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IIpoBcmena pearuis OURIHBANE TOJIMETILICHOMCXTOPOTILIAMEHOB, 10Xy ICHHBIE
ABUPHAHINEBLIe TPOM3BOMIILIC ORazuBaloT obparumoe (Ki~100—1 MrM) 1w mneobparn-
Moe anrknaupypomee geficrsue  (A~10% M7LaidT!)  Ha  aUeTIMINOTIIHACTEPA3y  H3
SPIUTPOLIITOB KPOBH YEJOBEKA H OYTHPHIXOIMHACTEPA3Y M3 CBIBOPOTRH RPOBIL JIOLIAMH.
DuyomeRky AsipHBIeé KOHCTAHTBL CROPOCTH AJKHIJIPOBAHILT XOMHHICTePA3 TIpIH  H3MeHe-
HAM n ¥ R H3MEHSIOTCS CHMOATHO C H3MEHEHHMeM KOHCTAHT O0PATHMOro HHrudIpoBa-
wusg. Haubonee CHABHBIM AXARBAUPYIOLIHM areHTOM [10 OTHOIIEHIIO K aleTHIXO0NIHICTE-
pase (krr 7,810 M~t-mwu~!) u Gyrupumaxonwmycrepase (ki 4,2-102 M~bamu~') se-
TACTCA a3MPIMHIEBLIH AHAJOr TeRCAMEeTONHsS ¢ OCHIMIBHBLIMIL PAJUMTKANAMI 1P a30Te.
Ha ocHoBapuu aHAIN3Q KHHETHKH HHIHOHDOBAHMS XOJQHHICTEpasd II 3aliurHoro Mdeiter-
BIST  TOTPAATHNAMMOHNSA 1f TANLAaHTAMEHA 00CY/RJAeTCsS BOIPOC 00 AARIIHPOBAHMA
AHHOHHBIX YYACTWKOB B  RKaTAIMTHYECKOM M PELYAATOPHOM LEHTpax ofenx  XOMITH-
JCTEPAS.

Il wcenenoBanusa B RATAMITHYECKOM M DECYIATOPHOM IEHTPAX XOJHH-
acTepas QPYHKIMOHANLHON PONM 1 CBOICTB AHMOHHBIX YYaCTKOB, 06pasoBaH-
HBIX, TO-BHAUMOMY, KapOOKCHIBHBIMY IPYIIAMI  0CTaTKOB  MIKApOOHOBBIX
amunornceaor [1—3], npegcrasiaser UHTCPEC HCNONLBOBALLE COCITIEHHIT,
CITOCOOUBIX DTH YIACTRI XIMITECRII MOu@IINpoBarh, H TarmM coeguHenmaM
OTHOCATCS IHEIHICCRIE AZUPHAILIEBbIe TTPOMARBOAHBIE  2-TamONIa RHITANH-~
HOB, amRuANDPYIONIIHe B IOAUNENTHANON Meny (enra WapPAAY ¢ aMWHOrpynma-
MM M THAPORCHJIDLHBLIMU rpyimanu rRapbowcmabusie u  Qocdarupre TpyIL-
bl [4—5].

Hpu ansuanpopaunu ¢ movombie N,N-friverui-2-evnas puiuaus ame-
TIIXOABHACTEPAs W3 pasublx ncrounukos [6—11] nomyven marepecHsiil pe-
3ynbrar Momu(PUKAIUNE KaTaTHTHYECKHX CBOICTB (DepyeHTa: MPI MOAHOM yT-
pare cmoco0WOCTH THAPOIHAOBATEL ANETHIXOMIIT MTPOMCXO T ARTHBAIIA THjl-
ponmsa wnecneiriueckoro wesapsayiennoro  cyberpara  wHgo(eHmTaeraTa.
Jas necnenmdrueckuX XoAMHEACTEPA3 9TOT PE3YAbTar He HADIIOHaeTCH, WX
ANKUIHPOBANHE TIPOWBBOHBIME AZHDHIHIA ITPHBOAUT TOJBRO K HHMHOHUPO-
Banio epaedrarusuoro rugpomaa cyoerparos [, 11]. Yewm obycaonneno ato
PABJHYNC B CBOMCTBAX XOJUMHICTEDPA3 PA3AHUHBIX THITOB, OCTAECTCA HEACHDBIM.

Coejmmennst, CoAepRalyie AZUPIAIHHERbIe IPYNNL, B HACTOMIEE BPEMI
TPHMEHAIOTCS B OIKOJOTHHE B KAUECTBe XHMHOTepaneRtTuueckiy cpercts [12]
B HCIIOABL3YIOTCS B CEALCKOM XO3AHCTBe KAK XeMOCTe PUIHIYIOH(HE TTeCTHIM/bI
[13]). Tlosromy pasbmeilniee mccmejpoBadue HX HOTHONPYIOUEro jlefcTBIA Ha
XONHIDCTEPAsEl KPOBI TeNOBEKA W KHBOTHBIX JIPEICTaBIAET TaKHe o Ipak-
THYECKUI HHTepec.

B macrosueit paGore uccaemosaiym feficTeite  fra  aneTHAXOITHICTEDA3Y
(KD 3.4.14.7) 113 opuTpoiliTos KPOBI YeJOBERA W OYTHPILIXOJHHICTEPASY
(KD 3.1.1.8) u3 cHIBOPOTKM KPOBI AOMIALN TONIMETIIEHOILCX.T0 PITILIAMIIHOB
CTPYRTYPHL

GICH CH,N(CH, ), NCH,CH,Cl,

[ !
R R

rae n=10 u R=CH, (A-7); n=6 u R-CH; (A-9) 1 n=6 u R=CH,CsH;
(A-10). Arrtusroil axsnmupyiommedi dopauyioll o1ux coefunenuil  gvusercsa
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Tabauya I

Baunnue AHaJAH3Aa 11 renb—(imnb'rpaunm Ha KaTaJIHTH‘ICCR)'IO AKRTHBHOCTL
aue'rnnxommacrrepa:im, llHI‘HﬁHpOBaHHOfI OERAMECTOHHEM I €ro a3I‘IpI'!,'1HlIl[eBI)Y)I_
amamorom A-7*

. Q0paboTra rocae pPeaxniu ALTUBHOCTD *¥, YIHruoIpoBa-
Waruturop, 0,1 MM ¢ ITHCHOHTOPOM MEDM- MUE~ - Mp) e ¥¥%, %

NeramMeroumi — 48 (100) 52
Nuanus 24 4,1--3°C 97 (97) 0

A7 - 45 (93) 51,3
Muramus 244, 1-3°C 45 (92) 51,2
Cenn-prunsrpanus, 43,6 (91) 52

cedanerc G-25

* CyGerpar — agernnxonus, 1 MDM; pearkumus HUIHOUTOPOB ¢ (EDMEHTOM 1 y 20 MmIH. _
** B cROOKAX NpHBENEHA AKTHBHOCTD HATHBHOIO (PepMmeHTa, NOZBEeprHYToro Toli e o0pasorke.
%% JTyru0MpoBanHe OIPEJCAACTCs N0 OTHOWIEHMIO K AKTUBHOCTH HATHBHOrO (QepMeHra, HOox-
BEPLHYTOrO Toil e ofpadorTiie.

HHRAHYECKAS asupUHUIeBas Gopaa:
CLCH CH,N(CH_ ), NCH,CH_C.

/ (
R R
L hH 7.3
v
H.C H,C CH,
N R N+ -
N—(CH,),—NCH,CH,Cl + N—(CH ),—N
e | ] I
HU R R Hu R R CH,

Wccaepoparus moKazamm, 49T0 MaxemManpnoe woiruwecrso (mo 35%) ax-
THBHOIL a3upuUaHuEeBoil QopMpl oTHX coefiHedufl obpasyerca Opw NpoBeje-
nin peaxumy usauasansn apu 37°C u pH 7,3 B revemue 40—45 wum,

Peariuyio xouupacrepas ¢ agupHIUITUEBEIMU MPOH3BOHLIME A-7, A-9 &
A-10 mposopuan 8 cpege 0,1 M KClL w 6,7 mM wamuii-pocarnoro 6ydepa
upu pH 7,5 u 25° C. Hataiuru4eckyio arTiBHOCTE (PEPMERTOB OUEHUBAIIL IO
CROPOCTH (hepPMENTAaTHBHONO PHAPOTI3a ALETHIXOMMHES U HEe3apAMEHHOro 1ie-
crernnguaecroro cydcrpara uunodermuaneraTa. LLIIO HOKA3AHO, YTO A3HPII-
JUHHEBBIE NPONZBOHEIE TIOJIMETHIEHOMCXIOPITIIIAMIHOB ABALIOTCS BBICORO-
ARTHBHBIME O0PATHMBINI UHTHOHTOPAMI H 8 TO jKe BPeMS BLIBBIBAIOT Hapac-
Tawliee BO BpeMenu meodpariMoe uurubnposanue ofoux depmenton, Juwamuaz
H redb-(PIUIBTPAIS He CHIPRAIOY CTeNeHU WATHOWPOBAHILA XOJUH3CTEPas o1
JeHCTBIICN AMRHMIPYIOULLX COeAHHEHNIT, TOPa Kak aKTUBHOCTL XOAHHICTEpPAas,
UHTWOHPOBAHIBIN OHCYCTBEPTHYHBIN COSTUHENHEM JEeKAMETONIIeM, B 3TOM CIYy-
yae NOMHOCTLIO BoccTapaniupaerca (1adm. 1). d1u pagube CBHICTENLCTBYIOT,
qro HeodparnyMoe UHTHOUPOBAHNE A3NPILHITHEBBIMI TPOUSBOMIBIMIT TOJIAIS-
THIEHOHCXITOPITHIAMEHOB 00YCIOBIEHO ANRUIILPOBAHIEM QYHRIMONANBHBIX
CPYNI AKTUBHON ITOBEPXHOCTH XOJHUACTEPas.

ATRUIAMPOBATIIE XOJHHICTEPAZ ABUPHAMHUEBLIMIT TIPOMBBOLHLIMU IIOJIMe-
THIEHOHCXIOPSTINAMIITOB UPHBOAHT K WHUHOMPOBAMNIO X KATANHTIYECKOH
ARTHUBHOCTI MO OTHOLIEHHIO KAk K AaUeTHNXOJIHHY, Tark 1 R IHgodensale-
TaTy.

Corsacuo tabu. 2, ¥ aleTiviXoIHEICTePashl, adKmIPOBAHHON COeMUIeHI~
ey A-7, wurpdHposaHie CROPOCTIH THPOAN3A ALETIIX0anra ObUI0 HeCKOIBRO
BhNne, yem ungodermaterata (npmvepno wa 10%). B cnyyae anruampona-
musg xoxmuacrepas coemuuenuamy A-9 w A-10 wmrabiposamme waTamsmTHYe-
CROW aKTUBHOCTH 10 aneTIIXOMHHY [f HHHO(peHuIameTary bni0 OgHiIaKkOBBIM,

Taxuma o6pasoM, TP ATKUMITPOBAHNI  XOMNHICTEPAZ  A3WPULHHFEBLIME
TPOUBBOTHBIME TIOJIIMETHIC HOHCXIOPATHIANMUITOR He HabHoxaeTcs Mopudm-
RAEH KaTQJIATHUeCROA aXTHWBHOCTI: AJIKHIANPOBAHHBIE aUeTHIXOJHEICTepPaza
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Tabauya 2
Hurnfuposanie KaTAATMTHIECKOH AKTHBHOCTH XOJZHHICTEPas
npH reaponuse auermnxoamHa (A) u@ mnpodenumanerara (B)
coeqaHeHMeM A-7 *

Iurnduposasue, %

PdepnMent
A B
ALETHIXONIHICTEPA3A 97,2 87,7
Byrupuaxonmuscrepasa 70,4 67,2

* Honuerrpanus mgruburopa 1 mM, BpeMA pearuyusm ¢ WHrUOHTO-
pom 1 w 20 MuH, 3areM reab-QuUILTPanuA Ha cepapexrce G-25. MHrudu-
POBAHME ONPENESAN IO OTHOMIEHMIO K AKTMBHOCTM HATHBHOIC (epMeH-
Ta rnocrne renb—dnmmpamm.

Tabauya 3

KuneTHyeckue KOHCTAHTH MHIHOMPOBAHMS XOJAMHACTEPA3 A3MPHHHMEBDLIMH
WPOUSBORHBIMU TONAMeTHAeHOnexaopaTnamuios. CICH,CHyN (R) (CH,) » (R) NCH,CH,Cl *

AUCTHIIXOJMHICTEPA3A

Cocpunenye n R K, MuM v Kf, .. kyp-10-2,
! M- MuH!
A7 10 CHs 3,5+0,2 0.74 4,7+0,3 1,70,2
Hexamerommit 10 3.4=0,2 0,4 8,8+0,4 -~
A-9 6 CH; {4020 >0, - 0,33+£0,1
Tercameromui 6 350+30 0.21 1600200 -
A-10 6 CH.Cells 14=1 0,23 B82+4 7,8+0,2

ByYTHPHIAXOAMI3CTEPas3a

Coepynerie n R Ky, MuM o Kf, MKM kyp-1072,
! M-t MuH—
A-7 10 CH, 151 >0,1 — 1,4+0,1
HeramerTonnit 10 16+2 0,22 10020 -
A-9 6 CH. 24010 =>0,1 - 0,34+0,1
Tercameromnit 6 61020 >0,1 - -
A-10 6 CH.CsH; 1,7£0,1 0,36 4,6=0,2 42403

* CyGerpar — agerunxonuy; 6,7 MM wranunii-docdarunii 6ydep, 0,4 M KCl; pH 7,5; 25°C.

U OYyTHPIIXOJAMHICTEPA3a YTPAYUBAIOT CIIOCOOHOCTE: THAPONH30BATL KaR CIie-
TUPUICCKUE RATHOHHLIA cy0cTpaT aLETHIXOJUH, TaK H HecHenH(uuecKui
He3apsAMeHHplil cydcTpar uugofenmaneTar.

OGpaTnyioe WHTHOUPOBAHME XOJMUHACTEPAZ AZUPHIUHUEBLIMH COEMMHeNHA-
MM OIICHIMBAMOCL IO IX BJANAHAIO 11a CKOPOCTH (DEPMEHTATHBHOTO THAPOJHA3A
ANeTHIXOJUHA C HOMONIBI0 WMHIHOHTOPHBIX RoHCTAHT: K, — KOHKYPEHTHOIO M
K =K,/o' — HeroukypeaTnoro o6paTHMOr0 MHIHGUPOBAHUA, Ife o — HEKOH-
KYPEHTHBIH KOMIOHEHT B TOpMOskenun. Mpewrnduraumwio THma oO6paTuMOro
HHETEOHPOBAHMA T pacueT KOHCTAHT TPOW3BOMHIN 10 MeTony Jlaiimymsepa u
Boapra [14, 15]. HeoOpartusmoe unrubupoBatime XOIILICTEPAZ QNKHINDYIOUH-
MII COCQUHEHHAME OLEHNBANI IO OMMONERYIAPHOH Komeranre (ki) CROpOCTH
UX PeArI|IN ¢ PepMeHTOM,

Ilonyuenunpie gannpie (tadia. 3) NOKA3LIBAOT, 4TO ANKUIHPYIOIUINE COCMN-
HEHHf, CHHTE3UDOBAHHBIE A OCHORE IOIHMETIIeHOUCIeTBePTHIUBIX COeIH-
HEeHWH — FeKAMETOHHS If IeRCAMETOHUS, SBISIOTCS BRICOKOAKTHBIBIMI 00paTIi-
MBIMH HULEOUTOPAMY TPEHMYUIECTBEHIO KOHRYPEHTHOTO THIA [0 OTHOINeHHIO
K OYTHPUAXOJIMH3CTepase 1l CMELIAHHOTO KOHKYPEeUTHO-HeKOURYPEHTHOI0 THIIA
10 OTHOLEeNII ® auermixoamimcrepaze (puc. 1). Haubonee cunbmubiii ofpa-
THMBI MATHOMTOP AleTHIXOIEHICTePassl, A3UPHIUHUEBBIH aHANOr [eRaMe-
ToEEA A-7, peficrsyer ruaBHbeIM 06pazoM HO HeKOHKypeHrTHOMY TEHIY. Ilo 01-
HOIIGHWIO K GYTHPIIXOMMHICTEPA3e KaK JEeKaMeTOHUIl, Tak H ero asuwpuim-
HEeBBIA amamor A-7 mpoABIAIOT (oyiee HH3KOe HUTHOHpYIONlee JefcTBire
HCRITIOTHTENHHO KOHKYPEHTHOTO Tulla. ['eRcaMeToHuil 1 ero asupUIHHAeBHIT
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Pnc. 1. ¢ — 3aBHCHMOCTL CKO-
POCTH THEOPOJH3A ALCTHIXOIM-
Ha, KATAJIHZHPYEMOI'0  XOJMH-
3CTEPas3oi, 0T KOHLEHTpPAIIIH
cyb6erpata B orcyrereume (1) m
B aprcyTcTBME 2 (2) m 5 MKM
(J) asEpHAMHHEBROTO HPOM3BOA-
Horo pmexameronmsa A-7 (K,
3,5 MmxM, o’ 0,74). 6 — ra xe 3a-
BHCHMOCTD IR peaKumM, Karta-
JHBAPYEMO Oy THPHIXOIMHICTC-
paso#, B orcyrcrBue (I) m B
npucyrTe1Bun 5 (2) m 25 MM
{3) coepmnenna A-7 (K 15 MM,
o

)

amajior A-Y 3HAUMTENLHO ciabee JeKaMeTOHUS H coeguuenyvs A-7 1o oTHoLIC-
Mo K 000uM TUIAM XOJTHHDCTEPAs, UpuueM coefauuenye A-9 sBIAETCS HITI-
GUTOPOM KOHKYPEHTHOTO THIIA 110 OTHOLIEHIIO KK K aLeTIIXONIHICTepasce,
Tak ¥ K Oyrupuixoianuscrepase. Ofparimas copSus NPOA3BOJHOIO TeKCaMe-
tounss A-10 smagurentHo BO3pacTaeT mo  CPaBHEHMIO ¢ coepmHenmem  A-9
BCJACNCTBHE 3aMeHbl METMIBHBIX DajmKanoB IpH asoTe Ha oOBeMHble Oen-
BMNBHBIE PAJUKANEL, ¥ ONHOBPEMEHHO YBEJIWIMBAETCA HEKOHKYPEHTHOCTL B
00paTuMOM HHTHOMPOBAHEE AETIHIIXOMMHICTEPASHI U OCODEHHO BYTHPHIXOIUII-
acrepasel. Coepumenue A-10 mambosee cunbublii oOpaTUMBId HErHOUTOP OY-
TITPUIAXONUHEICTEPAZET CMEILAHHOTO KOHKYPEHTHO-HEKOHKYPEHTHOI0 THIA.

Benmunna K, ROHKYPEHTHOTO 00pATHMOT0 WHTAGAPOBAHASN JUIA KATHOMH HEIX
coeEeHNil oTpaKaeT obparuMyo copOIHI0 WHIHOHTOPa MO AaHHOHHBIM yIacT-
KaM RaTANHTHIECKOr0 LEHTPA XONWHEACTEPa3 MIA copOmmIo BHE KATANETUTE-
CKOTO 1eHrpa, KOTopasg, KOH(MOPMAUOHHO €T0 W3MEHMAS, MOJKET IONHOCTLI)
pe;joTRpaInaTL, chA3bBaHue Ha HeM cyberpara. Ilo RomcragTaM HEKOHKYDEHT-
woTo 06paTuMoro lHruOupopaums Kl MOmHO cysuTh 0 copOLEHM coegmHelnil
mo nepudepUTecKuM AHUOHHBIM YIACTKAM XOJIHACTEpPa3 BHEe KaTaJdTHIecko-
ro ueurpa. CrocoGuocrs TOIAMETHIeHOMCIETBEPTUYHBIX W ASHPHAHHAEBHIX
coejMHEeHHH cOpOUPOBATHCH BHE KATANUTHIECKOTO LEHTPA DASIMYHA IIPH WX
AGIICTBMH Ha anerHIxXoJdHscrepasy U Gyrupwiaxomunscrepasy. Hua amerwi-
XOMHHICTEPA3LL MEePBOCTENEHHOe 3HATEHHEe [T NPOABIEHUS HEKOHKYDPEHTIO-
CTI MMEET PACCTOSHMe MeX{LY 230TaMI: IPY YBEIMYOHUN YHCIA METHIIEHOBBIX
rpyun ot 6 o 10 sHAYMTENLHO YBEIMIHBAETCA HEKOHKYDEHTUBIH KOMIOHENT
B TOpMOMeHIUL. 3 ciydae GyTHPHIXOMUIICTEPA3LI JUIA NPOSBICHUA HEKOI-
KYPEHTHOCTEH, BEPOSLTHO, DoJee BayiHO HAIHYME OGBeMHBIX FHAPOdOOUBIX pa-
JEKAJIOB TIPH a307Te,

Ilo obparuMorMy ABTHXOIUMHACTEPABHOMY MEUCTBHIO HUKIW30BAHHBIE ITPO-
U3BOMHBIC HOTHMETUIeNOHCXIOPATHIAMHHOB He YCTYOAT OWCIeTBePTATHBIN
COENMHACHHAM, NEeKAMETOHMI0 M TeKCAMETOHHIO, ¥ JIayke HeMHOI'0 IIPEeBOCXOMIAT
ax. Beposrio, nojydaeMble B 9RCHEPUMEHTE HapaMerphl MHTMOHPOBAHMSI OT-
pamarT cpoiicTna OMCARMPIANHHEBOH (DOPMBI TOAMETHIE HOTCXTOPITIITAMIA -
HOB 1 YRKa3biBafOT Ha UPENMYIIecTBeHHOe ee 00pas3oBamite B MPOLecce IAKIA-
3QIITH,

Heobparumoe unrubupoBanme XONAUHICTEPA3 ASHPUIHHUEBLIMM TPOH3BOJI-
HBIMM  TIOJHMETHIeHOHCXIOPITHIAMUHOB CIE0BAT0 YDABHEHUIO A TICEBJO-
MOHOMOJERYISIPHBIX PEAKI[IIL:

Uy

AII:—']gU ’

Ry i

3 Buoopraumueckas xumuA, Ne 7 929



THEe Up I U; — CROPOCTI THAPONM3a AUETHIAXOANHA B HAYANELHBLT MOMEHT Bpe-
MEeUIH ¥ KO BpPeMeHN f pearRudd (epMeHTa ¢ ATKHARPYOUTHM wurndutopos, [
(puc. 2). B vewenye 2 4 peaximuM COXPAHMIACH JHHeHNAs 3aBHCHMOCTE B KO-
oprunarax lg{v,/v;)—t. llo-sppusiorMy, alfrunupoBanume QYHRITHOHALLHBIN
TPYIIT Ha aRTHBHON MOBEPNHOCTI! XOJMHICTEPA3 POUCXOMT TPH  YIACTUI
TONBKO OJ(HOHM ¥3 asUPHAMHHEBBIX DY B CTPYRTYPE aJKMIHPYIOLUEX COeIi-
HEHHUH.

BuyMonerynapubie KOHCTAHTHL CROPOCTH HEOUGPATHMOr0  HHIHOUPOBAHM
(ki) Xonmmacrepas UMKIMYCCKHME KaTHOUHBIMH IIPONSBOXHBIME ITOIHMETI-
TeHOICXIOPATUMAMIHOB OBIIH OJHOTO TIOPAJKA ¢ ROHCTAHTOH Xy CKOPOCTIL
amsmnupopauns  pouavmu N, N-yumermn-2-gemunasupugunna  (~0,1 st
SMHHTY) M 3HAMHTENBHO YCTYHAlW BeILYHHe ki UWHIHOMPOBAHI XOMUHICTE-
pas garnonuniMi ochopopravnuecriMu coegmuemsiMu [16].

Ilpu meobpaTuMoM MHITHOUPOBAHHE XOJHHAICTEPA3 BENHAMHLL kry TPI H3Me-
HeHuH 72 M R wsMewsioTes cuMbaTtio ¢ m3MerneHueM 00paTmMoil copOmum Ia
ARTUBHON MOBePXHOCTH (hepMenTa: CHIGReHWe K, BO BCeX CHYYasX COIPOBOK-
gaercs ypenmueres ki meobparmaore murnomposants. Ho rommgecrsenmo
uzMeueuwd Ky mpH uaMemenwmir n i R OLUIE Meuwee BBHIPARENDI, YeM HBMEHe-
nus K.

TIpit uprnGUpoOBAHHH BYTHPHIXOIIMEICTEPAZHL DTIMI COSjUHEHIAMEA YBe-
aaveune n ot 6 no 10 cnmwmaer K, B 15,6 pasa, a ki B 9TOM caydae yBemi-
YHBAETCS TONBKO B 4,2 pasza. Ilpu BBepernn GeH3MILHBIX PA;IKAIOB TPH A30-
re K, cummaerca B 140 pas, a ki ysenmuunaercs tonsro B 12,3 pasa.

ITpr murmGupoaniy aneTHiXONNHACTEDPARBl H3MEHEHHe 9HCaa METHIEHO-
BeIX Tpymm ot 6 go 10 Taxike B Gosnuiell cTeNneHs CKa3kIBAGTCS HA 00pAaTIL-
MOI copSumt coepmuenuit: K, najgaer modru B 40 pas, a ki CROPOCTI amKirmii-
poBanua epmMenTa yBermaunaercsa B 9,4 pasa. Tolbko mpu 3aMene B CTPYK-
TYpe TOIMMETILIeHGHCXJIOPITINAMUHOB MeTWIBIBIX PAAVKAIOB TPH a3oTe Ha
rigpododuLie GensiibEbe pajikansl (eM. HUMe) Tpu HHITIOHPOBAMIME ale-
THJIXOIMHICTEPA3s B OONBUICI CTETICHN YBeJMYMBALTCS fy; CKOPOCTH aXKu-
AUPOBAHMs, ueN cHMyKaercs K, xaparrepuayiouas odpatmayio  copbumio
COCMHe I,

Ha ocwosammm cumbarnoctu uameueuns K, uw ki Npi MIMEHEHUH CTPYK-
TYPLI WHTAOHPYIOTHHX COEJHUIEHHIT MOKHO TOJaTaTh, UTO PEAKIMs aNKMIHDO-
BAHIT AHHOHHBIX YYACTKOB JTPOM3BOAUBIMH OJHMETILTeIIGHCXTIOPITHAAMITEORB
BEJIOUaET B cebsa cTagHio 00pazoBaMUA 00pATHMOIO (DepPMeHT-HUTHOHTOPHOTO
komnrerca Kl a Berwamnsr K, OTparkalorT KOHCTAHTLI JIUCCOUMALNT  9TOIO
npomeRyrounoro obparimoro Ll-vommnerca:

Fami by

o Elamx‘; Kl —_ T

k1
DR R Y
k4

B aroar caydae no Tuny obpatuMoro MHrubupoBaHUA MOMKILO CYIUTE O MECTe
PRCHOAOEHRS aNKIIEPYSMOli IPYINBL Ha aKIMBHON 1TOBEPXHOCTH XOJNHHICTE-
pas. ABHpUAWHWEBLI anaior rexcaMeronns A-9, npossiA0IEi ROEKYpPeHTHOE
obpaTuMoe MHIHOWPOBATHE XOJMHICTEDAs, BEPOATHO, ANRHIAPYET QYIRIHEO-
HAaJIbHBIe PPYINEL B AKTHBHOM UEHTPE aleTHAXONHHAICTePA3L. N OyTHPUIXOIHH-
acTepassl, ASUPAAMAKEBEI ananor feramMeroHns A-7, NPAKTHICCKH [0THOCTHI
HCKOHKYPEITHELT HHIIOHTOD alueTHIXOIUHICTEPAssl U MIPeHMYIECTBEHHO KOH-
KYPEGHTHBIT MHIHONTOD OYTHPHIAXOIHTHICTEPABHI, BOSMOKHO, alKHIAPYET IIepi-
dbeprrueckne amHOHEBIE YUACTHE ALETHIXONHEICTEOPA3H M (DYHKIWOHAILHEIC
Y9aCTKE KaTaJluTHIecKoTo ieurpa Oyrapmixonmuscrepassl, CaMoe CHIbHOE
arrmgpyloniee coegunuenne A-10 apnsgerca ofpaTuMBIM HHIHGATOPOM CMELTaH-
HOI0 KOHKYDEHTHO-HEeKOEKypeHTHoTro Tuma. Ilosromy meobpariimoe murmbrpo-
BaHMe xXonmuacrepad coeguuenvem A-10 Momer GBHITH PE3YABTATOM ANKHIRPO-
BAHIST PYHKIHOWAILBHBIX IPYIIT KAK B KATAMMTHICCKOM [EHTpEe, Tak ¥ mepude-
PHYECKEX AHHOHUBIX YIACTKOB O0EHX XOMUHICTEPAS.

s nonygennsa fonoaHuTeNLHON HEQOPMATIIE 0 TOM, KaRue (yHKNAOHALL-
HBIe QIeTHIXONMIICTEPA3LI HOABEPraloTCH XHMHYECROW MOAMQHURATHEM IIPI
gefersmm  coeguuenns A-10, mccaenoanm BIUAHME OCPATUMbBIX KATHOHHBIX
HHETHOUTOPOB TeTPATHIAMMONNA B TamautaMuna (radi. 4, pme. 3a) Ha peak-
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Tabauya 4

OGparumoe HHrHOUPOBAHUE AUCTAIXONMHICTEPASHI TETPAITHIAMMONKEM
M FAAHTAMHAOM B PEaKIHAX KaTANH3APYEMOro €10 rEApoIM3a aperHaxonmda (A)
¥ ee ankuiaupoBanusn coefmHenuey A-10 (B)

Coeguuenne Pearmn | A MEM a’ £y, M Ky meM
‘TerpasTenaMmommit A 60053 J,122:0,09 5000£420 —
B _ - - 2000310
lanasramese 0,4-2 MM A 0,41+0,03 0,37+0,12 1,1+0,20 -
b ~ — — 1,22:0,20
Tanamramug, 2—10 MrM 5 - - - 6,5=0,50

HYI0 QTKANEPOBAHHA aleTHIXOINHICcTepassl coeguuenuer A-10, Ycramosrnewro,
YTO0 BENWIHMHBI Ky CKOPOCTH alkuiuposamus depmedta coepunenmeMm A-10 n
UPHCYTCTBHY DTUX KATHOHHBIX WHTMOKTOPOB 3HAYHTEALHO CHEMKAITCA, T. €.
TETPARTANAMMOHUN T FaIaHTaAMWH OPOSBISIOT 3AMETHOE AEeHCTBEE COTUMACHO

cxXeme
Ki

aan k_ k
E -+ I'\_j Bl —EI‘”’ blamu Ki - ‘KQ =— :
i -t l k
+

Q
mmf_l Ky
EQ

Ipu wourypemrnofi 3aiure, Korga samurTubli areur Q, copbupyschk mo
OHOMY H TOMY JK€ YYACTRY ¢ QNRANUPYIOMHM COCJHHEHMEM, HPEIATCTBYeT
obpazosarmio ooparumoro El-KoMnnerca, KOHCTAHTA CKOPOCTH aJKUIUPOBaHES
» mpaeyrersmn Q (kq) Gymer cammarbes:

4

] Yo

Fo="TT+ 101Ky & o,

RORIS

fom hyp
TR,

B orom caywae v wooppunarax 1/kq or [Q] ymer mabmoparses nuueligas 3a-
BHCHMOCTE, W3 ROTOPOH MoKeT G6HTL ompefenena Ko — KOHCTaRTa HHCCOLHA-
105 ofpatumoro MQ-roMmiuerca pepMenTa ¢ 3alUATHBIM aresToM.

[Honyyennbie maMu Hammble IOKA3LIBAIOT, UTO Gojiee caadbiif O6paTI/1\U>IH
parubHETOp XONWHICTEPA3 — TETPAITHIAMMOLEN OKa3hiBaeT 3alIATHEI odderT
KOHKYPCHTHOTO THIA B PeaRUUM alleTHiAXoJmnacrepassl ¢ coepnmenmem A-10:
gasuenMocTh 1/kq 0T KOMIEHTpalmy TeTpasTuFaMMouns Obuta nEHeHHol ¢ Kq
2 uM, Roucramroli, KoTopas GMUEEC K KOHCTAHTE HEROUKYPEHTHOTO 10 OTHO-
UIEHHI0 R ALETIAXONMMHY 00PaTHMOTO MHIHEOHPOBAWHA aleTHIXOJBHICTEPAZDE
rerpagruiamyores. CrejoBaTesnpHo, AXKMINDOBAHKE ALETHIXOAUHEICTEPA3E
cocpuaenyem A-10 npoHCXOAAT HPEHMYIIECTBEHHO BHE KATATUTHYECKOTO UEHT~
pa mo mepudepuIecRuM ALNOHEBIM YIaACTRAM.

SarmuToerit sQPerr ragagTaMnBa 6oee CIOMEN W 3aBUCAT OT 70 KOHIEH-
rpagun (pume. 36): B obuacte woumenrpauun 0,1—20 mxM mabuiogaerca cuianb-
HOE BalHUTHOE [AefiCTBHE B PEAKNHE ATKUJHDPOBAHUA AICTHIXOSHUHICTEDPA3E]
coepmrerem A-10 ¢ Kq 1,2 MM, a B odnactu Gorlee BBHICOREX KOHLEHTpamyil
(2—10 MrM) 3aIUTHOEe Heucmue rajayraMuna ocnadenaer W COOTBETCTBYET
Apyroii, 6onee muicokoil semnumue: K, 6,5 mxM. Obe semwaunsr K, s ragam-
TaMUHA, TOJYUCHIIBIE B PEARKUMY a KU POBAILLA aleTHIXOIAHICTePA3HI COSNH~
nenwed A-10, 3pauwTeNbIO BHIIIE BEMHIUHH 00PATHAMOIG KOUKYPEHTHOTO MH-
rubuposanma  depvenTaTmHoro rTHppoawsa amermiaxonmua (K, 0,41 mrM),
KOTOpas OoTpasiaeT cOpOIMI0 rajanTaMUHa 0 AHHOHHOMY YYACTKY KaTaJlATH-~
WeCKOTO 1eNTPa aneTuaxosmuscTepassl. Beauanna Ko, monyuennas nNpu EASKAX
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Puc. 2. 3aBwemmoctu 1g (vy/vi) OT BpeMeHH MHCHOHPOBAAUA ALETHIIXOIUMHICTEPA3H]

ABMPHJMHEACBLIMI  IIPOM3BONMHEIMA  IONMMEeTHIeHOHCXIOpAaTHIaMuHOoB: [ — A-9 (k¢

33 M~tomia™'y, 2 — A-7 (ke 170 M~ ymm—!), 8 — A-10 (krp 780 M~' mun—'); KOBUEHTpa-
st nuruduTopor 35 MrM

Puc. 3. 3amurioe pedctBie TOTPADTHAAMMOHUS (¢) M rajaurTaMuua (6) B pearymuy ne-
00paruMoro  uNrHOMPOBAMMA  ALETHIAXONMHICTEPa3bl  ASUPHAMHHEBBIM  TPOH3BOIHBIM
A-10 (35 MRM)

KOHIOHTPANMAX ralaiTaMMBa, NPAKTHIECKH coBlajaer ¢ K, — roHeTaHTOl
HEeROHKYPEHTHOrO 00PaTUMOTO WHrMOHPORALM ALETHIXOTNHICTEDA3hI TAlanT-
aMuHoM, a Kq Aad BBICOKNX KOHLUEHTPALUMA ranauTaM¥Ha 3HAYATENHHO BbLIIIE
K. Taxunm o6pasoM, B3 KHHETHIECKHX MAHHBIX 0 3allMTHOM [eilcTBMM TalaHT-
AMUHA CIEYeT, 4YTo, COPOMPYSCH BIlE KaTaJluTHYECROro IEHTPA, COCAMHEHME:
A-10, Do-BEHauMOMY, MOJKCT AIKMJIMPOBATL HE MEHEe JABYX HepudepaTecrmx
ABHOHHDBIX YYACTKOB.

B wacrosimee ppeyMs Ha KaKZoll Cy0ObemMHUIE ALETUIXOMHMIIICTEPAssl Nno-
MEMO aHFOHHOrO YYacTKa KaTamuTmdecKoro nentpa (AGC) mocrynupyercs na-
JuuMe 1o RKpaifnedl Mepe vuerbipex nepupepHYecKHX aHMOHILIX YYaCTKOB.
AP —AP., ceasammsix co comeuguduueckumu  ruapodOOHBIME  00IACTIMA
[2,17—20]. BzaumopeiicTsue ¢ 9TUMH YYACTKAMH HEOPraHMYECKUX HOHOB, Op-
raumgeckux auraggos [20], a rarme adlHINPYIONHX COCNAECHAI MOMET MPH-
BOLUTH K CJHOMMIBIM M3MEHEHUAM KOHPOPMAlUM U CBOUCTE aKTUBHON MOBEpX-
Hocetn avermrxonmuacrtepassl. Humernaeckie gapubie [6] m onbITsl ¢ MEUEHBIM
N, N-gavernn-2-pennaasupupunven [18] moxasemmator, uro obpasosauue Qop-
MbL AUeTHIAXOJIUHICTEPASH ¢ MOXHPUIHPOBAHHBIME 3CTEPA3HEIME CBOHCTBAMI
TPOUCXOJMT HPH AMKHINPOBAHNE JBYX AHHOHHBIX yIacTkoB: AC m OZHOrO ms:
nepudePHIeCKEX aHMOMHLIX yaacTkos., Hakoit ms yuactrop AP,—AP. B srom
cIydae alKHAMPYETCH, HOKa HewssecTHO. [Hambonee Oiusko K KarTalnTHIECKO-
MY TeHTDPY aleTmiIXoNmHEscTepasst, na paceroaunn or AC B 14 HM, PACHONIoKen
yaactor AP,. [TorasaHo, 9T0 JeRaMeTOHWI cmasblBaeTcs ommospemento ¢ AC
m AP, [19, 20]. B sureparype mpakTHIeCKM HeT CBEJeHHIT 0 Iepn(epaIecKuX
AHMOEEBIX ydacrKax Oyrmpmaxogmmacrepasst, COTTacHO IOAYICHHBEIM HAME
NaHHBIM, TepaQepPHIECRIe aHAOHEEIe YYACTKE Oy THPUIXONNHICTePASE], BEPOAT-
HO, PACHOJOHKEHDLI Ha APYIOM DACCTOSHHE OT KaTaJHTHISCHOIO UEHTDPA W HMe-
107 fosiee MowmHoe ruppodobHOe ORpYIKeHHE, deM mepudepaIecKre AHHOHHLIE
y9acTEH alleTHAXONNHICTePaskl.

Hna obpasopanus xoaMHICTEPA3 ¢ MONE(DHIMPOBAHHBIME CBOMCTBAMY,
HO-BHAEMOMY, Ba/KHA TAKMKEe U CTPYKTYPa OCTATKa, IPHCOCNHHSIOMErocs K
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Tabauya §

UsmMeneHue KATATHTHIECKUX CBONCTR XOAMHICTEpPA3 IPH MX ANKMIMPOBAHMN
noanmeruaenGuexaopaTanamauaMa A-7 — A-10 u 2-xaopsTHIAMEBAME
R'CHCICH N (CH:)R (I)-(1V)

T MHrUOU PO BA IS
(wnu awTuBanMa, %)

TP THAPONTNGe HL‘[Tepﬂ‘
Coegunenne depMenT * TYPHBI
R woeHg- | MCTOHAMK
QALCTHAXOJAUITA QHeTATA
(I): R=-Ce¢H;, R'=—CH; AXD Brika Heobparn- 160 [7-9]
Moe
AXO qenoBexa » 180—200 [11}
BX9 » Heotparu-
MO@ [11]
(IT) : R=-CgHy, R'=-CH,CH,Cl | AX3 06rixa » 160 [10]
(IIT) : R=-CsH,Br, ~CsH,0H, AX9 Onika O6parumoe | QGpartumoe (7]

_‘CGHZAOCH()', H/=—CI']3
(IV): R=-CH,NOz(n), R'=~CH3| AX3 ueaosera | Heobparu- | HeoOparu- [11]

Moe MOe

X9 » » [11]
A-9 AX3 genoBera » »

X9 » »
A-10 AX3 genopera » »

LX3 » —
A-7 AX9 yenosera » »

LX9 » »

* AXD — aneTuaxosanHacrepasa oputpouuTen, BXO — OYTHPHIXOAMHICTEPA3A CLIBOPOTKM KPO-
BH JIOLUIQAM.

AHMOHHBIM y9acTEaM OpH alkmiuposannu. B cssasu ¢ atuMm ObLI0 MHTEPOCHO
NPOCIENUTE, Kak 3aBHCAT CBOMCTBA ANKWIHPOBAHHLIX XOJIUHACTEPA3 OT CTPYK-
TYPBL anRmIMpyollero pearcuta {(rabn. 5). Ws pgawmusix tadn J crejyer, 9To
akTHBauus  QepMEHTATUBHOTO THPONU3a WHIOPeHNIaneTaToM HabI0gaeTea
OIS PASAUYHBIX AlETHAXOMMUICTEPA3 TOJBKO NpH uX 00paboTre IMBLRAMHeCKH-
MH OPOU3BOJNHBIME HE3aMEUIEHHBIX 2-XJop-2-pemmmarmaamunos. Hanudue ne-
MOJAPHOTO (PeHUABHOr0 pajukaia B ATKWIMPYIONIEM COSTWHEHHN, BEPOATHO,
OUYEHL BAMRHO [ o0pasopauus gepMenta ¢ MOAuOUUUPOBAHHBIMU KaTaJIHTH-
qeckuMn coitctramu. Vsanerenwme cpoitcts eHnabioro paguraia 3a CUET BBe-
JCHHUSA NOIAPHBIX 3aMECTHTENEHl UPUBOJHT K YTpaTe CHOCOOHOCTH COeMMHEeNIs
OPORYHEPOBATL (PepMent ¢ MONE(PHIMPOBAHUBIME SCTEPABHBIMU CBONCTBAME
(manpwmep, mpu BRegernn B n-wonoaenunn NO,-rpyune:) wim jake K yrpare
CHOCOBHOCTH AJRMIMPOBATh AHBOHHBIE YIACTKN aleTHIXOJHHICTEpassl (Upn
seefienan HO-, Br- unu CH;O-zamecrurencii). B cayuae monuMer#aeaOuexIop-
DTUTAMAHOB, CCIH alKHAKPOBALNE AHHOHHBIX YYACTROB LIPOUCNOJIUT MpPU yda-
CTHH TOABLKO ONHON ANKMAMPYIOINEH TPYNABL, HANUYMe B IPUCOEMHAIONeHCS
K (pepMeHTy YacTH PearcuTa NONAPHON XITOP3ITUIAMMHHON WK asupHIHHIeBOH
TPYIILL TAKKE MOMKET OBITh HEOJaroUpUsATHLIM IS TARWX ROHMOPMAIBOHHBIX
HNEPECTPOeR XOJMUHICTEPas, KOTOPhIE NPUBOAAT K 00paszoBanuio (opaisl Gepren-
Ta ¢ MONEQUIEPOBANKON KATATUTHIECKON aRTHBHOCTLIO,

3chepnme}rram,ua I Yacib

B ragecrse ¢epMeHTOB WCOONB30BAIM YACTHYHO OUMLICHDBIE NpPEIaparthi
ANETHAXONUHICTePAshl U3 DPUTPOLHTOR KPOBH UermoBera ¢ yii. akt, 4,2 ME/yr
d OYyTHPWIXONMIICTePA3E] M3 CHIBOPOTKU KPOBM joliagu ¢ yi. axr., 9,6 ME/ar
0TEYeCTBEHHOTO LpousBopctia. lloxmmerwinenducxgoparunamunnl A-7, A-9 u
A-10 6putr cuuresuposaunt . B. Mopde u T. C. Cuuprosoii B Jlenuurpagcron
HHCTHTYTe ToKcmkomormm Mupmerepersa snpasooxpamenus CCCP [21].

HDisg wony4eHUs MaKCUMANBHOLO KOJMYECTBA DTUICHUMMOHUEROH opMbl
coepumuenui A-7, A-9 u A-10 rortosmiu ux pacrsopsl » Kouneurpauun 0,8 MM
ua 10% sranone B 67 MM rannit-ocaruon dydepe, pH 7,3, Pearinio wurmn-

933



saquy tposopuau npu 37°C B reuenme 1,0—2 u, Uepes wampasie 10 mmE 13
HHKYOALHOHHON cMecn oTOmpany nPodsl Mo O M, PeaRLMIO 1MKIABATIAA OCTa-
masiaupanu  pobasncumesm 1 wmu 0,2 H. YKCYCHO¥W KHCIOTHI M KOHIEHTPAIHIO
STHIEHUMMOEUEBIX. HOHOB ONPeeAny 00pATHBIM HOJOMETPHIECKAM TATPOBA-
HIEM TI0 HX CBASBIBAHNIO ¢ Tiocyinaroy uarpusa. [laa aToro B Ramayo npody
noGasagan mo 1 mu 0,1 M rwocyandara marpms, npodpr BeinepRusaitu 20 MAH
B TCMHOTE 31 M30BITOR THocynbdhara narpus orrurposbBaiu 0,1 v, pacTBOpPOM
wopa. Jus Beex CcoeuueHMil KOHIIeITPALLs 9THICHIMMOHUEBOH (POPMBI BO3-
pactana B teucime 40—45 mun m octiurana X aromy spexenn 35%. B pazpuei-
HIeM [ TONYIeNs  A3APIJIMINIeRBIX  TPOR3BOAFBIX PCAKIHIO HMKIX3ALAR
OPOBOAKMIM 45 MUH J B KaKA0H IOPIMKE KOHUEHTPAINIO a3APHIUHTeBEIX HOHOB
OIIPENEeIANT HOJOMETPHIUCCKUM TUTPOBAHACM, PacTBOD IMKIN30BAHHON (POp-
MBI pearcHTa Xpanuiai ua xosoay ue dosee 1 cyr.

Pearnuio ammmiuposawust xonumscrepas nposomumiu upm 25°C B cpene
8,7 M waanii-docdarmoro 6ydepa npu pH 7,5. Pacreop depyenra ¢ nuradm-
TopoM HHKYOHpoBany 1,0—2 ¥y B TCUEHHC DTOTO BpeMeHm 0TOMpPaNuM W3 CMECH
Opo0Bl [ OUPEAEIeHHs ARTUBHOCTH XONHMHACTEPA3 MO CKOPOCTH THAPOIM3A
ALETUIXOIAHA MCTOAOM HENPEPBHIBHOTO MOTCHIMOMETPHUECKOTO TUTPOBAHESA CO
CTeRTANUBIM ducRrporon Ha npudope pll-121 » cpepe 0,1 M KCl » 6,7 mM
rasuii-thocarnoro dydepa npw wonucurpaunn avermixonuna 1 MM (awermn-
xoaunacrepasa) m 10 MM (fyrmpuaxormnacrepasa). CropocTy TAXDONN3A X PO~
MOTCHUOTO cyberpara mugodenuganerara ouperelsun cuerTpodoroMerpuae-
ckn npir A 990 M B rex ke yemosiwix. Ilpu mecregosanmu ofpatumoro nurm-
OUPOBAHTS. XOJHHICTCPA3 MB3MCPALM CROPOCTH THIPOJIM3A B JMallazoHe KOH-
menTpanuil aneruiaxoarHa 0,05—1 mM (auerwaxosunacrepasa) u 0,5—10 MM
(OyTHPILIXOMIHACTCPA3A) B OTCYTCTRHE HITHOWTOpPa 3 OPH 3—4 PasimIHbIX
ero Kouerrpausax. Howeraursr obparusoro wurnduposauus K, K, u o’ pac-
canThsany rpaduueckion verogom Jaifnyusepa nm Bapra [14, 15].

pu pponejieHiy 9RCIEPIIMEITOB ¢ 3ANHTONH aleTHIIXOMHHICTEPAshl 0T ajl-
RUAMpYIOmero geicersia depyent nukybuposann ¢ coepmuennmeMm A-10 » upu-
CYTCTBUH TETPAITHIANMMOUNS ¥ raXaHTaAMHHA, 3aTeM W3 CMECH 010upaim Ipo-
661 1 nocare passegerns wx » H0--100 pas onpejensnm B HMX 0CTATOYHYIO aK-
THRHOCTH epMenTa Mo CKOPOCTH FEjipoiasa averwixoisuna, Jaunste rpadm-
YECKUN  BABMCUMOCTCH 00pabarhiBadi 110 METOAY HAUMEHLOIMX KBaZpaToB.
Pacuerupie esuaiipl KEHETHYCCKUX TIAPAMETPOB MOABEPLalH CTATACTHYECKOM
o0padorre wo meroxy Mwunepa [22].
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INHIBITION OF CHOLINESTERASES BY AZIRIDINIUM DERIVATIVES
OF POLYMETHYLENE BISCHLOROETHYLAMINES

VOLKOVA R, L., KOCHETOVA L. M,

I. M, Sechenov I'mst'tute of Evolutionary Physiology and Biochemisiry,
Academy of Sciences of the USSR, Leningrad

Cyclization of polymethylene bischloroethylamines, differing in the methylene chain-
length (n=6 or 10} and the N-substituents (R=CIl; or CH,CsH;), was carried out and
the respective aziridinium derivatives were obtained. These derivatives of hexametho-
nium and decamethonium manifested reversible inhibition (K;~100-1 pM) and irre-
versible alkylating activity (kri~102 M~'min—') towards acetylcholinesterase from hu-
man erythrocyles and horse serum butyrylcholinesterase. Upon varying n and R, the
alkylation bimolecular rate constants changed symbately with changes in the reversible
inhibition constants. The most potent alkylating agent with respect to acetylcholineste-
rase (kip 7,8-102 M—*-min~') and butyrylcholinesterase (ki1 4,2-102 M—*min—?) was
found to be the aziridinium analog of hexamethonium with R=CH,CsH;. Based on the
kinetic data, the problem of alkylation of anionic sites in ihe calalviic and allosteric
cenlers of the two cholinesterases is discussed.
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