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Wzyden rupponus psana O-alIbpHEIX NPOI3BOHEIX COPOTOHITHA, CONEP/RAIIHNX OCTATKH
MOTIOKAPOOHOBEIX, JIIKAPOGOHOBEIX 11 AMIHOKICIOT, MOX ACHCTBHEM §yTHPHIXONHHICTEPAIE
CBIBOPOTKI KPOBH HOWAI 11 AUSTHAXONIHACTEPA3L! ORILIX FPUTPOUHTOB. Y CTAHORNEHO, ATO
ALCTHAXONNHACTEPA3A THAPOIIBYET TOJBKO O-aueriicepOoTOHH; OYTAPHIXONUHICTEPARA
TTAPOTUBYCT BCE HCCAENOBAHHBIE COEATIMENIId, 3a HCKIIWeHHeM 5,5 -repedramoniaiuoKcu-
Tpurramuna, Onpesiesens RNEeTHdeckKie rapaMerpsl rugponuaa. O-Auuibubie NPOI3BOAHEE
CEPOTOHHEA OKAZAAINCH XOPOUNIMI CYOCTPaTamMil QY TIPUINOIUHICTEPARE, CePOTOHMH 1 5,5~
TepedTaNOI N AIIOKCHTPUNITAMAE ABIAIOTCA 3PPERTUBHBIMI KOHKYPERTHBIMH WHIHGHTOPAME
Pepaenra. Ouenra ycroiurpoctH O-aLnIbHBIX MPOM3BOJHBIX CEPOTOHIEA K [eiCTBIIIO:
XOJIHHICTEPA3 KPOBIL B (RIBNOIOTHICCKIIX YCAOBUAX TOKAZHBALT, 9TO MCCICHOBARHEDLIE COCHH-
HeH) s, 38 HCKNIO9eHHeM 5,5 -TepedTanoInioKCI TPIITaNITHA, OIVKHEL OBICTPO TRIPOIIISO0-
BATLCH IO JeificTsieM OyTHpIIIXoJuiHacTepassl. 5,5 -TepedramonamorcuTpnuTraMyy npes-
JIO¥KeH B RadeCTBe Pajiio3alliiTHOrO Ipenapara NPOJOHTHPOBAHAOTO AeliCTBUA, 4TO CcOrIa-
CYeTCs ¢ pesyanraraMir OUOJOTIYeCKHX MCIBITAHNIT,

Paunee [1—3] mamu fmna naydena KHHETHKA MEJ0YHOTO, XUMOTPUIITHIE-
CKOI0 M TPHOTUYECKOIO ruppoausa paga O-auumbHpiX IPOUSBOIHBIX CEPOTO-
nuna. Ha ocHOBAHMK TOAYTIeHHEIX KHHOTHICCKAX JTAWHBIX ObLIa 0XapaKTepu-
30BaHA YCTOUUNBOCTD MCCAE0BAHHEIX COCIMHEUNH B (U3HOTOTHICCKIX YCIO-
BUAX K COOHTAHHOMY THAPOJIM3Y U K JeHCTBII0 TPHICHHOTOL00HE X (e pPMCHTOB.
ATO  WO3BOMMAC HNATH UPEABAPHTEABIYI OUEHKY BO3MOKHOCTI MCIONB30—
BaHUA HCCHEJOBAHHLIX DHUPOB CEPOTOHHHA B KAUECTBE HERAPCTBEHHLX Nipe-
TapaToB mpoxourdpoBannoro geticrsusg [3]. Ilag monyuernusa Gomee momHoil
KapPTHHE He00X0AHMEL TAHHLIE 0 THAPOAUsyeMocTH O-AlMABHBIX TPOH3BO IHBLX
CePOTOMMHA TOJ| AeficTBHeM OPYrHX (epMenToB KpOBH, 00JafaiolnX 2cTepas—
HOH aKTHBHOCTHIO,

B nacrosmeit paGore nayuena kuneruka rupoansa paga O-amunbHp X Hpo-
W3BOAHLIX CEPOTOHUHA, COMEPIRAMIMY OCTATKH MOHOKAPOOHOBLIX H aMITHOKIC-
noT:

RCOO CH,CH,NH,
\(\,*/
\/J\ J
N
H

(R = CHy—-, NH,CHy—, NEH,(CH,),—,
NHy(CHy)s, NHy(CH,)g—)
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Puc. 1. 3asucumocts or pH ckopocru Uy, MKMO b - Mun f s 2

ryuaponuza CHy,COOT (1), NHyCH,COOT
(2) u NH,(CH,),COOT (3) mou meiict- 2L
BueM GyTHPHIXONHHICTEPABH!
Puc. 2. HMuruGuposaune 5,5'-reped- J
TAJOMIAHMOKCHTPHILITAMIHOM (I —V;
2 — 30 MxM; & — 75 MxM) ruppoJ-
38 aueTHIXONHHA WO peicrsued Oy-
THPHIXOJNMHICTEPABEL s
Pue. 3. VMprubupoBauue ceporoHMHEOM i
(I — 0,02, 2—0,25; 3 — 0,46 MM)
THAPOANBA ANeTIVIXOMMHA IO AeilcT-
BuCM OyTHPILIXOJIHMHICTEPABE L : ‘ i
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a TaAK/Re 0CTATKM JHKApOOHOBHIX KUCIOT!
NH,CH,CH, 00C—Z-—-C00 CH,CH,NH,

M 7 L) Kj\ J

N N

H H
(Z = —CH,CH,—, —CqIT,—)

mon, feffictrreM GyTHPHAXOMUHICTePAssl Houraaod cxroporky (WD 3.1.1.8§
HoaneTnaxonuuderepasst Gerapnx apurponutos (KD 3.1.1.7).

Hamu yeranosneno, uto aneruiaxonunscrepasa rugpoausyer mims O-aie-
THICEPOTO M, B TO BPEMA KAK OYTHPUIXOJHHACTEDA3A — BCE NCCHCNYCMEIEe
COCMNEHN, 3a MCKIMOYenueM 0,5 -repe@TalouaioRCHTPHITAMUNA.

MeeaenoBanue 3aBucuMoCTH HAYAIBION CKOPOCTH THapoan3a O-anuibumy
TNPOMBBOMURX CEPOTONMHIR TOX AeficTereM OyTupuaxoiunscTepasst ot pH mo-
Kasajo (puc. 1, 7, 3), wro onmumynm pH rugponnsa s1ux coeuHeHnE HECKOMb-
wxo mmpe (pH 7,0—9,5), wem onrumya pH rraponnsa coermudngeckux eydeTpa-
o (pll 7,5—8.3). Mckniouenue cocrasiaser O-TIHIMACEDOTOHMI, TO OTHO-
WeNHI0 K KOTOPOMY ONTHMaJABbHAS KATAJMTHUYECKAT AaKTHBHOCTL (epMenTa
upossaseres npu pkl > 9 (puc. 1, &).
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Tabunaga 1

RaHetwsieckue napamMerpst PEAPOAE3a O-auuasEpX TPOR3BONHNX CEPOTOHANA O
neiicTBHeM OyTHPHIXONAHICTEPA3H! M AETHIXCARBICTEPA3H

. & Orrocu-
K a- | BwEZE TebHAs
Cy6erpar Sﬁgeg?ﬁp—q g;:}é; K, oM V', MMOJL/MUH - M ;Z?I]g)ﬂegém
crpara, MM ;_2 i‘%«’ﬁ ViKm
ByrupuarxoxnHacTepasa
CH;CO0T * 0,089-0,770 | 0,238 | 0,420,006 | (1,38+0,04)-107¢ 1.78
NH,CH,COOT 0,835—1,670 | 0,0475] 2,29+0,05 (1,21=0,11) - 103 0,835
NH, (CHy).CO0T 0,118-0,667 | 0,238 | 0,268-0,027 (8,7+0,73) - 105 0,051
NH, (CHz)sCOOT 0,0747-0,227 | 0,238 |0,148=0,043 | (3,25+0,23)-10—> 0,345
NH, (CHz)¢COOT 0,102—-0,385] 0,238 | 0,090:0,008 | (4,83=0.2)-10~° 0,800
TOOC (CH3) zCO(zT 0,0715—-0,250 | 0,150 | 0,076+0,03 (1,05+0,2) 10—+ 2,16
CH,COOCH,CH.N (CHs) 5 0,80-3,40 | 0,050 | 2,56%0,33 (1,64=0,19) -10—2 1
(aIeTHIX OMITH)
TOOCCeH.COOT 0,03 n
0,075 **
ATerHaAXOoJHHEICTEPA3a
CH;COO0T L 0,770-3,340 ‘ 0,357 | 3,350,535 (1,40%£0,15) -10—¢ 0,078
CH3COOCH,CHoN(CHs)s | 0,20-0,80 | 0,200 | 0,704+0,12 (2,34+0,39) - 10~¢ 1
CH,CH,NH,
NN
(7]
NSNS
N
H

w Ky = (1,8040,08)-10—5 M.

Hunerwka rugponusa 9upoB CePOTOHMEA IO NeHcTBHEM 00enx screpas
nopuunsercs ypasuenuio Mmxasnmea — MeHredn. B msydennoMm wurepnaie
KOHICHTPaIMI Be Habiaiopaercst UHTHOMPOBaHUs cyGCTPaTOM.

Comocrasirenue Beawunn V/K ., ABIAIOMIIXCA Mepoll KUHETHICCKON cme-
vaguuzocty Pepmenra, O-auMIBHBIX INPOMBBOMHBEIX CEPOTOHHMHA ¥ AUESTHII-
xonuua (tabx. 1), mokasmpiBaer, UTO HCCIe[[yeMble COeNHHeHHS — XOPOTIHe
cyGerpater Oyrupuaxoinnacrepasdsl. Hanboupimyio crnempmduunocrs depumenr
aposBasier K 3upaM YKCYCHOH M AHTAPHOHN KHCIOT,

Ilpr xommuscrepasHoM THAPOTH3e 3PHPOB CEPOTOHUHA COXPAHAITCH 3a-
KOHOMepHOoCTH, nabiuiofaeMsie Ipy THIPOIH3e XOJIHMHOBHX adupon. O-Amumo-
ATMITBIBIC MPOMSBOIHBIE CEPOTOHUHA THAPOINIYIOTCH 10T, feficTBHEM 6y T pII-
xorugocrepassl menee adderripno, e O-aneruncepoToHnH. JPHeRTHBHOCTH
THAPOIH3R PACTET ¢ YBCIHYEHNEM PACCTONHES MERIY aMHHOTD YIIIOR H CJIOK-
HOOPUPHOI ¢BA3LIO, uTo cornacyercs ¢ pauabimu Doynmca [4] mo ruppoausy
aMUHOAIMABHEIX UPOM3BOAHEX XONWHA: B PARY XOMHHOBHIX a(HpOR 00mel

"
Popmyisr NH,(CH,),.COO(CH,),N(CH,); ¢ MaxcumMansbHOR CKOPOCTHIO THLPO-
JIEByercA cocmuHenue ¢ n = 0., ITH COCAMHCHNA, a TaARME QMXOJMHOBLIE 9(U-
PBL IWKAPOOHOBBIX KUCHOT TOJ JeHCTBHEM aleTHAXOJHMHICTCPAsHl He THAPOJIH-
BYIOTCH M ABIAIOTCA ee wuruburopavu [4—8).

VssecTHO, 4r0 OYTHPHIXOIHHICTEPA3a ¢ GONMBINEH CKOPOCTHIO THAPOJINBY-
'©T AMXOJAHMHOBHIE dPAPHl aTHPATHUECKIX TUKAPOOHOBHIX KHCIOT, Uen Aud(m-
pE apomaTnueckux wucaor [7—9]. Ucenenopanue BsamMoneicrBus aToit ae-
TePashl ¢ NMCePOTOHMHOBLHIMK 30HPAME AHKAPOOHOBEIX KHCIOT MOKA3AN0, U4TO
5,5 ~CYRUMHOMI IO KCUTPUIITAMILIL  XOPOWIO THAPOJIUBYETCsl O ACHCTBIEeM
OyTHPWIXOIMHACTePAsE, & 0,0 -TepedTaloNALMORCHTPUITAMUH YCTORYHB K
jeficterio pepMenTa W SBIAETCH €ro KOHKYPCHTHRM MHrubmropom (pue. 2;
Ky = (1,8 = 0,3)-107% M, 37°, pH 7,8). Takum oGpasom, pasgudie 5 CHein-
$HEYHOCTH (epMeHTa 10 OTHOIEHWIO K Ausdupam apoMaTndecKux ¥ aaudaru-

4396

™
S

3



GeCKMX NUKAPOOHOBEIX KUCIOT OKABLBAETCH efle (G0Jee Pe3KO BLIPA/KeHHBIM
B CHYY4e JHCEPOTOHUIOBEIX IPOM3BOMIHEIX.

Cormacno navusiy Leste [10], npu rugponuae nop neficTBHEN §YTH DU XONHH-
acTepass MOHO- (K == 8,3-107 M) u muxonuwmosoro (K, = 3,8-1072 M)
U POB ANTAPHON KucaoTh Beauwunnpl Ky pasuirvaiorca bonee yem B 200 pas,
YunursiBast 9T TAHHARE, & TAK/KE X0POIUee HOMUHHET e KHHeTHKY XO0JMHICTe-
Pasmoro rHAPOaH3a H,0 -CYKIMHONIOKCHTPHITAMUTIA ypaBHennio Muxasau-
ca — Mewnren, MOMKHO ITONTATATEL, YTO 33 BPEMS ONpellefe I CKOPOCTH peak-
nur GepMenTt paculemiszer coefuHeHHe MPeUMYyIIecTBCHHO TO OTHOR CIOMHG-
aQupHOH ¢BA3K, a 06PAIYIOUINICA IPH 9TOM MOHO3()UD I'MIPOIHBYETCH Xyike,
YEeM HCXOAHOe COCHHHEHC.

TTosryuenHbie JARILIC TIO3BONAIOT ONEHHTH SPHEeRTHUBHOCTE CBAB BAHIA
O-aneruiceporormuaa GyTupuaxcIuracrepasoi. O-AneTnicepoToOHNH ¥ ane-
THAXONWH — cyBCTpaTii, HMEONMe OJMHAKOBYIO alHALITYIO YacThb I, CJICHO0-
BATENBIIO, ONMHAKOBHIE BEANUNHE Ky — KOMCTAIITHI CKOPOCTH PAcIiafa are-
Tundepuenta B Tpexeraguiinoi cxeme Karannza. Har Imoraszano B pafoTte
[14]), muamTupyowed cragueit Tp THAPOII3e aleTHIXOIHHA O IeHCTBIeM
OYTHPHIAXOLMBICTEPAshl ABIAETCS anunuposanne dpepmenra. Ilocroasry Be-
AWGVHA YACHLHON MAaKCHMAJXBHOH CEOpoCTH THAPoausda O-aueTHICepoTONHHS
MenbIIe profl BeNMTHRR Jus aneruaxonnua (trafn. 1), peansHo IPEINON0KUTS,
yTo mpn ruapennse O-alerTHICEPOTOHHNA JTUMHTHDYIOWEH crajined rakme Gy«
met anunuposauyce aunidepmenra. Ilpm srom Ko wany = Ko = Kg, T. e,
nuskoe anagerne Ko, (1,25-1074 M) npu rugponnse O-aueTHiICePOTOHIHA O
TercTBUeNM OYTHpPHIXOAMHICTEPASEl CRUNETeIBCTBYET, MO-BHIHMOMY, O XOPO-
meM CBsI3bIBAHUM cyOcTpara.

Hns omenky BRuama CepoTOHWHOBOrO GparMenTa B CBA3LIBAKIE MOJCKYIE
cybcTpara MCCHemoBano MHTUOUPYIONEC NeACTBME CCPOTOHHHA HA THIDOAUS
aleTHIXO0NUHA TOJ AericTBueM GyTHpHAXonmHacTepassl, Tno uHrabupoBanus,
Kak W B caydae 9,5 -reperaJdona/oKCHT PUITTAMIHA, OITPCACTAIN 0 METORY
Jlainymsepa — Bepra (pue. 3.)

TTepeceuensie MPAMEIX Ha OCH OPANMAT CBUAETEHHCTBYET 0 KOHKYDEHTHOM
uatubaposannu. Howmeranry worwbuposanus (Kj) BLIUHCTAIN M3 yPaBHEHUS

Ko = Ku (14 [T)/Ky), (1)

rane Ky, w Ky,' — xoncranTsl Muxasnguca B OTCYTCTBME M B IIPUCYTCTBUHA Ce-
poromuna. Ilomyuemmoe swagemwe K; — (2,8 4= 0,4)-107* M yraspiBaer ma
XOpoliee CBAZLIBAHNE CEPOTOHMIA B aKTHBHOM NenTpe depmenra. Comocrasie~
pre Bemqumuun Ko, = K5 (1,25-107* M) auernaceporonnna u Kj ceporonmua
TOKAZLIBACT, 9TO CePOTOHHHMOBLI (PATMEHT BHOCHT T'IaBHBI BKIAJ B CBASH-
BagMe cyGerpara.

Ha ocroBamuu TONYICHHBIX KHHETHIECKHX MATHBIX OIEHEHa YCTOHIHBOCTE
O-aImasIBIX TPOUBBOXHBIX CEPOTONMHA K EHCTBAI0 XOJMHICTEPAS B (PUBHOI0~
TH9eCKUX yemoBuax, Ilpu aToM MCTIONL30BANBl YCAOBHEE KOMIEHTPAIMK (ep~
MEHTOB, PACCUNTAHHBIC M3 BEJIMUHUH XOJMHICTEPABNOH AKTMBIOCTH LJIA3MEI
K DPUTPOIMTOB (~ 2,4 U ~ D MKMOMEL alleTUIIXOMUHA/ MIT- MUT COOTBETCT BEH-~
Ho [12]) n axTuBHOCTEH MCIOAB3YEMBIX B PafoTe IpenaparoB sTHX GepMenTosn
(ratm. 1), Mepmoyer moypacnaga BoAUCIATH IO YpaBHeHHIO [3]

0,69 4+ [S1,/2K 1y,
(brar/Km) [E]ly 7

(2)

Ty, =

roe Kuap M K, — KMHeTHYECKHe NapaMerph (epMenrTaTMBHOTO THIPOLU3A
admpos ceporovuna; [El, m [S,) — Ronmenrpaxmu B Kposu gepMenra w ie-
KapCTBEHHOTO TMpeliapara coorsercrBenHo; [S]y ~ 7-107° M [13]. Kax suaso
u3 tala. 2, Bce MCCICHOBAHHBIC COEMHEHMS, 3a MCKII0YeHHeM Tepedranara,
UpM BBeJeHWH B OPTaHWaM, T. €. B YCAOBHAX, CYLIECTBYIOWMX B KPOBH, Oy~
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Tabnmma 2

Beqmauspl noxynepuonon (ty,, MUB) ragpoinsa O-anAxbHBIX
HIPOH3BONHBIX CEPOTOHMHA

CIOHTAH- [ay d)@plmeH'ron Hefffﬁmﬁimk‘\ﬁﬁ“'
HEU xposu, o6ia- aerepas ¥p
Coenunenue CHIPOAILS, TAIOIEX -
pH 7,4, T THgeckost | OYTHPHI- | ALETHII-
377 3V |akrHpHOGTLIO | NOMMHIC- | XOMii-
Rk Tepasa | scTepani
CH,COOT 2000 840 0,6 1,1
NH,CH,COOT 6 120 0,9
NHz (CH2).COOT 22 110 17,4
NH, (CHy) sCO0T i - -
NH; (CH,);COOT 140 2 2,9
NH, (CH,)sCOOT 270 18 1,45
TOOC(CH,),CO0T 1500 110 0,57
TOOCCH.COOT 1000 5760 He rmn-
poansy-
eTea

IyT GBICTPO THAPOLMBOBATHCH XOAHHOCTEPAsoH rmurasMer (0yTUPIIXOMMHIC-
repasodl), a O-anerTuicepoToUHH — TAKIKC U AlCTHIXOIITHICTePAsod 9PUTPO-
UHTOB,

TTpur onenkre BOBMOMHOCTH HCXONB30BAHKA O-alHIBHBIX ITPOU3BOIIEIX Co-
POTOTIMIIA B KAYCCTRBE TPCIAapATOB HPOTONTHPOBAHHOTO AeHCTBUS MBI PYKOBO /-
CTBOBAINCDL TIPHHIHIIOM, COTIACHO KOTOPOMY COCHHMEHHST, MOABCPIafoIiuecs
B PUBUOTOTHYCCKIX YCAOBHAX OBICTPOMY THAPOJINBY, He OYRYT 0TBEYaTh Npeush-
aAsxsiesmuiz Tpebosanus [3]. Cpasuenne ganubix no yeroitunsocrn O-aiiiib-
HEIX MPOUZROAHLIX CEPOTOHHTIA B (UMABHOJIOTHICCKUX YCIOBHAX K CIONTaBHOM Y
PHAPOIUBY M K JeflcTBHIO HEKOTODBIX (PepPMENTOR KPOBH, 06aa{alomux
BCTEPAZHON ARTHRIIOCTHIO (XOTWIACTEPA3 ¥ TPHICHHOUCZOOHBIX  (DEPMEHTOB)
{rabn. 2), worasviaer, wro 0,5 -repedraoMAIHOKCHTPUITAMUY 09€HL Mejl-
JIEHHO THAPOJU3YeTCH KAK CHOHTANHO, TAK W MOX BAWAIINENM TPHNCHHOTUI006-
HEIX (QCPMEHTOB KPOBH ¥ YCTOHUNB K AeilcTBHI0 Xoxumacrepas. TawmMm obpa-
30M, MOJKHO CUNTATE, TTO DTO COCHWHEIHE MoyKeT 00JalaTh TPOIOHTHPOBAHHBIM
LZEHCTBICM NPU UCTIOI 30 BAHHIL €T0 B KaYecTBe PALHOLPOTERTODA.

TMonywennme jammpre o rTuppodusyesocty (yeroluuBoct) O-aruIpHbIX
OPOUBBOANLIX CEPOTOHMUIA B GHBHOTOTIYRCKIIY YCIOBHAX MO3BOMAIT PALHO-
HaNBHO OOLACHUTD PE3YI bTATHl HCTIRITAHI ATHX COSHHEHI Ha NPOTHROJI yue-
BYIO arTHBUOCTE. 1[pH GHOMOrHUECKUX HCTLITARM AX 00HAPYHEH 3HAYHTeTBHEIH
sdPderr wpoaonruposanioro  geHCTBHH Yy D,5'-repedrasoHAHORCATPII-
rvamuna  uo weboapurodt ofderr y 9,0 -cyRuMROMAAMOKCHTpUITTaMuHa [13].
Mponouruposanwoe meficTBUe MOCAEANEr0 COCHMHEHMA MOTKET OLITH CBASAHO
C MeJUUIeHIHLIM DACHIEHIelnes MoHodPupa, 06pas3yIolerocs Ha NePBoI cTafmi
ragpomiza, TaruM 06pas0s, nabioaeMoe N POTOHITPOBAHME TTPOTHBOIYT€BOTO
nefictrug adupoB CEPOTOHEHA KOPPETHDYET ¢ OTHOCHTCABHON YCTOHUMBOCTHIO
HTHX COCAHHENHI K COONTANITOMY ¥ (EePMEHTATIRHOMY THAPOJUIY.

CeporonnuoBme 9gypnt MOHOKAPOOHOBLIX M aMIWHOKHCIOT OKa3BIBAIOT 3a-
IMUT Hoe JeficTBHE TOJLKO TPI BBEJEHII YETOCPCACTBCHHO TIePes 00T yueHre
(3a 5—10 mun) [14, 15]. OrcyrcrBue NPOSOHTHMPOBAHHOTO HEHCTBUA Y BTHX
COBNMUCHII COTNACYETCH ¢ HX OLICTPRIM THAPOINB0M. MOIKHO IPEjIIoTomuTh,
YTO pamwosaliiTioe JedcrBHe B cayuae O-aueruicepoToHMHa (W BePOSTHO,
O-6yrupuaceporcnuua), a rarme O-aMmIIOATMIABHBIX TPOHBBOAHBIX CEPOTO-
HUHA B 3HAYNTENHHOM CTETIeHII CBABAHO ¢ IPeIBAPUTENbILIM TRIPOJHBOM dTHX
coepunienuii o ceporonmya. B ocayuae 5,5 -repedralionsifinoKCHT PHIITaMITHA
pagmozanutanit AdexrT o06YCITOBIEH, TIO-BUINMOMY, CTPYKTYPO# coejuHe-
nus B uenoy. C oy coTmacyercs 6onee BLICOKAS, 9EM Y CCPOTOHMITA, PATHO-
3allUTHAs AKTHBHOGTHL TIPH BBEJEHHH ITIPerapara HeIOCPEACTBEHHO Tepej
ofbydcHmes.
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IKCHePUMEHTATBHAH 44CTh

HermonrzoBanyn OyTupuuXomuHsCTePasy — npenapar XOJHIICTEPAsH n3
CHIBOPOTKN KPOBW Jomamt npouaBoacisa Mockoseroro HIIW saxkuun u cniso-
porox um. M. JI. Mewaunkosa (awrBHocTh QeprernTa TWO  AUETHIXOIHHY
1,64 MKRMOJIB/MIH - MI'), IPETADAT ALETHIXOJHHICTEPASH H3 DPUTPOLHETOR KPoBK
‘OpIKa mpousBoncTBa Jlennurpanckoro Mmacokombuuara uy. C. M. Huposa (ar-
THBHOCTHL 1O aueTHaANoaury 0,23 MEMOMB/MUH- MI).

O-AuynbHbE TPONIBOAUEIE CEPOTOIMIIA I CCPOTONH I CHETE3NPOBAKI OTIH-
carHBME MeTopgavn [3].

AleTHI XOMUHXJIOPWL (Ipenapar Mapku u.j.a., npoussoacrso VEB Ber-
lin Chemie) mBasrRALI mepeocarrkaany us ciyecu afGe. aranon — abe. 3Qup.

Punpornaa O-araAbHRIX TPOM3BONHBIX CEPOTOHMHA IIPOBORMIIL B (Pocdar-
mom Oydepe (w 0,2) mpn 37°. 3apacunie pacTBopul cybCTpaToR TOTOBMIM B
DMSO, samacupie pacrBopsl GepyMeHToB — B OGugucrTHanare, Peaximormas
emech comepswana 1,6 wnn 1,8 s Gydepa, 0,1 smu pacrsopa deprmenra, 0,04—
0,1 ai pacropa cyberpara. Ob6sesuas gonss DMSO npw rugposaze 5,5 -Cyk-
TUHOMAMORCHTpUIITaMura  cocranianra  20%, mpy TUEpoJise OCTANBHLIX
cyberparos — 2% . OublThl UPOBOAMAM LUPW KOHIEHTpauuax gepMenron u
cyberparos, yrasaunsx B rabx. 1, cobmonas yemonue [S]y = [K],. 3a xomon
IYRPOIH3a 3PIPOB COPOTOHUHA CALHMIK CIIEKTPODYOTOMETPUICCKM IO BOZPACTA-
HAD ONTAYECKOH MIOTHOCTH, TPOIOPIHOTATLHON KOHLEHTPATMM BB 51 OIe-
Tocs ceporonuda [3].

Perucrpauynio mposopuan nporuB KOHTPOABHON KIOBETLl, B KOTOPYIO BMEC-
70 PACTBOPA PePMEHTA BHOCUIN COOTBETCTBYIOWICC KOMIYECTBO GUUMCTHILIIATA

Haganswpie ckopocr GepMeHTATUBHOTO THADONH3A ALETHIXOMIMHA HaMe-
PATH LOTeHIMOMETPHICCKUM METOXOM 1Py nocTogantom pll wa cayonumyniem
pH-crare Radiometer TTT-1¢ (Hawna). Yerxosua: 37°, 0,2 M KCl, o6pesuas
monst DMSO — 5%; pH 7,5 (auerwaxonumaerepasa) wir 7,8 (SyTHPHIXOMME-
screpasa). MceaemoBanue wHrHOMpPoBaHHA OYTUPHIXOIWHICTEPABH CEPOTO-
HUBOM M 9,5 -1epedTamoimIIHOKCHT PUITAMIHOM PO BOMIN B AHATIOTHIHK X YC-
JMOBUAX,

Pesyuprarsl RUHeTHMIeCKU X TCCae0BaNIi obpadaTsiBagi 1o averomy Jlai-
"yusepa — bepra 1 ofcunrnpaayn Ha IIBM «3merrporukay ¢ HCITOIH30BA-
HHEEM MeTOMa HaMMCHBIUIHMX KBAZPAaTOB.
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CHOLINESTERASE CATALYZED HYDROLYSIS OF O-ACYL DERIVATIVES
OF SEROTONIN

MAKHAEVA G. ¥, SUVOROV N, N., GINODMAN L, M., ANTONOV V. K,

D. I. Mendeleev Institute of Chemical Technology, Moscow;
M. M. Shemyakin Institute of Bioorganic Chemistry,
Academy of Sciences of the USSR, Moscow

The hydrolysis has been studied of a series of serotonin O-acyl derivatives, containing
monocarboxylic and dicarboxylic amino acid residues, catalysed by horse serum buty-
rylcholinesterase (BuChE) and acetylcholinesterase from bovine erythrocytes (AChE).
It was found that AChE cleaves only O-acetylserotonin, whereas BuChE hydrolyzes all
the investigated compounds with the exception of 5,5 -terephthaloyldihydroxytryptami~
ne. The kinetic parameters of the hydrolysis were determined. Serotonin O-acyl deriva-
tives were shown to be suitable substrates, while serotonin itself and 5,5'-terephthaloyl-
dihydroxytryptamine were effective competitive inhibitors of BuChE. The estimation of
the resistance of serotonin O-acyl derivatives towards blood cholinesterases under phy-
siological conditions shows that the compounds under study, except 5,5'-terephthaloyl-
dihydroxytryptamine, should be rapidly hydrolyzed by BuChE. 5,5'-terephthaloyldi-
hydroxytryptamine was proposed to be used as a radioprotector of prolonged action,
which found a support in the results of biological tests.



