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N (CHz)-C(O)-NH-C(0)-C=C-N=CH-N-

1
A-C=N-O-CR=N,rme A=-CH;-, R; =

C2H5; CI/{zﬂCl, _@, C6H5CH2, CH3-(CH2)3; CH}(CH2)4, (CH3)2-CH, CH2 —I\/;l\/l . HCl,

c, - NP - HCl CH, -C=CH-C(OCHy)=C(OCH,)-CH=CH; (CH,),-C(0)-OH: CeHs: CoHli-2-

OH wmu C¢H4-2-C(O)-OH unu, korga A = (CH,)n, TO ipu @) n = 1 wm 2, R, = (C;Hs), N-CH, -
HCL;6)n=2um 4R, ={ N-(CHy), - HCl; B) n = 1-4 R, = (C;H5),N-(CH,), - HCl; r) n = 1-

4 Ry = CH;, mposIBISIIMX MPOTHBOKANUICBYK AKTHBHOCThH, YTO MOXET OBITH MCIIOJIB30BAaHO B
meaunune. llens - co3maHue HOBBIX OoJiee aKTUBHBIX BEIECTB yKa3aHHOTO kiacca. CuHTES,
Hanpumep, 3,7 - nurunpo-3-metun - 7 - [(5 - xmopmerui-1,2,4-okcanuazon-3-un)merun|-1H-
nypuH - 2,6-1MOHa BeAyT aUWJIUPOBAHUEM 2-[3-METHIKCAHTUH-7-WJ|aeTaMUuI00KCuMa
xjopaneTwixiaopugom B mnpucytctBuun Na,COs; B cpene Oe3BogHoro amerona. Hosbie
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coeauHeHust mnpu TokcmuHocth JIMIso - 250-700 wMr/kr umeroT Oosiee  BBICOKYIO
MMPOTHUBOKAIIJICBYIO AKTHBHOCTH IIPU MEHBIIIEeH J03€, 4EM HU3BCCTHBIC COCAWHCHHA, U OHHU HC

OKa3bIBarOT 6JIOKI/Ipy10H_ICFO JBIXaHHUE JCHCTBUS U 3HAYUTEILHO yIIydlaroT JbIXaHUC. 3 Tali.

I/I306pCTCHI/Ie OTHOCHUTCS K HOBBIM MPOU3BOJHBIM OKCaJIUA30JIWIAJIKUIIITYpPUHA (I)OpMyJIBI

—0

_
A \NJ

\‘Rl

rae A - CH;—;
Ry= -CH;CH; ; -CH,CL; (H )—=

PhCH, -; CH; (CH,); -; CH, (CHy), ;
(CHy), CH-,

ST
-CH, -N ) HCJ; CH, N _0-HCl

CH, OCH,
;
OCH,
(CHy); COOH; —() ;
OH  HOOC

xorga A = (CH,),, tne n = 1, 2 Ri= (C;HsNCHy) * HCI; unn xorna A = (CHy),, rie n = 2, 4
R= N (CHy), HCY;

w koraa A = (CH,),, tme n = 3, 4 R, = (C;H;),N(CH,), - HCI; unu xorga A = (CHy),, tae n = 1-
4 R, = CH;, nposBisdmonme NPOTUBOKAIUIEBYI0 AKTUBHOCTH M KOTOPbIE MOTYT HaWTH
MPUMEHEHNE B MEUIIMHE TIPU 3a00JIEBaHUN OPTAHOB JBIXAHHSI.

Henp u3o0peTeHus - U3bICKAHUE B DSy MPOM3BOAHBIX OKCaIUA30JMIAIKUIYpUHA
HOBBIX COSAMHECHUM, IPOSBISIONINX 00JIee BBICOKYIO POTHBOKAIIICBYIO aKTUBHOCTb.

[Tpumep 1.

a. 35.0 r (0.25 monb) 3-MetunkcantuHa pactBopsitoT B 81.4 mu (0.25 monb) 10 %-Horo
pacTBopa THAPOOKHUCH HATPHsl, KPUCTAJUIM3ALMS MPOUCXOAUT B TEUEHHUE HECKOJIBKUX MUHYT.
Boy OTroHSIIOT py MOHUKEHHOM JaBJIEHUH, a CJIebl BOJIbI YIAISIOT a3€0TPOIHON MEPErOHKOM
¢ tonyonoM. OctaTok cycreHaupyroT B 350 mu aumetmwidopmamuaa, mocie dero npu 100°C
IpY TepeMenInBaHuu 100aBisIOT 1o KarmisiM pactBop 19.0 r (0.25 mMoib) XI0paneToHUTpUIIa |
80 mn mumermindopmamuaa. PeaknuwoHHyro cmech mnepememuBaroT eme 1 9 mpu 100°C,
GUIBTPYIOT B TOpPSYEM COCTOSHHUHM, OCAIOK (XJIOPUCTBIA HATPHi{) MPOMBIBAIOT TOPSUYUM
ITUMETHUI(HOPMAMUIOM U COEJUHEHHBIE PpAcCTBOPHI CrYLIAIOT JOCyXa TMpH TOHMKEHHOM
nasieHun. Octatok pactupaioT ¢ 100 mi aneroHa, KpucTaibl (GUIBTPYIOT U OCHOBATEIBHO
MIPOMBIBAOT alEeTOHOM. lloydyeHHBI TakuM IMyTeM 7-IIUAaHOMETHII-3-METHIKCAHTUH MOXHO
HETOCPEACTBEHHO NepepadaThIBaTh Janblie, T. I 285-287°C.

b. K pactBopy 3.2 T ruApOKCHIIAMUH- TUAPOXJIOpUAA U 36 MJI BOJIBI JOOABIISFOT YacTIMU
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2.5 r xapOonara Hatpus. K mosydyeHHOMYy TakuM myTem pactBopy noOasimstor 10.0 r 7-
aHoMeTnI-3-MeTuiIKcaHThHA ¥ 30 MiT 3TaHONa. PEakIMOHHYO0 CMECh NEPEMEIUBAIOT 3 4 IIPH
80°C wm 3arem oxjaxmarT. OcaxkaeHHbIH 2-(3 -METHUIKCAHTHH-7-HII)-alleTaMUIOKCUIOKCUM
GUIBTPYIOT M IPOMBIBAIOT HEOOIBIIUM KOJIMUECTBOM X0104HOU Bobl. Boixon 11.0 r (86 %); T.
1. BoIe 320°C.

'H-SIMP (DMSO-de): 3.35 (s, 3H, 3-Me); 4.85 (s, 2H, NCH>-); 8.08 (s, 1H, 8-H); 9.79 (s,
1H, N-OH); 11.21 (bs, 1H, 1-NH).

c. Cmech, obOpa3zoBanHyto u3 6.76 T Hatpus U 290 My G€3BOJHOTO 3TaHOJA, PACTBOPA
stunata Hatpus, 35.0 T 2(3-MeTunKcaHTHH-7-W) areramuaokcuma u 43.0 mn aTunanerara
HarpeBaroT JI0 KUIIEHUs MIPH MepeMellInBaHuu B TeueHue 4 4. PeakiimoHHyo cMech PUIbTPYIOT B
TOpsSiYEM COCTOSTHUM U (DUIBTPAT CTYIIAIOT MIPU MOHMKEHHOM JlaBieHuU. OCcTaTOK pacTBOPAIOT B
200 m Bombl, pH pacTBOpa ycranaBiuBaroT 10 7 mipu nomommu 10 %-HOW COJSTHON KHCIIOTHI.
OcaxaeHHBIA MPOAYKT GUIBTPYIOT U JBAX/bl KPUCTAJUIM3YIOT U3 Bobl. [lomydator 18.0 T 3,7-
Turuapo-3-metun-7-[(5-metun-1, 2, 4-oxcaguazon- 3-un)-metwi|-1H-mypun-2, 6-nuonHa, T. 101
262-264°C.

'H-SIMP (DMSO-ds): 2.57 (s, 3H, 5-Me); 3.37 (s, 3H, 3-Me); 5.66 (s, 2H, -CH,); 8.18 (s,
1H, 6-H); 11.19 (bs, 1H, 1-NH).

I[Ipumep 2. Cmecr 3.76 1© (20 wmmonb) 3-MermwnkcaHTuHHatpus, 100 M
mumetungopmamuga U 2.60 r (19.6 mmons) 3-xmopmermn-S-metun-1, 2, 4-okcaamaszona
nepememuBaioT npu 100°C 1.5 4. Peakimonnyto cMech QUIBTPYIOT B FOPSYEM COCTOSHUU U K
¢mibTpaty nobasnsoT 5 Ma MeraHoia. [Tomywarot 3.65 r 3, 7-aumerun-3-metun-7-[(5-metun-1,
2, 4-oxcaamazon-3-wi)-metun |- 1 H-mypun-2,6-n1uonHa, Beixoa 69 %, 1. mi. 262-264°C.

ITpumep 3.

a. PactBop 2.38 r 2-(3-meTmikcaHTHH-7-1i)-aneTaMuiokcnma 1 45.0 MJI yKCyCHOTO
arruzapua nepememmusaiot npu 140°C B teuenne 10 muH. OXJIaXXISHHBIN pacTBOp paz0aBiIsioT
Boj0# 10 10-kpaTtHOTO OOBEMa M mepememuBaroT B TeueHue 30 muH. OcaxaeHabid 0-aneTun-2-
(3 -MeTUIKCaHTUH-7-1J)-alleTaMU0KCUM (DUIBTPYIOT U MPOMBIBAIOT HEOOJBIIUM KOJIUYECTBOM
Metanoua. [lomygator 3.60 T mpoaykTa ¢ T. 1. Beime 220°C (pasi.).

"H-SIMP (DMSO-de): 2.01 (s, 3H, Oac); 3.34 (s, 3H, 3Me); 4.97 (s, 2H, NCH,-); 6.70
(bs, 2H, NH); 8.07 (s, 1H; 6-H); 11.24 (bs, 1H, 1-NH).

b. 2.0 r 0-anerun-2-(3-MEeTUIKCAaHTHH-7-11)-alleTaMHJIOKCMa TIePEMEIINBAIOT B CMECH
160 mn 6ydepnoro pactBopa bpurrona-Pobuncona (pH 7) u 200 mn gumetrundopmaMuia npu
95°C B TeueHue 6 4. PeaklMOHHYIO CMECh CryLIalOT IPU IMOHM)KEHHOM nasieHuu. llocie
KpUCTAJUTM3AIlMN OCTaTKa M3 BOJIbI moaydaroT 1.22 r 3, 7-nuruapo-3-metun-7-[(5-metun- 1, 2, 4-
okcannason-3-uin)-metui]- 1 H-mypun-2, 6-nuona, T. mi. 262-264°C.

[Ipumep 4. PactBop 2.38 r 2-(3-MeTWJIKCaHTHH-7-ui)-aeramugokcumMa B 40 M
0€3BOJIHOTO aleTOHa auWwiupytoT B mpucytctBuu 0.86 r OukapOoOHaTa HaTpUs NMPH MOMOIIH
pactBopa 1.13 t xnopanerunximopuna u 5.0 M anerona. [lomydarot 2.1 r 1-xnopanernn-2-(3-
METHJIKCAaHTUH-7-1i)-aneTaMmuaokcuma. Ilpoaykr cymar o mocrostHHoi maccel npu 105°C u
nipu nasiennu 133 [1a B Teuenue 40 muH. OCTaTOK KpUCTALINU3YIOT U3 MeTaHoda. [lomydaror 1.6
r 3, 7- nuruapo-3-metun-7-[(5-xnopmerun-1, 2, 4-okcaauaszon-3-un)- 1 H-nmypun-2, 6-auoHa.

IIpumep 5. a. Cmecp 1.5 1 3-[(MeTunkcaHTUH-7-wi)-meTui]-S-xaopmetun-1, 2, 4-
okcaauasona, 10 mu qustunamuHa v 10 M1 TOJTyos1a HarpeBaroT Ha BOJSIHOM OaHe B TeUeHue 8 4
IIpU NEepPEMEIIMBAHNN B CHA0’KEHHOM MarHUTHOW MeHIaJIKoM 3aKpbITOM Kosle. PeaknmoHHyo
CMECh CTyIIAIOT, OCTATOK IPOMBIBAIOT BOJOW, PACTBOPSIIOT B 5 MJI TOpsS4ero 3TaHoJa U
OCBETJISIIOT MPH MOMOIIY aKTUBHOTO yrisl. ['mapoxiopua oO6pa3yroT Npy MOMOIIM 3TaHOJIOBOIO
XJIOPUCTOTO BOAOPOJA M KPUCTAIM3YIOT 13 Boabl. llomyuwatror 1.4 r 3, 7-guruapo-3-mertui-7-
[(5- nudTunamuHomeTui- 1, 2, 4-okcaguazon-3-mi)-metui|- 1 H-nypun-2, 6-1MOHrHIpoXI0pHa.

b. 1.41 r O-xnopauerun-2-(3-MeTUIKCAHTHH-7-1J1)-alleTaMUIOKCHMa CMEIIUBAIOT T10
KarsM ¢ 15 M Toiryosta, Ipu CHIIBHOM NEpeMeInBaHuy ¢ 1.5 Mi1 quaTiiiaMuHa. PeakiimoHHy1o
CMECh HarpeBaroT /10 KMIIEHHS B T€YEHHME 8 4 M IOCJE ITOro CcrymaroT. OCTaTok MpOMBIBAIOT
BooM. ['mapoxiopus o0pa3yroT B 3TaHOJE U KPUCTAIUIM3YIOT U3 BoAbl. [lomyuator 1.2 r 3, 7-

3



75

TUTUIPO-3-MeTmi-7-[(5-audTunamuHoMeT- 1, 2, 4-oxcaamuazon-3-wn)-metui |- 1H-mypun-2, 6-
JUOHTHIPOXJIOPHIA.

c. 2.38 r 2-(3-MeTHIIKCaHTHH-7-1JT)-aneTaMuiokcuMa B 20 M1 MUPUAMHA IepEeMEIIUBAIOT
¢ 3.0 T IMATUIIAMUHOALIETWIIXJIOPUAA TIPU TeMIiepatype, He npesbimaronieit 20°C. PeakiinoHHyr0
CMECh HarpeBaroT Ha BOJASHOM OaHe 2 4 u crymatoT. OcTaToK NPOMBIBAIOT BOAOH. ['uipoxmopun
00pa3yroT ¢ ATaHOJIOBBIM XJIOPUCTBHIM BOJOPOJAOM M KPUCTAUIM3YIOT U3 BOJbL. [lomyuaror 2.1 T
3-[(3-MeTUNKCAHTHH-7-1]T)-METUI |-5- AU TUIIaMUHOMETUI- 1, 2, 4- OKCaANa30JIruapOXIOpUAA.

d. Cmecp 2.38 1 2-(3-MeTuinKcaHTUH-7-wmi)-aneTamugokcuma, 200 M tomyona, 1.36 T
sTHaTa HaTpus U 3.46 T MPOCTOro ATUIOBOTO 3upa (3-AUITUIAMHUHONIPOITMOHOBON KHCIOTHI
HarpeBaroT /10 KUIEeHUs B TeUeHue 12 4 mpu nepemMennBaHuy B CHAO0KEHHOW BOJIOOTIECIUTEIEM
Kosibe. PeaklimoHHYI0 CMeCh CTYIIAIOT IpU MOHM)KEHHOM JaBJIGHUM, ycTaHaBiuBaoT pH mo 7,
0CaJIOK TPOMBIBAIOT BOJIOW W cymiaT. ['mapoxmopua o6pa3ytot B atanose. [lomyqaror 2.0 T 3, 7-
TUTAApOo-3-MeTui-7-[(5-audtunamunomeTn-1, 2, 4-okcanuason-3-wmn)-metun]-1H-mypun-2, 6-
JUOHTHIPOXJIOPHIA.

ITpumep 6. 2.38 1 2-(3-METWJIKCAaHTHH-7-W)-alleTaMUJIOKCUMa B 25 MJI 3TaHOJIA
HarpeBaroT A0 KureHus B TeueHue 20 4 mpu nepeMemmBanuu ¢ pactBopom 0.45 r Hatpus B 25
MJI 3TaHona U ¢ 3.12 T© CIIO)KHOTO STHJIOBOTO 3(Hpa NHUKIOTeKCAaHKApOOHOBON KHCIIOTHI.
PeaknmoHHyr0 CMeCh CrymiaroT, OCTaTOK CMEIIMBAKOT C BOAOW M ycTaHaBiuBaroT pH go 7.
OcTaToK KpUCTAJUIM3YIOT M3 BOAHOro 3taHo’ia. [lomywaror 2.51 r 3, 7-guruapo-3-metun-7-[(5-
nUKIOTeKcui- 1, 2, 4-oxkcaanazon-3-wn)-metui |- 1 H-mypun-2, 6-auona ¢ T. . 245-248°C.

ITpumep 7. 2.38 r 2-(3-MeTUIKCAHTUH-7-HJ)-alleTaMUA0KCUMa 00pabaThiBalOT Kak B
npumepe 6 ¢ 3.28 T CI0KHOTO STUIIOBOTO d(prpa HEeHUITYKCYCHOW KUCTOTHI M ATUJIaTa HATPHS B
sTa”one, momydaror 2.7 T 3, 7-murunpo-3-metun-7-[(5-6ensun-1, 2, 4-okcamuazon-3-un)-
metui|- 1 H-mypun-2, 6-1uoHa.

ITpumep 8. 2.52 r amunokcuma 3-(3-METHIKCAHTHUH-7-1JT)-IPOTUOHOBOM KUCIOTH B 4.0
MJI dTHJIAleTaTa HarpeBarT 10 KHIEHHs B TedeHue S5 4 ¢ pactBopoM 0.46 r HaTpus u 25 mu
3TaHoNa. PeaknnoHHyI0 cMmech (DUIABTPYIOT B TOpsilY€M COCTOSHUM, (PUIBTpAT BHIIAPUBAIOT,
octatok oOpabatsiBatoT 20 M1 Bojbl U ycTaHaBiuBaoT pH g0 7. Ocagok KpUCTaIU3YIOT U3
Boabl. [lomyuator 1.7 r 3, 7-muruapo-3-metun-7-[2-(5-metun-1, 2, 4-okcaguazon-3-)-un-3Tan- 1 -
wi|-1H-ypun-2, 6-nuona c 1. . 258-260°C.

IIpumep 9. Cwmech 2.52 1 amupokcuma 3-(3-METHIIKCAaHTHH-7-WJI)-TIPOITMOHOBOM
KHCIIOTBI, 25 Mul Tomyona, 1.12 r pacnelieHHOM ruapookucu kKamuss U 3.70 T CII0KHOTO
ATUIIOBOTO 3(rpa B-NMUNEPUANHONPOITMOHOBON KUCIOTHI HArPEBAIOT 0 KUNleHus B TeueHue 10 g
IIpU MEpPEMEIINBAHUU B CHa0KEHHOH BOJIOOTAENuTeNIeM Kosle. PeakiMoHHy0 cMech CrylIaroT.
Ocrtatok 00pabaTeIBalOT BOAOH, ycTaHaBiuBaoT pH 110 7, OCakIeHHBIH OCalOK MPOMBIBAIOT
BOJIOM, 00pa3yroT ruapoxiopu B aTaHode. [lomydarot 2.6 T 3, 7-aguruapo-3-metwmi-7-{2-[5-(2-
UMEePUINHO-ITaH- 1 -1i)-1, 2, 4-oxcanuazon-3-unl-stas-1-un}-1H-nmypun-2, 6-
JUOHTHIPOXJIOPHIA.

ITpumep 10. PactBop 2.66 T amunokcuMa 4-(3-METHIKCAHTUH-7-11)-MacCJIsIHON KUCIIOTHI
B 4.0 MJT STHIIaLIETaTa HATPEBAIOT 10 KAINIEHUs B TeueHHe 6 4 ¢ pactBopoM 0.46 r HaTpus u 25 mi
sTaHona. PeakimoHHy10 cMech 00padaThIBAIOT ONMMCAHHBIM B npumepe 3 crocobom. Ilomydaror
1.8 r 3, 7- nuruapo-3-metun-7-[3-(5-metun-1, 2, 4-oxcaanaszon-3-wi)-nponas-1-un]-1H-mypun-
2, 6-n1MoHa.

[Tpumepst 11-31. Cenensl B Tabi. 1 1 MOTyYeHB! aHAJIOTMYHO ONMMCAHHBIM IPUMEpaM.

OnpenensoT  yCIOKaWBalIlEe Kalledb JECHCTBUE, OKAa3aHHOE Ha  BBI3BAHHBIN
BIIpBICKMBaHHEM 15 %-HOI JMMOHHOM KHUCIOTHI MOPCKMM CBUHKaM Kallejb, 4epe3 1 4 mocie
NEpOPANBHOTO Ha3HAYCHUS TECT-COCIMHEHUS, U MOMyYeHHbIe BeMYUHBI [Dsy (MI/KT) yKa3aHbl B
Tabm. 2.

W3 nmaHHbpIX Tabia. 2 BUAHO, YTO MpPHU OPAIBHOM HA3HAUYEHUHM TECT-COCJUHEHHUE I10
a0COIIOTHONM MHTEHCHBHOCTH YCIOKAWBAIOUIETO Kalleidb ACHCTBUS 3HAYUTENIHO MPEBOCXOAMT
IIPUMEHEHHbIE B KAa4E€CTBE JTAJIOHHOTO COEAMHEHUsl TecT-coeauHeHus 2-4 u 6. IlpousBogHoe
KCAaHTUHWJIAMUJOKCUMA COEIMHEHHE 5 MpakTHUYeCKH HE HMEeT HUKAKHX YCIOKauBaIOLINX
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KallleJib CBOKCTB.

YcmokauBarolee Kaiienb JIeHCTBHE, OKa3aHHOE Ha BBI3BAHHBIA BIPBICKHMBaHUEM 15 %-
HOM JIMMOHHOM KHCIIOTBI MOPCKMM CBHUHKaMm Kalledb, IPHU MEpOpaibHOM Ha3HaueHuu 3, 7-
auruapo-3-metun-7-[(5-metun-1, 2, 4-okcamgmazon-3-win)-metwn|-1H-mypun-2, 6-mmuona (1)
cienyroluee:

IMepuon IDso,
MPEIIIECTBYIONIEr0  MI/KT
JeYCHUS, U

0.5 7.5
1.0 8.5
2.0 14.4
4.0 13.8
8.0 32.6

N3mepenHas Ha KpbIcaX OCTpas TOKCHYHOCTH (BHYTPHOPIOIIMHHOE HA3HAYCHHE) TECT-
COCAMHEHU CIIeNyIoIIas:
TecT-coequHeHne Toxcu4HOCTH

Ha KpbIcax
LD, mr/xr
1 700.0
Amnanor 1 529.7
Amnanor 2 72.4

Coemunenue 1-(3, 7-npuruapo-3-metun-7-[(5-metun-1, 2, 4-okcaanazosi-3-mi)-MeTHI]-
IH-mypun-2, 6-auoH 00Jagal0T HE TOJIBKO TMPU OpPaJbHOM NPUMEHEHHWH, HO U TpHU
BHYTPUBEHO3HOM OYEHb CHUJIIBHOW AKTUBHOCTHIO, MOAABIISAIONIEH Kamieab. OHO yYMEHBIIAET B
3aBucUMOCTH OT 103kl (0.5-8.0 Mr/kr 1i.v.) Kaleiab, BBI3BIBAEMbIH MEXaHUYECKUM
crumynupoBanueM Trachea Bifureatio y HapKOTH3MPOBAHHBIX HEMOYTAJIOM KPOJUKOB.

Uepes 2 mun nocie BHyTpuBeHHOTO BBeneHus EJls) coctaBnser 2.24 (1.85-2.72) mr/kr.

TepaneBTuyeckuii MHAEKC COCTUHEHHUS | B 3TOM ONBITE B JECATH pa3 OnaronpusTHee
TEparneBTUYECKOT0 MH/IEKCa KOHTPOJIbHBIX COSAMHEHUH.

YcnokauBaroliee Kaienb JeHCTBHE COeIMHEHHH Gopmybl | onpenesstoT Ha MOPCKHX
CBUHKax TIpu  MepopalbHOM  HazHaueHUH. CKpUHUHTOBbIE  WCIBITAHHUA  MPOBOMST
BHYTPUMBIILIEYHO HA MbIIIAX.

Kamenb BBI3BIBAIOT MHTANSAIUEH cripest ¢ coaepkaHueM 15 %-HOoW TMMOHHOM KHCIIOTHI.
Bemnuuny IDs (uaruburopnas no3za 50) ompenensioT MO J03€, KOTOpas MOXET NPOUIUTh
Nepuoj BPEMEHHU JI0 MEPBOTo MPUCTYMa Kalwis B TpH paza Ha 50 % TecTUpyeMbIX >KUBOTHBIX.
Kaxnyro nosy ucnsiTeiBatoT Ha 10 kuBOTHBIX. OCHOBHON NEPHOJ BPEMEHH M3MEPAIOT 24 U
nepes HKCIepUMEHTaMU.

CpaBHEHHME TPOBOAAT C KOAEUH-TUApPOXJIOpuAoM u 3, 7-nuruzapo-1, 3-aumernn-7-[(5-
Metun-1, 2, 4-oxcammazon-3-uin)-metun]-1H-mypun-2, 6-muoHOM, COAEp)KAIIUM ITyPHHOBYIO
CTPYKTYpY M KOJBIO OKCaaua3ona. TOKCHYHOCTb ONPENEISIIOT TaKKe Ha MblIax IpH
BHYTPUOPIOIINHHOM BBEJACHUU.

Pe3ynbTaThl HCIIBITAaHUH JaHbI B Ta01. 3.

TakuMm 00pa3oM, MPOU3BOIHBIE OKCAINA30IUIAIKIIITYPUHA TPOSBISIOT 00Jiee BHICOKYIO
MPOTUBOKAIIJIEBYIO aKTUBHOCTh B MEHbILICH /103€, YeM M3BECTHBIEC U 00JIaJIatoT, IPU ITOM, OoJiee
HU3KOH TOKCHYHOCThIO CoelMHEHUs HE OKa3blBaIOT HHUKAKOro OJOKHPYIOMIETO JAbIXaHUS
JENCTBHS, a 3HAYUTENIBHO YIy4IlaloT JbIXaHHE.

Tabmuma 1
ITpumep A R, MeTtoj o npumepy
1 2 3 4
11 ‘CH2' CH3CH2- 1c
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12 -CHz- CH}CH2CH2- lc
13 -CHQ- CH3(CH2)3- 1 C
14 -CH,- CH;(CH,)s- 2
15 —CHz- (CH3)2CH— 1 C
16 -CHz- HOCHzCHz- 1 C
17 -CH, -CHZ -N 5
18 -CH, -CH, -N 5
-C oC
19 -CHz- Hz_@ Hs lc
OCH,
20 -CH,- -(CH,);COOH lc
21 -CH,- lc
[Tponomkenne TadauIs! 1
22 -CH,- lc
OH
23 -CH,- 3b
COOH
24 -CH,-CH, (C,H5),NCH,- 5
25 -CH,-CHo- < N—(OHZ)Z _ 5
26 -CH,-CH, (C,H5),N(CHa,),- 5
27 —(CH2)3 (C2H5)2N(OH2)2- 5
28 -(CH 5
(CHo; { N-(CHy),-
29 -(CH,)- CH; 2
30 -(CH,)s- (C,H5),N(CH>), 5
31 -(CH,)s- 5
(CH:), { N-(CH),-
Tabmuia 2
Tect-coenuuenue |TecT-coenrHeHne XMMHYECKasi HOMEHKIIATypa Vcnokausaroree

KallleNb IeHCTBHE Ha
MOPCKHX CBHUHKaX,
onpezeneHHoe yepes 1 u
MOcJIe MepopabHOTO
HazHaueHus, IDsy, MI/Kr

1 3, 7-Auruapo-3-metun-7-[(5-metun-1, 2, 4- 8.5
okcaauason-3-wn)-metui |- 1 H-mypun-2,6-nmon
2 (anasnor) 3, 7-Qurunpo-1, 3-mumerun-7-/(5-metun-1, 2, 4- 111.2

okcaanazon-3-mi/-metun//- 1 H-nypun-2, 6-guon
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3 (anamor) 3-(2, 2-Andenunnstan-1-mwm)-5-(2- 60.5
MUNepUIUHOITaH- 1 -un)-1, 2, 4-okcaanazon X x
HCI (mperokcauaszua HCI)
4 Koneun « HCI 65.7
(9TaJ]I0H)
5 2-(3-MeTun-KCaHTUH-7-11)-alleTAMUJOKCUM [Tpu noze 50 mr/kr npu
NepOpPaTbHOM
Ha3HAYeHUH
Hen(h(HEeKTUBHOCTH
6 JHexctpometopdan 29.0
(aTaHoIN)
Tabmuua 3
[Ipumep A R, T. mn. ,°C | YcenokanBanue | TokcH4HOCTB
Kaluisg y Ha MBIIIaX MpA
MblIien, [Dso BHYTpH-
MI/KT OpIOIIMHHOM
BBEJICHUU
LDso, Mr/kr
1 2 3 4 5 6
3 CH, CH; 262-264 12.9 700.0
4 CH, CHCI 240-241 293 250.0
5 CH, (CoHs), NCH, « HCI 220 (b) 13.1 457.2
6 CH, « H 245-248 20.3 480.0
7 CH, PhCH, 188-190 31.2 583.1
8 (CHy), CH; 259-260 18.5 687.0
9 (CH,), [ N-(CH,) -CH,HCl| 254 (b) 18.4 461.0
10 (CH,)3 CH; 250-251 26.5 680.5
11 CH, CH;CH, 248-250 17.7 654.0
12 CH, CH3(CH,), 238 13.8 624.0
13 CH, CH3(CHy); 232-234 15.4 617.0
14 CH, CH;(CH,)4 230-232 19.0 589.0
15 CH, (CH;),CH- 235 24.0 555.0
16 CH, HO(CH,), 241-243 31.2 693.0
17 CH, -CH,-N )HCl1 220 (b) 21.7 448.0
18 CH, -CH,-N O HC1 225 (b) 23.5 460.0
CH OCH,
19 CH; | | 190 71.2 514.0
OCH,
20 CH, (CH,);COOH 200 (b) 31.0 467.0
21 CH, 235-237 49.5 250.0
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22 CH, @ 250 34.1 307.0
HO
23 CH, 254 (b) 29.5 300.0
HOOC
24 (CH,), | (C,Hs),NCH, « HCI 222 (b) 19.0 601.0
25 (CHL), | (C,Hs),N(CH,), * HCI | 228 (b) 13.1 624.0
26 (CH.): | (C,H;),N(CH,), * HCl | 234 (b) 15.7 640.0
27 (CH), | {( N-(CH);-HCl 232 (b) 19.3 514.0
28 (CH,), CH:- 251-253 25.7 670.0

[Iponomxenue Tadbauie! 3

29 (CH»)s | (CoHs):N(CH,), - HC1 217 (b) 18.4 571.0
Amnaor 1 71.7 72.4
Amnanor 2 71.7 529.7

®opmyJia u3odpeTeHust
[IpousBoHbIE oxcaana:;onnnammnnypnﬁa obrieit popmysl

LJT;% ,

CH3

rac A - CHZ, R1:-CH2CH3; -CH2C1, _@, PhCHz, CH3 (CHz)}, CH3(CH2)4, (CH3)2 CH,
CH,-N )HCL CH, @ HCL

CH, OCH,

OCH,
(CH,), COOH;

©

OH HOOC

korga A = (CH,),, tne n=1,2
R, = (C,H5),NCH, * HCI; wnu xorga A = (CHy),, Tie n = 2,4
R, — ¢ N-— (0H2)2 HC1 ;

i korna A = (CHa),, Tie n = 3,4 Ry = (C,Hs), * N(CH,), * HCl wnm korma A = (CHa),, THEe n =1
- 4, R, = CH; nposiBnsiomnmiye npoTUBOKAIIJIEBY0 aKTUBHOCTb.
8
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