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(54) 2-OKCW-4(5)-3TOKCUKAPBOHWN-5(4) -
rMAPA3VAOKAPEOHUNMETUIUMUAIA =
30/, OGNAJAOLWUA NPOTUBOBUPYC-
HbIM AEMCTBUEM B OTHOWEHWN BUPY-

2

CA FPUNNA Az VICTORIA NPU NPOOWIAK-
TUYECKOM BBEAEHUN

(57) Ucnonv3osaHue: B KauecTse Npenapara,
0bnanaiowero NPOTMBOBUPYCHHIM AEACTBUEM
B OTHOWeHUU Bupyca rpunna Az Victoria npu
npodunakTuyeckom -eeepeHun. CywHoCTh
unaobperenus: 2-oxcu-4(5)-aroxcuxkapbonnn-
5(4)-rmapasunnoxkapboHnnmeTnnnmnaaaon.
T.an, = 245°C. UK (sa3enunosoe macno):. 3250,

3170, 1700, 1650, 1600, 1520, 1360, 1350, 680

NMP (AMCO): 62,6 (3H, t, CH3);: 0 4,87,12H, S,
CH2-CO-NH-NH3); 65,51 (2H, dd CH2-CHa);
3 10.45 (2H, S, O NH-NH2), 6 11, 71 (1H, S,
“MKUAE30NLHOro konsua); 0 12,01 (1H, S umuaa-
30NLHOFO KONLKA). PeareHT4: COOTBETCTBYIOWMA
wmupason: Pearent 2: ruapaavi-mmapar, Cpe-
A3—CNNPT, TEM-Pa KOMHaTHas. Brixoa 92 %.
2 vabn,

WN3obpeteHne oTtHocUTes K xumun Buonoru-
YECKU aKTUBHbLIX BEIECTB, 8 UMEHHO K 2-OKCw-
4(5)-avokcuxapborun- S(4)ruapaanaoxapborun-
meTunuMuaasony, obnagaouemy npoTusoBu-
PYCHO# axXTMBHOCTLI0O B8 OTHOLWIEHWUW BUPYCA
rpunna A2 Victoria npuw npodmnakTuveckom
sseaeHuw. NpenapaTt MoXeT HanTU NpUMeHe-
Hue B MeavunHe, GapMaKkonoruu, a Takxe B
KayecTse MOAENLHOTO UHIMBUTOPA BUPYCHBIX
UHOEeKUUA B8 HAYYHO-UCCNeN0BATENLCKOA pa-
6ore.

dopmMyna npeanaraemoro coeauHeHus |

—e N lCOOCQHS

- 1
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Llensio n3obperenus ssnsercs cosnanmne
HOBOTO aKTUBHOIO ¥ ManOTOKCUMHOrO BeWecT-

83 psaa MMuAa3oNa, obnapawowero aHtueu- -

PYCHOR aKTUBHOCTHLIO.

MNoctasneHHas uens JOCTUraeTcs 3a cuyer
s3anmonencTeus 2-oxcu-4(5) -atoxcukap6o-
Wnn-5(4)-aTokcukapboHnnmeTunuMmnaasona ¢
rmapasnHruapaTom, Peaxums nonyveHuns npo-

. cva, He TpebyeT ChoXHOK annapaTypel, NPoxo-

AWT NPA KOMHATHOW Temnepatype. Cunrtes
uenesoro NPOAYKTa naey no cxeme:

CO0C,Hg CHyCONH~NH,

H-N___OH,200¢
A gt
how Ol

“Qan ﬁ'g‘ (61)

LV 66EVC8L
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KomnoHeHTu 6panu 8 oTHOWweHWM 1:1, peakuu-
OHHOR CPeaon cayXun cnupt. Tpexuacosoe
avijepXXnBaHue Npu KOMHaTHOR TeMnepary-
pe NPpUBOAUT K KONUYECTBEHHOMY BHLIXOAY
uenesoro NPOAYKTa, X0A Peakyuuv KOHTPONU-
posanca metonom TCX B cucreme aye-
TOM:FrexcaH = 2:1, ..

Mpuwmep 1. K pacreopy 0,6 r (0,0025
mons) IV 8 cnupre (50 mri) gobasunn 0,125 r
(0,0025 mons) ruapaank-rnapata B 20 mn sTa-
Hona. PeakuuoHnHas cmech HaxXoAWNach npw
KOMHaTHOWN TemnepaTtype 3 4aca. Buinaswna
0Can0K OTOUALTPOBLIBANK, NEPEXPUCTanNU3o-
8182711 13 CNUPTA, BLix0A 0,53 1 (92%), taa=245°,

. UK (sasennrosoe macno): 3260, 3170, 1700, 1650,
1600,1520,1360,1350, 680.

NMP(AMCO): 4 2,6 (3H, t, CHa); 04,87
(2H, S, CH2-CO-NH-NH2): d 551 (2H, dd,
CH2-CH3): 4 10,45 (2H, S, NH-NH2); d 11,71
(1H, S, umugasonsHoro xonsya); 0 12,01 (1H,
S. MNNA30ALHOMO KONLYLA).

Mpnmep 2. OcTpylo TOKCUYHOCTL HOBO-
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20

ro coeamHeHua onpenensnn No MeToanke Bep—

HCa Ha HeuHOpeaHbix Benvix Muwax Maccon
14-20 r. 3Havenne LDso npun sHyTpubplownH-
HOM BBEAEeHUM ans coeanHeHws | coctasmno
885,72 mr/kr. Peaynbratel uccnenosaHwi ocr-
POV TOKCUYHOCTY coeanHeHnn | B CpaBHeHun
¢ 6a3osbim coeaunenunem VIl (pemantaguHom)
npusefneHy 8 Tabn.1. )

Mpumep 3. NporneoBUPYCHYIO aKTuBe-
HOCTb COEeAuHEeHus | OTHOCUTENbHO BUpyca
rpunna Az Victoria onpenensanu B CpaBHeHUn
¢ coeaunennem VI Ha paasusaowuxcs 10-
AHEBHBIX KypMHbIX IMOproHax (K3), 3apaxeH-
HuiX BUPDYCOM Fpunna e passeaexun 10,

Coeaurenns pacreopsnu 8 AMCO v sso-
AVNW B XOPUOHANNAHTOMCHYIO NOAOCTL Kypu-
Hbix 3MBpuoHoB oaHOKpaTHO B 06veme 0,1 mn,
KonueHnTpauus coeanHenuns | cocrasuna 0,7
mr/mn, a coeaunenns Vit ~ 2.1 mr/mn. Bewe-
crea |, VIl seoaunn 3a 1 uyac Ao ssepeHun
supyca (npopunaktTuueckoe sseaexune). Kour-
ponem cayxunu smﬁpmouuj‘a KOTOpHIe B8B0AW-
nv snpyc 8 passegeHnn 10 8 AMCO 8 o6neme
0,1 mn, 4TO COOTBETCTBOBANO TaKOBOMY NPU
ONLITHOM 33paxeHun,

Kypunsie amMbpuons uikybuposanu 8 rep-
moctate npu 34°C 48 y. Hanuwuwe supyca 8
ambBproHax Nnposepann NO peaxunmn remarraio-
TuHayum (PFA) ¢ 1% kypuHbIMKU 3pUTPOUUTE-
mu, Ouenky sdpdexTusHoCTU coeauHEHUNR
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NPOBOAVAKN NO WHAEKCY 3aUTh ¥ CpeaHemy
reometpuyeckomy TTpy snpyca (CIrT) no PTA
B ANNAHTOUCHOW XUAKOCTU KOHTPONbLHLIX U
onuTHLIX 3MGpuoros. Unaexkc 3awutw (U3)
ssiyucnanmn no popmyne:

K3 —1
Ka

U3 = 100,

rae K3 — x03pdpnumeHT 3aummrl

NPOYBHT 3MGPMOMOR C BMPYCOM B KOHTpONe
npouent sMGpUONOB C BUPYCOM B ONbITe

K3

CoeauHeHne OUEHVBANM KaK aKTUBHOE, ECNN
MHAEKC 3aumTH Npessilwan 50%.

Peaynetatl uccnepgosanuva 6uonornve-

CKOro ReNCTBUs HOBOTO coeanHeHus | 8 cpas-
HeHun ¢ coepavHennem VI npusegeHs 8
1abn.2. .
W3 pannsix 1abn.1 cnepyer, uyro LDso npu
8/6 neenennn y coegurenns | oxazanoch 8 5,9
pa3 meHbuwe, vem y coegunennn VIl coorser-
CTBEHHO. ’

N3 ganuuix 1abn.2. cnepyet, uto HOBOE
coeanHenmne He Tonbko obnapaer BwicOxOW
NPOTUBOBUPYCHOW aKTUBHOCTHIO OTHOCUTENb-
HO supyca rpunna A2 Victorla npu npodunax-
Tuyeckom BsegeHuun (U3 = 100), Ho n
NPOABARET YKA3aHHYIO aKTUBHOCTL B KOHYCHT-
pauum 8 3 pa3a meHbwen, yem coepuHenne Vil,
1.e. aKTMBHee ero 8 4,2 pa3a, COOTBETCTBEHHO.

Taxum obpasom, 2-oxcu-4(5)-stoxcuxap-

- 60Hun -5(4)-ruppasugokapbonuameTunumuna-

30n obnanaer B OTHOWEHUM BUPYCa rpunna A2
Victoria npoTMBOBUPYCHON aKTUBHOCTLIO B CO-
4eTaHuu CO 3HAUUTENLHO MEHbILEN, YeM ¥ N3-
B8€CTHLIX COeAUHEHUA TOKCUMHOCTLIO. .

®opmyna un3zobpervreHuns ,
2-Oxcu-4(5)-arokcuxapbonunn-5(4)-ruppa-

aupokapboHnameTAUMUAA30n GOPMYNLI

N__ CH,CONH-NH
W 2
H

o6nanalowmn NPoTMBOBUPYCHLIM A8ACTBNEM B
oTHOweHnn supyca rpunna Az Victoria npu
nNPpoPUNaKTUHECKOM BBEACHWN,
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Tabnuya 1

CpasHurennHoe n3yueHne OCTPOA TOKCUYHOCTH
npy sHyTpnOPIOWUHHOM BBEAESHUN

Coeavnenne o LDsg, mr/xr
! ) 885,72
Vit 150

"Tabnuya 2

. Baunsnne cﬁenuneuuﬁ | w VIl Ha supyc rpunna A2 Victoria 8 basauaa-
IOWUXCA KypuHLIX 3MOpHMOHaxX NPy NPOPUNaKTUIECKOM BBEACHUN

2

CoeanHenus | KoHuenTpa- | Konuuecteo am6puoHos ¢ K3 s crr -
uun sewecr- BMpDYCOM
Ba K3 | 8% ‘ v
- - T2 100 - 1:1780
| 0.7 0 .0 - 00 | -
vil 2.1 3 25 3.67 72.75 1:21.1

NpumeuaHue: pazseneHue supyca 10’3, xonmuecrso K3 12,

Cocrasutens [, ®enoposa ,
Pepaxrop : Texpen M.Moprentan . Koppexrop M.CambBopckan

3akas 22 1; - Tupa»( o NoanucwHoe
BHUWNW MNocynapcraenHoro komurera no usobpetenuam u otkpuituam npu FKHT CCCP.
113035, Mockea, X-35, Paywckas Hab., 4/5

MNpowasoacTeeHHo-u3gatennckun xombunar “Matent”, r. Yxropoa, yn.Marapuna, 101



