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0101 — meuepuIli JTyroBoi — He JaBaB MO3UTHUBHUX PEaKIliil 3
peaKTHBaMU HAa aMaHITOBI aJIKaJIOiTu.
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UCCNEQOBAHUE OAWYPETUYECKOW AKTUBHOCTU METUNOBbLIX 9®UPOB
5-CYNIb®AMOWUI-N-OEHUNTAHTPAHUITIOBOWU KUCNOThI
Xapbkosckuli HayuoHarnbHbIlU yHusepcumem um. B.H. KapasuHa
Knrouoei cnosa: memunosi egpipu 5-N,N-Oiemuncynvgpamoin-N-gpeninanmpaninosoi kuciomu, OiypemuynHa akmueHiCb.
Kntoueswie cnosa: memunosvie 3¢hupbvi 5-N, N-ousmuicynvgpamoun-N-peHunan-mpanunosoui Kuciomsl, OUypemuyeckas akmusHOCb.

Key words: methyl ethers 5-N,N-diethylsulfamoyl-N-phenylanthranylic acid, diuretic activity.

TIpoBeneHo HOCTiPKSHHS BILIMBY Ha BUALTEHY (PYHKIiF0 HUPOK 12 CHHTE30BaHUX CIIONYK y Psifli MeTHiI0BUX edipiB 5-N,N-mietuicynbhamoin-
N-deninanTpaninoBoi KUCIOTH. BcTaHOBIIEHO, IO TOCIIKYBaHI CIIOMYKH 301TBIITYIOTh Aiype3 3a 4 TOAMHHU CIIOCTEPSIKEHHS y fiana3oHi Bix 20,5%
10 110,3%. Haii6insnry fiypeTHdHy akTHBHICTh BUSIBAJIA CHIONYKa 6 — METHIIOBHH edip S-mieTrincynbdamoin-N-(eHiTaHTpaHinoBoi KUCIIOTH,
skuii 30ibLIye aiype3 Ha 110,3% i 3a ceyorinnuM edexrom nepeuilye rinotiasun Ha 39,4%. Merunosi edipu 5-N,N-nietuicynabhamoin-
N-¢deHinanTpaninnoBoi KUCIOTH € NEPCIIEKTUBHOIO IPYIIOI0 PEYOBHUH IS HOJAIBIIOTO IPOBEICHHS CHHTE3Y i ()apMaKoJIOTiYHOTO CKPHHIHTY 3
METOI0 CTBOPEHHS Ha iX OCHOBI e()eKTHBHHMX IpENapariB JUls MOCHICHHS eKCKPeTOpHOT (DYHKIIii HUPOK.

[IpoBeneHO McciIea0BaHKe BIMSIHUS Ha BBIICIUTEIbHYIO (QYHKIHUIO TIOYeK 12 CHHTE3MPOBAHHBIX COSTMHEHUI B PSAY METHIOBBIX 3(HpOB
5-N,N-mnatuncynspamonn-N-(QeHHIaHTPaHUIOBOH KHCIIOTHL. YCTAHOBJIICHO, YTO M3ydaeMble COSIMHEHHs YBEIMYMBAIOT AUype3 3a 4 Jaca
Habmonenns B auamnasone ot 20,5% mo 110,3%. Hanbonpuryto quypeTHIecKyio aKTUBHOCTD IIPOSBUIIO COEIWHEHHE 6 — METUIIOBEIH 3hHp
S-nuatricynbhamonn-N-eHnIaHTpaHUIOBOI KUCIOTHI, KOTOpoe yBenuuuBaeT quype3 Ha 110,3% u o MoueroHHOMY 3 deKTy MpeBOCXOANUT
runotrasug Ha 39,4%. Metunosslie 23¢upst 5-N,N-nuatuncynsdamoni-N-(eHUIaHTpaHUIIOBOH KUCTIOTHI SIBIISTIOTHCS MEPCIIEKTUBHON IPYTIIOi
BEIECTB IS JATbHEHIIETo MPOBEACHNS CHHTE3a B (papMaKOIOTHIECKOTO CKPHHHHTA C LEMbI0 CO3MaHUs Ha X OCHOBE 3()(EKTHBHBIX IIpe-
HapaToB IJIsl yCUIICHUSI IKCKPETOPHOH (DYHKIIMH TTOYEK.

The research of influence for 12 synthesized compounds in series methyl ethers 5-N,N-diethylsulfamoyl-N-phenylanthranylic acid on excretory
function of kidneys was carry out. Fixed, that this substances increased diuresis for 4 hours from 20,5 % to 110,3 %. Greatest diuretic activity
was compounds 6 — methyl ether 5-diethylsulfamoyl-N-phenylanthranylic acid, which increased diuresis by 110,3 % and exceed diuretic effect of
Hypothiazide on 39,4 %. Methyl ethers 5-N,N-diethylsulfamoyl-N-phenylanthranylic acid is perspective group of substttances for further realization
of synthesis and pharmacological screening for construction on their basis of effective drugs for increasing excretory function of kidneys.

Perynﬂum OanaHca cocTaBa BHYTPHKJIETOYHOU U BHEKJIe-
TOYHOM KUJIKOCTEN UTPaeT BaXKHEUIIYIO pOJIb B IIPOLIECCaX
KHU3HEACATENLHOCTH OpraHn3Ma. OyHKIHS OYeK U Perympyro-
IIYe ee MEXaHN3MBbI IIOCTOSTHHO HAIIpaBIIeHbl HA BEIPABHUBAHHE
W3MEHEHNH BOIHO-3JIEKTPOJIMTHOTO OalaHca OpraHu3Ma. 3HaHUe
MEXaHU3MOB, PETYIHPYIONINX BOJHO-HATPUEBBIH OajlaHC MpH
3a00JIeBaHMSX, BAXKHO IS pa3pabOTKH METOIOB PALIMOHAIBHOM
(hapMakoTepanuy IIypeTHIeCKUMU TIpernaparamu [2, 7].

Hapymmenus o6MeHa HaTpusi MPUBOAAT K U3MEHEHHIO 00beMa
Tesa. YBEJIMUEHHE BHEKJIETOUHOIO 00beMa COINPOBOKAAETCS
obpazoBaHueM oTekoB. IIpu cepaeyHoll HEAOCTATOUHOCTH Ha-
KOIUICHHE JKUIKOCTH Yallle MPOUCXOAUT B UHTEPCTUIMATBEHOM
MPOCTPAHCTBE HIDKHUX KOHEUHOCTEH [2].

Hapymienns BoqHO-3IEKTPOIUTHOIO COCTaBA BHYTPHUKIIETOY-
HOI 1 BHEKJIETOYHOM JKHIKOCTEH ABIISETCA NPUINHON HapyIICHUS
MOYEYHOH 3KCKPELMHU IEKTPOIUTOB, YTO IPUBOAUT K Pa3BUTHUIO
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Tabnuya 1

Binsinue MeTu10BbIX 3¢upoB 5-N, N-mmTuiicyabdamonsi- N-peHUIAHTPAHUIOBOI KHCJI0THI HA IHYype3 y 0eJIbIX KpbIc JJuHuM Bucrap

R
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NO,S
R \@ @RI
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H
Ownypes yepes
CoenunHeHve Ne R R, ‘D‘oai‘} wr/ 2 yaca 4 vaca
M % K KOHTpOnto M % K KOHTpOro
1-25 H H 12,0 1,88+0,23* 157,9 3,4710,21 148,3
2-26 H 2-CH, 16,3 1,72+0,18* 1445 3,3410,19 142,7
3-27 H 2-CH, 437 1,69+0,17 142,0 3,28+0,14 140,2
4-28 H 2-CH, 13,5 1,55£0,18 130,2 3,11+0,27 132,9
5-29 H 2,5-CH, 15,5 1,32+0,14 110,9 2,91+0,24 1244
6-30 CH, H 13,1 2,61+0,21** 219,3 4,92+0,27** 210,3
7-31 C,H, 2-CH, 12,5 2,4110,25 202,5 4,23+0,31** 180,8
8-32 CH, 4-CH, 17,9 1,29+0,13 108,4 2,82+0,23 120,5
9-33 CH, 2,4-CH, 14,3 1,09+0,11* 91,6 2,30+0,17 98,3
10- 34 C,H, 2,5-CH, 10,8 1,58+0,14 132,8 3,88+0,28 165,8
11-35 CH, 3,5-CH, 14,3 1,43+0,19 120,2 3,19+0,31 136,3
12-36 CH, 4-OCH, 13,8 0,81+0,09 68,1 1,40+0,11 59,8
MMnotnasng — — 25 1,92+0,16* 168,4 4,0+0,17* 170,9
KoHTporib - - - 1,19+0,11 100 2,34+0,23 100

lMpumeyaHue: * n **— nOCTOBEPHOCTL pedynsratoB npu p<0,05 1 p<0,01, COOTBETCTBEHHO, MO CPABHEHMIO C KOHTPOMEM.

TUIEPTEH3UBHBIX KpU30B [7].

[Toyeunslif TpaHCHOPT AIIEKTPOIUTOB M BOIBI — CIIOXHBIH
IIPOLIECC, KOTOPBII peann3yeTcs Ha pa3jIniHbIX YPOBHSX U Ha-
XOJIUTCS TI0JT KOHTPOJIEM PETYNISTOPHBIX (PaKTOPOB: HEPBHBIX,
TOPMOHAJIBHBIX, TYMOPAJIbHbIX, (PU3NKO-XUMUYECKUX W JIp.
Juyperudeckue mpernaparsl MO3BOJISIIOT OKa3bIBATH PEryJIH-
pyloliee BIMSHUE Ha BBHIPAaBHHBAHHE BOIHO-3JIEKTPOJIMTHOTO
Oamanca B opranusme [2,7].

Hecmotps Ha TepaneBTHUecKy0 3()(HEKTUBHOCTD ANYPETH-
YeCcKHe Mperaparsl: THAPOXIIOpTHA3HU L, GypoceMu 1, KIOmaMHu/I,
STAaKpUHOBAs KUCIOTA U Ap. [4,14] MOryT BBI3BIBaThH Takue
no0o4Hble 3(()EeKThl KaK THIOKAIMEMHUs, TOJIOBOKPY)KEHHE,
TOJIOBHAst 00JIb, META0OIMUECKHH alu103, THIEPIUITUAEMHS,
THIIEPIIINKEMUS], U Jp. KOTOPbIE OrPaHUYMBAIOT UX MTPAKTHYE-
ckoe npumeHenue [5,9,10].

st edenus apTepHabHON THUNEPTEH3UH NPHMEHSIOT KOM-
OMHMPOBAaHHYIO (papMaKOTEPAIHIO, BKIIOUAIOLIYIO CAITypETHK
THIPOXJIOPTHA3U M O1okaropbl AT, peLienTopoB K aHTHOTEH3UHY
I (mopcapran, BanicapraH, upoecapTaH) OKa3bIBAIOIME BIMSHIE HA
CEepIICUHO-COCYAUCTYIO cucTeMy U (yHKIuro mouek [10-13,15].

B cBs13u ¢ 3TUM NOUCK MOUETOHHBIX CPEJCTB SIBJIAETCS aKTy-
JIbHOMH 3a/1aueil coBpeMeHHOi (hapmakosiornu. Ha ocHoBanun

paHee NPOBEACHHBIX UCCIIEN0BAHUH [ 3 ] M pe3y/bTaToB KOMIIBIOTEP-
HOTO ITPOTHO3a OBUTH OTOOPAHBI ¥ KICCIIEIOBAHBI METHIIOBBIC A(OHPBI
5-N,N-mmrancyibhamort-N-(peHnTaHTpaHIOBOI KHCIIOTHL

HOEJBIO UCCIIEJOBAHUSA Oninio u3yueHue nuy-
peTnuecKkold aKTUBHOCTH METHJIOBBIX 3pupoB 5-N,N-
IuaTHICYNb(paMons-N-QeHUITaHTPaHNIOBON KHCIOTHl B
OTIBITaX Ha JJAOOPATOPHBIX XUBOTHBIX.

MATEPHUAJIBI U METO/IbI. O0beKTOM HCCIIeIOBaHUS
Oobin MeTuioBeie 3¢upbl 5-N,N-nustuncyiasdamoni-N-
(heHnnaHTpaHMIIOBOM KHCIIOTHL. CTPYKTYypa CHHTE3HPOBAHHBIX
BEILIECTB MOATBEPIKACHA C IIOMOIIBIO COBPEMEHHBIX (DPH3UKO-
XHMHYCCKHX METOHOB dJIEMEHTHOTO aHanm3a, Y®-, UK-,
TIMP- u macc-cneKTpOMETPUUYECKUX METOJOB UCCIIEAOBaHuUs,
a YHCTOTa CUHTE3UPOBAHHBIX COCTUHEHUI KOHTPOINPOBAJIACh
METOZIOM TOHKOCIIOWHO# Xpomarorpadum.

HccnenoBanue quypeTHuecKOi aKTUBHOCTH CHUHTE3UPO-
BaHHBIX BEIIECTB M3y4YCHO Ha OeJbIX Kpbicax JIMHUM Bucrap
oboero mona maccoit 140-180 r mo merony E.b. bepxuna [1].
[Ipn n3ydeHnn BOJHOTO AWype3a KPbIC COAEPI AN Ha MOCTO-
SIHHOM pallMOHE IPU CBOOOJHOM JOCTyNe K Boxe. Jo BogHO
Harpy3KH )KUBOTHBIX BBIACP)KUBAJIH B TeUeHHE 2 4 O€3 IHUIIN U
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BOJIBI. 3aT€M KpbICaM BBOMIIM BHY TPHIKEITYIOYHO, C TIOMOLIBIO
CMELHUATBHOIO METAJUINYECKOIO 30H/1a, UCCIIEAYyEMBIE BELIECTBA
B n103¢ 0,01 JIJI, B BUE 3—5%-HO TOHKOAUCIIEPCHOW BOJHOM
CyCIIEH3HH, CTaOWIM3UPOBaHHOW TBUHOM-80, OITHOBPEMEHHO C
BOJIHOM Harpy3Koi 3% ot Macchl Tesia. Mody coOMpalti yepes3 KaK-
JpIi gac, B TedeHre 4 4. [Ipu npoBeaeHny SKCIIepUMEHTAIIBHBIX
HCCIIeI0BaHMH )KMBOTHBIE HAXOWIINCH B CTAHIAPTHBIX YCIIOBHUSIX,
COOTBETCTBYIOLIMX HOpMaM 1 puHIunam {upexrussl Cosera EC
TI0 BOIIPOCAM 3aIIUThI XPEOETHBIX )KUBOTHBIX, KOTOPHIX HCHOJB3Y-
0T JJIs1 DKCIIEPUMEHTANBHBIX U IPYTUX HAay4dHbIX Lenel [4].

Pesynbrarer 00paboTaHbl METOJAMH BApHALIMOHHOMN CTaTHCTH-
KH 110 KpuTepHio t CTBIOEHTA C UCIIOJIb30BAaHUEM ITPOTrPaMMHO-
ro obecriedeHus « Windows-2000», snekrponHsix Tadmui Excel
Y TIaKeTa MaTeMaTHIeckoi oopaboTku Mathcad [6].

PE3VJIBTATBI U OBCY/XKIAEHHE. Ananu3z pe3yib-
TAaTOB W3YUYCHUS TUYPETUUYECKOW aKTHBHOCTH METHIIOBBIX
a¢upoB 5-N,N-musrtuncynbdamori-N-peHIIaHTPaHAIOBOH
KHUCIIOTH (maba. 1) mokasai, 4To HanOONBIIHNA ITHypeTHIe-
CKHH 3 PEKT OKa3bIBACT COCTUHEHHE 6 — METHIIOBBIH 3hHp
IMTHICYITB(GaMOmI-N-(EeHIITaHTPaHUIOBOH KHCIIOTHI, KOTOPOE
B to3e 13,1 Mr/kr yepe3 2 yaca BBI3BIBACT YBEIUICHUE KOJIMIC-
cTBa BbLAENsIeMOr Mour Ha 119,3%, a uepe3 4 yaca—na 110,3%.
3ameHa aroma Bopopona (coen. 6) B GpeHMIEHOM (hparMeHTe
MoJeKyibl 5-N,N-mTrmncynbdamont-N-(eHATaHTPaHIIOBOH
KHMCJIOTHI Ha 2'-MeTHITBHBIHN (coen. 7), 2',5'-muMeTHIIBHBIH (coe].
10), 3',5'-mumeTrnbHbii (coen. 11) u 4'-metunbHbIH (coen. 8)
MIPUBOANT K YMEHBIICHUIO BBIICIUTEIBHON (QYHKIMH MOYEK
y Kpbic. BBenenne B GeHMIBbHEINA hparMeHT MOIeKyibl 5-N,N-
IMITIIICYIb(aMOnIT-N-(EeHIIaHTPaHIIIOBOH KHCIIOTHI BMECTO
3'5'-mumetunsHOTO (coen. 11) pamukana 4'-METOKCHIIBHOTO
(coen. 12), 3amecTHTENsI IPUBOANT K TIPOSIBICHUIO aHTHANY-
perudeckoit aktuBHOCTH. Tak coemmuenue 12, B mose 13,8 mr/
KI, JOCTOBEPHO BBI3BIBACT YMEHBIICHUE SKCKPELIH MOYH Yepe3
2-qaca Ha 31,9% u uepe3 4 gaca Ha 40,2% (p < 0,05). 3amena
B cynb(amonnsHOM (parMente (coex. 6) mMonekymbl 5-N,N-
I3 TIIICYTb(aMoni-N-(eHUIaHTPAaHNIOBOH KHCIIOTHI JBYX
STWIIBHBIX PaJUKaJIOB Ha JBa aToMa Bozopoxa (coen. 1-5) mpu-
BOJUT K IPOSIBIICHUIO YMEPEHHON TNy pETHUECKOM aKTUBHOCTH.
Hanmensmmit muyperndaeckuii 3¢ ¢ext ObUT ycTaHOBIIEH y COSAH-
HeHus 5 — S-cynbhamomi-N-2',5 - muMe THII(h eHIITAaH T paHIIIOBOI
KHCJIOTBI, KOTOPOE B /103€ 15,5 MI/KT MOBBINIAET ANYpe3 Y KpbIC
Ha 24,4%. 3ameHa B peHHITBHOM (parMeHTe MoseKyis! 5-N,N-
TWTIICYITb(PaMoni-N-2',5'- muMeTrid eHIIaHTPaHUITOBON KHUC-
JOTHI 2',5'-MIMeTHITFHOTO (Coex. 5) paauKaia Ha 4'-MeTHIIbHBINA
(coen. 4), 3'-meTnibHBIH (coen. 3), 2'-MeTHIIBHBIH (coem. 2) u
aToM BOJIOPOZIA ITPUBOMT K MOBBIMICHHIO ANYPETHUECKOH aKTHB-
HocTH 3THX BemiecTB. [locite BBeneHus coemuuaenns 1, B mo3e 12
MI/KT, KOJIMIECTBO BBIIETSIEMON MOYH YBEINUYHMIIOCH yepe3 2 qaca
Ha 57,9%, a uepe3 4 yaca — Ha 48,3%.

Takum 00pa3oM, MOXHO MPEANOIOXKHUTE, YTO OOJEe BBI-
pakeHHBIH nuypermdeckuil 3¢ ekt coenmaeHust Ne6 mo

CpPaBHCHUIO C T'MIIOTHA3UAOM, [TO-BUAUMOMY, CBA3aH C YyTHE-
TCHHUEM dKTUBHOT'O TPAHCIIOPTA HATPUSA B KaHAJIbLaX He(l)pOHa
1 YBCJINUYCHUCM €TO SKCKPECLIUU C MOYO.
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