FRIMERFER S XEE BN ALREFNAYRKEAEEERNE. B
MFFEERZI, JLUFETA R GPCR Kk R 740 L P R IAF BEERAR, 54 PR g 2%
i: GPCR LA NEER, AARREVINBEBH/KESM, FTUAS 4 d: GPCR
FIGAMET AW SRR T, T AFEE; XLLRE s 4 GPCR KK AR A 45 1
EHNE (Lefkowitz et al., 2008). KHULAEHT GPCR FI K A 53 HE ) i AR 454 —
R RSS2 E N2 ) 2 R I B KBk, 7EIR KFERE LR T AT 1% GPCR Thg
HIREFE, BERS TR R, HEIBITRE M.

MAFEERM B, T LIREARESZ1A (B,-adrenergic receptor) &M NI RERZL K
GPCR. FAMMEREMEmELIEEE, GPCR R EH EY AR EEES TG
R EBEKATHRSNET, 90%M & AR EMAT AR, difk/5 A AR
AR KA LR h e KRR R, REMEEAZ A FTUATEER A4
BARMAMNEHEMEAEARE, AMTATUHEHE A S 3R 2B T G R R AITEM
W E T TERmEATERERY AT, A 1975 Fpl W R4 HBLH
JRF1%31% % 3 bacteriorhodopsin ff]H15% 1% (Henderson and Unwin, 1975), 7F 1982 4Ejif
E4IRE T4 B ER M (Corless et al., 1982). BIMEXFE, AT RS HTH
RN RS . IR YR AS I+ £ )5, Gebhard F. X. Shertler (BEHiF])
Paul A. Hargrave (K[ 5574 F BLE% 1) TF BORANAT (0 5 7 R85 X ek o HE A A R0 7
] (Schertler et al., 1993; Unger and Schertler, 1995; Unger et al., 1997). 2000 4£, Krzysztof
Palczewski (%) 5722 RZF L7575, A octyl-B-glucoside 1 heptanetriol B Ifi%
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BT AV EARERERED, Rl X SHERATHEITIRE T8 —> GPCR HIdik4:it,
4y ¥ %y 2.8A (Palczewski et al., 2000). 2004 £, 2755 n-octyltetraoxyethylene (Li et al.,
2004). heptylthioglucoside (Okada et al., 2004) 1 FH Al 4= WLAT €4 5 B (1 Sl AR 45 44 2 %
FREB| T 224, EX N, FUHEERORME —REGRTERE PR
] GPCR FK %R 1 (Palczewski et al., 2000; Teller et al., 2001; Okada et al., 2002; Li et al.,
2004; Okada et al., 2004),

FERLFT (2 5 RARAT TAE IR BRI, 142 GPCR A& B & pA 22 A (i B
PR WERERBEEMEAR, FRETHAMKREFER GPCR AL, Wik B,
B LR R IATTMR, MBTTE Lefkowitz L5 = TAEH) Kobilka BUIEAEIR T HFE K
7% GPCR TAERREAE R B ST HAR. 7E Kobilka B FF Lefkowitz SE5 % | i
AR ST TF B RV TAE 5 1% =4, Wayne A. Hendrickson (3E[E) f2%£4: Stevens kK
3| Lefkowitz K=, B AIEFMHIHEAN GPCR MM EY ¥R, HARIER, W
Shertler 25t FFAEA T HURY AL 1A 4E F ) GPCR ) SR 45 M FRAR B R . BT iX 28 A e AR
W¥E GPCR fF X —FHEM AR T RIERERG . KB ERE RS E LA
T3RiE B, F LR FEREZ /A (Marullo et al., 1988; Mancia and Hendrickson, 2007). 5-}2&
f&524k (5SHT1a) (Bertin et al,, 1992) 5. #AMi GPCR e Z R T REBIK. HEHK
A B D BERRA . LSBT BMNLE. X RBUF 2 GPCR AESERIEFR
4t (Mancia and Hendrickson, 2007). BRIRIERGRRE TERRERS, HEAEWE
JEEMThRE: AT BT — 2 AR EIE R B AR ZNATRE GPCR MFRL

(Minic et al., 2005). F| 2007 £, % —#tHFIRKIERGIRAH GPCR k45 R A
RREHMRIERS.

GPCR & 7 IREERRIZ AR, A 3 MNMEANEEAF 3 MRAR, THE=AHRAREK,
HMBHA L TAR R SR .. XELfrEfEarniRErRE, A54 M. &
A2 IR — PR IX S 1) R (1) it R D7 V2 R FRPE O XY GPCR 5B AL R B B BRI TR, IF
RS AR R A Fa e v, I BERER T A SR AT 4 R . XM O VBT AR AR R R 2
AR EHENEAREES T4H&. RI\MTE, 2008 4, B B LRERZHK

(B-adrenergic receptor) FJZ5H3RTGAEMNT. RARTIETTIERIBR R RN 2R T), HKEHS
SR AR FE R K, FHARER S0 Hh s e BF AR RS 2544 . T Bont 4 — /M8 GPCR,
AR ES R —RIFMRZA KRGS T4 RNEA A,

GPCR 45 ffffi 3 ) F IE S8 BB 2 Kobilka 775K ). Kobilka 7E Lefkowitz SE56 = i 51
FRERZAS G BEABBRRIERIEIN SR, ¥ ERERZAR N mA C mM1
WA EELE =AM ANRS T, FFRNREEARAN, HAGFZAEDEE (B 22). X
—SER AR T B, —& GPCR K =ANHEMAEHE AREE, —=2 GPCR )
FEANHBET AN GPCR BNMNEHMEM . KIEH AR, Kobilka KA HIKH
T1E GPCR IS =AM A R 7R B4 & (B 2b). X—T7iEAk TR0
FERENE S0P GPCR (B, B LIREREZR) MG, ot NA
B J5 RAEMEHTH 50 £/~ GPCR @ AZH 44 . (HE —RHE, GPCR Kk —&EBD,
v A B U BT (Scripps Research Institute) ) Stevens 5 A T 556 B Ih M A T HAth i
HAMBESL /745 (lipid cubic phase) BEARFIM X EHEATH (micro-beam) HA, M
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1M 5e Ak T /TSI (Cherezov et al., 2007). B HEEHGAZ S, Kobilka [F4iEH
PR EHIEIRE T B & LR E AR RE S PR R 1AL 14 (Day etal, 2007), {HiX
—FERRTIZ M A HE— B B A% GPCR 1 S 41 BUBS IEAS 5 B S IIBLH, 755 GPCR
BRI GPCR 5 G AR AV &/ Hr A 451 . Kobilka X JEH B E#AT T
o, KR HEREIEA R N i, FEHZ0KPUA (nanobody) RAHBhSE i . X £ 72K N
KFEATER T @2 %K GPCR #igH%A & GPCR 5 G EAMBEERIAT, JF
{# Kobilka 1 Lefkowitz —#2 53k 2012 i DURL2EH

s,AR N (BT PARCH CEiEHE)

B2 kv BB A\ A B GPCR 45 &

a. B, B EHRFEAEZ K (B,AR) B (Kobilka et al., 1988) , BJHf B,AR 1~5 BERX 4 SR (1~5) =X 6~7 #5

X IE SR (6~7) ANEH BAR iEtE, HEZESHFREALEE. ARAFRNEA BAR K 1~5 BEXEY 6~7

PSR I, AT EA R — AN TEER BAR; b. BAR-T4 W B L & A2 546~ &E E (Rosenbaum et al., 2007) ;
c. BAR-T4 HHIEE L& A 45H (Lefkowitz et al., 2008)

F|HATA 1L, GPCR HIFRIE. A FIZ: B RILAE H 4 5 H7. Kobilka HREHKIL
MNG-3 2 —F 2465, M HA BN WK E AT LA 23577 DDM K. Stevens
VR J R FH R 4 B 40 5. % (apocytochrome bS62RIL) B4t T ¥ I A7E GPCR 155 =
NMNH BTN, WA TH B GPCR EHEMS & . AR S K% EIE XK

(University of California, San Diego) ] Park % (2012) mIh7E KAt o RIEFE 1
THE T2k CXCRIL, T T HEH#IIR (NMR) 45t ZRBERRIEREHE
WS T GPCR S5 Ff# T . B X e R EREL T8 T GPCR IS H AP # T 5L

> 84



| G EAMBBKZASHMTRITFEERE |

S, KHLET GPCR ZH93R78 Tt .
FIHAT A 1L, REMITH GPCR £HH 70 4>, 8% 20 2AMARPEARD F-
Hiima#EREHOMN G EABKZANT: MFEAEEA, BFEFUFEAE
(Palczewski et al., 2000). ZWEAAFF 2% (Murakami and Kouyama 2008) 1 channel-#{
6% (Kato etal., 2012); f&3E (amine) 5244, 45 AK B, F LR FERESZ /K (Cherezov
et al., 2007; Rasmussen et al., 2007). D3 £ Ef&524& (Chien et al., 2010). H1 &5k
(Shimamura et al., 2011). FEHA WAL 4 M2R (Haga et al., 2012), 5 2k
4K 5-HT1B (Wacker et al., 2013; Wang et al., 2013) F1 5-HT2B (Wacker et al., 2013) .
KA BB R AESZAA (Warne et al., 2008; Moukhametzianov et al., 2011) 1K il 5 #
B B AE R 52 /& M3R (Kruse et al., 2012); #ZH R (nucleotide) 21k, A Ay BREF
2321k (Jaakola et al., 2008; Dore et al., 2011; Xu et al., 2011; Congreve et al., 2012); fk
(peptide) 3244k, 35 AKHEMLF 1524k CXCR1 (Park et al., 2012). CXCR4 (Wuetal.,
2010), x #}HKZ4k (Wuetal., 2012). N/OFQ # F2£524& (Thompson et al., 2012) F
| ABHEIE 3214 PAR]1 (Zhang et al., 2012), Z K pn B HKZ& (Manglik et al., 2012)
18 9 Fr HK3Z A& (Granier etal., 2012), KRMZMEERZ /A NTSIR (White et al., 2012);
fiEZ& (lipid) 3Z21&, Sphingosinl phosphatel 5Z{& (Hanson etal., 2012); LA EHANHERLFF
. FFE G & A BEZ AR SMO 32 {A(Wang et al., 2013) . X £ 251 {5 B ik B ATT* GPCR
KRR GEHTEER THRIAR, FEHERNS =T NRESEHIRAK GPCR 4K —L%

a
Sphingosin1 | b,ﬂi:ﬁ W An-ﬁﬂ xS 4 K2 1E JuB-OR b
WHFf & phosphatel’Zif  WHEE  RIEZH ZIKAR MLRERZHNTSIR
SPPR | B/BrAR KIS L HPARY
RAR | QALE FEECXCR14
Co= | | PO A an S

Nk ' o2

LR

L e d

Cc
T B RS GHE TR R ES B8
BB, LMK REE P B AR W )1 R HhuS-OR A MR
HRWYZMERZEMRAMIR BRIk £ 2 ENTSIR ZHALR tHHERES ARA, B EFRZTH
D3% ERZHDIR

B3 GEAMBBZIALEWRFIE
a. GPCR fa4hfIfa i X 45 # 2 HE R B (2% B Venkatakrishnan et al., 2013); b.Smoothened 5% A5 X 4544

SFHEE (5% B Wang etal., 2013); c.A¥UETERAMA A2A IR HRZEMSNX S FRE (5% B8
Venkatakrishnan et al., 2013)
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