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rOCYAAPCTBEHHEI? HOMUTET CCCP
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ONMUCAHUE UBObPETEHUA

H NATEHRTY

3245545/ 2304

06,02,81

14382/80

08.02.80

Anonun

(46) 23.03.84, Bon, ¥

{72) Kaszyo Wmau, Kymuxupo Huurarz,
Takacn CPypsuxvpa, Cunarty Xacumoto
u Touruw Taremdra (Arouus)

{71} Amanyrsr dapmacewruxan Xo, fra

(21)
(22)
31)
(32)
(33)

wolU., 1082320 A

R4- R9 - BROHOPOX,

3@p € 07 € 14377801 A 61 K 31/18

P e,

R1 - AMHHOrpYNNAaj;

Rz = HU3WHA ANKHTRHEE HIH ankog-—
CHPAAHKAN, FHADOKCHIpYNOa}

RS = BOZOPOD, rancred, HHImHH
ANKHIAbHLIN panMKain;

WK He3MMH an—
KHABHHH panuxan;

R, = BONODOH, HHIWLHY anKuNbLHLI
BAH ANKOKCHPpAAHRAIT ]

Y ~ KMCUIOPOO WM MEeTHIIEHOPasR

{(Anonus) - TpYNRa, NpHYEM B TOM CIy—
{53) 547.541.52(088,8) uae, xoraa R, - ruzpokeums-
(56} 1, HaredT BRenuxoGpUTAHUH HaA rpymna, Y — RHCHOpOL,
¥ 2006772, xn. © 07 C 143/80, onyBmuk. & TAKKe MX KHCIOTHO-ZIAMTUBHHX colnef,
1979, O TN HY 3OHdHCAE TEM, Yo Co—

enHHenHe ofmed bopmynn

g | T g, P PN _0 —
R, SH-C-N- -0
Rs Rs Rg Bg Rg

- BOMODOQA HMIH HU3IMAHA AJNKMIb—
Haa rpynna;
R,y RZ’ R4-R10n Y umeloT YyKAIAH~

Hhle JHAUCHUSA,

ACABEPTANT BAZHMOOSHCTEHI € [amoufgH—~

DYIOMEM ATEHTOM P Cpepe OpraHHueCKoro

PACTBODHTENR, A 3I4TeM NpH i e08XoHHMG-

CTH NOAYYeHHLE DX 2TOM TanoHMmpo-

Ry Bagdsf NpoAYKT BOCCTAHABIHMEBAKT BORO-
POTOM B [PHCYTCTBHH KATHAIASATODA B
cpele ODraHMYeCKOr0 pacrBopHTens H
BLAEIFIOT HeNnenol NpoRYKT 5 SBOSOLHOM b
RHre HAH B BHAP CONH,

2, Marenr BenuxoGprranun N 902617,
wi. 2/3/C, onyGnux. 1960,

3. Beitranpg-Xunererar, Meropn sKRC—
DEePHMEHTA B OPraHHUYECKOW XuMMH. M.,
"Gomua'', 1968, c. 203.

4. Tam HE, C, 70,

5, Merck index, usgm. 9, 7064,
c.945.

{54) CINCOB MOIIVUEHUHA CYIIhSAMOHIIRA-
MENEHHEY TIPOH3BORHHX OFHATIINAMIEA,

A TAKKE FX KHCHOTHO-AINMTHBHLK COIED.
(57) CnocoB monyueuus cynbhaMoxnzame-
MEHHNK NPOH3BOANLX deH3THIIaMHHA 06—
me# dopMyIm ,

roe R

088586 i- () ns 69
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HaobGpeTeHHe OTHOCUTCA & Cnocoby
ROAYYEeHHA HOBUIX XHUMHYECKHX CO€IHHe-
HHii, B YRCTHOCTH CYRNbLAMOHN3AMEMEH—
HbX TIpOMABoAHbX $ensTHnaMHHa, XOTODHE
, MpoABMAT cunpioe o —aapeHoBIOKHPYN— 5
mee aeticTRHMEe, H MOT'YT OHTE HCIONLIO-
BdHb B KayeCcTBEe aHTHMHAepTeHIUBHBIX

0H

KOTOpOE NpPOSINAeT Cuaphyw ol u f3-agpe-
#OBNOKHPYHIMYe AKTHBHOCTE L1 ], 1%

R,

rge R, — PuOpoKcHnbHana rpynina, MeTHN,

Me TOKCHI pYyNnas
R2 — aToM BONOpORA, METHIT;
R, - demun, GeHzuy WM I'MHPOKCH— 23

NEHAR 'DYINA, METHI—, MeTOK—
cH~, 3TOKCH-=, XNOp— MK
BpoM3aMene st deHunbH
HIH DedHsunobuil pagHkan;
R4 - aToM BOOOpOAnAa. 30
Takmue. COSMUHEHUN NPOABNAKT ol —ap-
peHOBNOKHP YRy AKTHPHOCTE M ofnaga~
0T TaKRE.aHTHFHHEpTEHBHBHMM geficTpyu-

en [ 21
Sozf{j -E

(C)-0-cHy CHy-

AreHTOB, A4 TaKEEe H KaUeCTHE CpPEACTH
1A n2veHHA zacToiiHoll cepmedHolt He-
OOCTATOYHOCTH .

Hagecren 5-[l-oxcu=2(2=(2-meroxcn-
deHOKCH) =3 Tun - 2-Me TS e HAOMC yAbHOR-
aMH, bopMyL

CH- CHz NH- CH,CHs 0 (

0CH; (D)

H3BeCcTHO Taxme coeqHHeHHe obmest
ODPMYITH

R Ry '

! ]
N—- EHz“ CH- CHZ” 0—-R 3
()

CnHaKo HaBeCTHbE COSOHNHEHHA INpo-
SBASANT HelDCTATOUHO BBICOKYI (GHOMDOIH—
YBCKYW AKTHREHOCTL.

llenslw pzofperelEHa ABIAETCH pas-—
paBorka cpnocoba NOAYYEHHMA HOBBX CYMb-—
HAMOHIIIAMEHeHHLIX TIPOHIBOOHBEK beH -
STHJIMHHA, HAPOABNAKIMAX [OBbAIEHHOE
ol—appenobnoxupyumes fevic TRHE,

lNocTaBnenHan uUen: AOCTHTAETCHA TEM,
YTO COTMNACHO cnocoby NOJMYyYeHHA CYIb—
PaMOVI3AMEHEHHLX MPOH3IBOBHHY QeH3ITHI—
amMunaa ofmeil dopMyne!

R

R, <O un—e-N— E-—~ 0H~Y@

' R, Rs Ro RSRS

rge R, ~ aMHHOTpYIHIa;

R; ~ HUIMHIA anKUIbHLE! M ANKOK=
CHpAaMKANn, THApOKCHrpyIl—
na;

R3 - BOAOpPOR, ranorgH, HHanMHA 45

ANMKWNLHLIIT paguvkan;
4—-R8 =~ BONOpOR HNMH HUIWHA AnKHIb-—
HIT panuxan;

Ryo — BoﬁBpon, HHAIMY anKHiibHb
WM ATTKOKCHpanvKan;

Y - KHCNOPON HNM METHReHOBAR
rpyrna, npyyem B TOM cHnydae,

R R Ry

oy i
Ot

KOrma R2 — TFHOPOKCHUITLHAR

rpyuna, a ¥ = KUCNOpom,
a TAKNKE UX KWCIOTHO-4IHTHBHbLIX COJIEH,
OCHOBAHHOMY Ha H3IBECTHWMX peaxiMax
IaMeleHls CIHPTOBOIO IHOPOKCHIA HAa
ranoreH ¢ IOMONMBY TaNOHAHPYNLLEro
areHTa - rAOTeHBOAOPOMA, THOHHITARD™
renupa dochopa, rHosunxsopuaa {31 u
BOCCTAHOBNIGHHA TaNOHAMPORAHHOIO IpOa
OVKTaZ B NMPUCYTCTBHH KaranWiaropa -
Hukenn Penen, nanmnapgMy, OKHCH niaTH-
Hb! [4], H 3aKTNYANmemMyves 0 TOM, YT
coejuMHeHYe obmedt ¢0pmynm

R?
CH—Y@/

OH Rgﬁsﬁﬁ Rg (1Y)
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rie R - pollopon UM BUA3MEAA ANKHILEANA BAHRY ¢ UCMONLIOHAHMEM [FaToRIHDyYiome=—
rpyona; ro AreHTa, B 4Y4CTHOCTH XIQPHCTOID
Rq'Rz* R4“R10H Y HmewnT YkasaHHue THOHHUDNA, XIODHCTCOrD EBOZOpona, SpoMu-

SHAUEHHA ,
noRBeprawT B3ZHMOZEHCTRHI C FanowiH— s
PYOMMM ACEHTOM B CPele ODraHHYeCcKoro
pPaCcTBOPHTENA, a 3aTeMm npy HeobxoarwMo-
CTH MOofRVHeHHMHA TpH 3TOM CanOHpHpo-
BAHHLIE TMPOAVKT BOCCTAHABRIHEAKNT BOIO™
pPOOOM B MDHCYTCTRHH KATANH3ATODA B in
cpepe OpraHMYecKors pacTHEOPHTENA H
BOeTAKRT lejleB0l NPoOnyKT B CBOGOOHOM
BHOE HAH B BHIE COMM,

[Ipr oCymeCTBIEHHH Kamugol CTagHK
crmocoBba coananT cnenyiomMe peaknHoH— g
HbBE YCNOBHA,

Cranun 1. FanoygHpoBasne coelu—
HeHuil dopmynns (IV) MoxHO NpOBCOHTE
R OpPrafHHYeCcKCM PACTBOpHIENEe, B HacT—
HOCTH B TOmyone, MeTHIITHIKeTOHe, 20
ANETOBMTPHIE, YeTparuapodypale npH
KOMHATHOR TeMrepaType Mnd I[IpY Harpe-—

Ru
Q—N—C QH“‘Y

CToro BOgoponsa, Tpuxnopuna docdopa,
nmeHTaxnopuna docdopa, OKCHXIAODMIA
gochopa, OPOMHCTOrG THOHIHNA.

Cragua 2, BoccraHopneHpe ramop—
OUPOBAHHOAIO MNPOOYVETA MOXHO TNIPOROOHTH
B Cpene opraHHuYecKoro pacTROpmTens,
B YACTHOCTH METAaHONa, 3TaHONI®, TOMAY=
ofa, aueTOHHTpPHAA, TerpardppodypaHa,
B TOKe BOIOpOOA NpH HopMaleHoft TeM-
nepaTvpe H HOPMAILHOM HOaBliedWn < HC=
oAB30PAHMEM KATANMM33TOPa, B HacTHO—
CTH OKHCH ITLMAdTHRE, HAHeCeHHOI'O HAa
yTONE NannasHa,

Hexogseie coepnumelns dopmyms (IV),
rgae R - Bogopox, # dopmynu {I), rge
R - Hu3mafd anKwibuad rpynna, Moryr
OulTEL TIONYYEHH peaKiuedl CoefgHHeHu,
OT B AKX cnenymmeﬁ obmeit bopmyne

1‘17

ﬂ R5 RB RB Rg

H i

roe R - modgopod ANY HHIWAA AnKMAILHAA
Tpying; 30

e - HEL

R1, Pz, P4 R10H Y uMelT Ykas3anHble

agadeHdsn, ¢ peaXKTHBOM ['DHHbA~-
pa (muzmmil anxup - ramorespn
Maruua ). 3

HNO, S

¢H,0 c l

M

»
B 1000 mn aneToluTpMia cycresmu-
pyot 17 r 5-[2-(2-(2-storcubelorcu) 45

~3THAAMHHO ) ~ | —ORCH~ c~Me WD rUI J—2—
—MeTOKCHEeHIONCYIbGIoOHAMALA THEADOKIO~
pHOA H IPIl KOMH2THOH TeMidepatype ©
NepeMEeNIHB AHHOM TIDUTOTOBREHHON CYC~
NeH3Ivy B Hee JO0GABRAWT 10 wanndad 9 r 50
THOHMIIXAOPHAR, EBCNEACTBHE Yero npo-
LYKT Cpasy e DACTROPAETCA, & 3aTeM
NOCTENMEeHHD KpHC1ammmaveTca., llocne ne-
PEMENHBAHUA CMECH B TeueHue 2 pHell
o5pasoBABIHECH KPUCTANIB O [HemoT 55
MABTDOBAHHEM, [IPOMIBAIOT XICDOGODMOM

M BHCYWHMBAKWI, B p¢ 1yibraTe u4ero mno-
nyqaeT |5 r rmyipoanopywna 5-[1-xnop-

(i~ CHNHCH,CHZ0
CHy

Bogeedpe H OUHCTKY Coedmdelui
obmeft fopMynst (I11I) npowogAr dunbr—
poBaHHem, sSKCTpakpwoHHol ofpaborkon
pacTBOPUTENEM, PasfeNUTENnsHOR XpoMa—
Torpabrveckoy oBpalorko#i B KONOHXE,
Nepexpuc TANIFIane .

Hpuwmesp 1.

« el
QCH,CH;

=2={(2~(2-aToxcubeHokcy ) -9 THNAMUEO) ~
—Z-MerTHnyTHA-2-MeToRcHB e donC ynuhoH—
AMFEA . .
Nonyuenduil OApoRvKT o6nagaeT cne-
OYROEME GUIHKO~XUMHYECKHMH CBOfCTBA—
MM,
Temnepatypa nnasnesus 197-200°C.

Bouucnewo, Z: C 50,11: H 5,89;
N 5,84,
Coplye B O SC1,HCE
Hauneno, ; ¢ 50,065 11 5,96;
N 5,95.
Criektrp AMP {CD30D).
01,30 (3H, g, CH-Ci), 1,40 (3H,

T, 032—083); 3,63 (2H, T, CHQ—CHE—N,}'

A i

L

[l
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4,0] (3H, €, 0-CHy); 4,12 (2H, x».
CHy-CH,-0); 4,36 (21, T, CHy~ClL,=0)
5,30 (1H, g, C1-CH).

H,N0, S

CoeaunenHa npuMepor 2 ¥ 3 noaywa-
0T aHaAMTOrH4HO TNIDHMEPRY ].
Mpume p 2,

CH40 —@—gcazmcnzcuzo +HeL

5“[]—Xnop—z—(z—(Z-METOKCH¢EHOKCH)-1°

“ g THMAMHHO ) =2 THN] ~2-Me TUHNGEH3ONCYIIB—
doHaMuga ragpoxnepun, swxog 83,37,

dusuKo-XuMHYEeCcKHe cBOWCTBA.
TemepaTypa nnasnenua 190-191°C,

Beancneno, %: C 49,663 H 5,56;
N f,43,
C 1pH, N0, SCT-HCE

H,NO,S

CH,
Haipeno, Z: € 49,51; H 5,70;
N 6,53,

CnexkTp SMP {dﬁ - BMCO)",

812,61 (3H, c,—@-cu3}; 3,64
£5
(3H9 Cs _© —OCHB); 5,66 (}‘H, m=

CH~C1)}.
Mpuwmep 3,
20

CH30 ?ﬂ-'ﬂﬂﬂﬂeﬁz{!ﬂzo—@-ﬂt‘l

C1 6113 ‘301i3

runpoxmnopug 5-[1=-xnop-2-(2-(2-me-
TOKCHPEHOKCH ) ~ 3 THITAMMHO } ~ 2 ~ME THII3 THIT
—7-MeTokcHBeHzoncynedhoHaMHaa, BhIXOA
56,3%.

OHIHKO-XHMHUSeCKHe CBOHCTBA,

TemMneparypa MnaBneHHs 195-197°¢
{c pasnomeHmem).

Burincneno, %Z: € 49,04; H 5,63;

N 6,02.

ThﬂNOZS‘

B 150 mn veranona pacrBopmor 3,81
5-11~xnop-2- {2-( 2~Me roxcupenoxcy M
~23THRAMKHO MoTun |~2-MeTokcubenson-
cynbdoHaMHAA THADOXJIOPHZE ¥ [IOCHe
AoBaejtepun B pactsop 0,5 r 107-Horo
naragus, HaHeCCHHOro Ha yronn, B
TOK® BOJIOPOGA NPY HODMATBLHEX TeMie—

PATYPE M LABIEHUY IIPOBOJAT BEeXNIOPHPO-

BaHHe ., 3arem nannaguit, HaHECeHHLIA
Ha Yrojib, OTMILTHOBMBAKNT H HUNbTpaT

KOHUSHTPHPYIOT NOoO TTOHHKEHHbM NAaBJIeHH-

eM, B peayinbraTte wero nonydawr 3,1 r
CHAPOXNOPHAA 2-MeToxcn~5-| 2= (2= (2-
~Me TOKCHDEHOK 1 ) — Y THIAMUIO ) — 3 THSL |-
~feH3oncynwhoHaMnoga, KOTODHWHA nepe-
KpHC TaLHoRep AT 13 120 i cMecH

MeTafgoNna ¢ aTaAHonoM (B 0BBEMHOM COOT-

| 1

C, H,N,0.5C1 * HC1
H;%nggog %: C 49,02; H 5,64;
N 6,08.
n

Cnextp AMP (CD,0D + dg - DMCO).

o1,i8 (3H, g = CH-CH,);, 3,80
u 3,95 (3H + 3H, C, -0~CH ), 5,56
(14, g = CH-C1),

35I HPHMEP 4,

CH,0 -@ CH,CH, NHCH, CH,0 —Q -HEl ~

OCH;

HOmeHHH |:4), B peaynbTaTe Wero mno-
ryqawtr 2,3 r GecuBeTHnX KPMCTannon,
Aror npoaykT obnamaer cnemyouHMu
45 GHAMKO-YMMHULCKHMH CBOfCTBAMH,
TemmepaTypa nnaenenns 196-198°C,
Bbyucneno, Z: C 51,86; H 6,04;

N 6.72,
C1BH1#N 0s &« HC1
50 Hattgeno, g: C 51,723 H 6,23;
N 6,68,

Cnextp AMP (CD30D),
d3,84 u 3,98 (3H+3H, L, -OCH, )
4,24 (24, T, -0-0CH,). o
55
CoegvHeHus B npmiepax 5-23 Guuld
ROJIYUEeHE AHAMOTHYHO TPHMepy 4.,
Npumerp 5,

o

%
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~CH7 Cﬂzﬂﬂmz €H, 0 + HCJ

. W OC}i3
5~[2- (2-(2~MeToKCUDEHOKCH) =3 THIT Héﬁneﬂo, Z: C 53,83; H 6,27;
amMitHG ) ~ 3 rim 12 ~Me TMAB R HI0C YIBBoHAMI - N 6,97,
na rugpoxnopks, eoixon 41 ,6%. 10 Cnexrp SMP (CDZOD}. -

DUIVKO-XHMIYECKHEe CBOHCTEA.
Temnepartypa nnasnenws 173-1759C,
Bruycneno, %: € 53,93; H 6,28

&:2,64 (3H, €, cu% ¢ 3,84

N 6,99, (34, C, OCH3), 4,28 (28, T, —OCH-J
C18H2*N204S- HC1 o i3 Hpuwmenrp 6.
i SOZNﬁz
(O)r-cyetmmen,en,o + Hel
CoHs
5—f§;2-(2—(2—1Toxcu¢eﬂoxcu)-aTnn— HaitmeHo, %: C 54,81; H 6,56;
AMHNO) ~aTU |- 2—Me THRGEH O CYIRGOR™ N 6,89,
aMMAa THLPOXIOpHA, BewodZ 62,37, 25 Crexrp FMP (CD4OP).
1,36 (3, T —OCH,CH.)} 2,64
dUAHKO-THMHUE CKHe CBOMCTRA, 2773

TeMaepaTypa AOaBIeHHA 180-181,5°%, (34, ¢, 0}13 —@-), 4,50 (2H, kB
Bwaucneno, %¢ C 5,003 H 6,563 :

(
N 6,75, —OCHQCHS)g 4,26 (2H, T, —OCHE-CQEQ.
5021'“13 .
eﬁzcuzunzuncmuz B @R
i
- CH; GCH;

5~[2- (2~ (2~Me Toxcudenoken) ~ 1 - Hadigeno, 7Z: C 54,89; H 6,60;
-Me THI 3 THRNAMHHO ) = 51301 1= 2-ne THnGe R son— N 6,76,
Cyﬂh¢OHaMHndrﬂnpoxn0pHﬂ,BHXOﬂsz,az.40 Cnextp SIMP (CD30D).

BUBHKO~XHIMOCKIe CBOBCTRA S . : 41, 15 (3H5 g = CH~CH3); 2,64

Temneparypd 1 1asredua 169-171°C, _ 4 'Q\

Beuucneno, %Z: C 55,003 i &,56; (3K, €, C”S 3 )» 3.80 (34, C,

N 6,75, ~0CHy) .
Cig HoNallgS  1C] 3 45 Bpmwmwerp 8.
SDZ’NHZ o
ey~ cryenmenong ey <0) e
§
CH, 00H5

5-(2-(3~(2—Mc¢ongn¢euuu)-l—meTnn* Hatimewo, 7: ¢ 58,09; H 7,01;
ﬂPOHHﬂaMHHD)*3THH]“Z“MeTunﬁeHBOHCYHB' N 6,62.
$oNaMBAA ruopoxnopul, suxon 70E. Crektp SIMP Jd& DGO )

DHIMKO-NIMHYeCKI{e CHOJiCTBA, d1,35 (3H, o CH-CPL), 2,55 (8

Temnepa1ypa nndsrnenns 198-200%., 55
Beaiicnean, %t € R8,175 1 7,08;
N 6,78.

CpotqpNa0ys ~HC Bpumerp 9.

‘}'3;?8 (30, ¢, -OCH,).

v

S —
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HO @-enzcnznucﬂaunzt)@
0CH,
2-0xcn~5-1 2~(2-(2-MeToKCcHPeHOKCH ) ~ CgqH, N 0, HYO
-aTunaMuHo)—aTu@I“ﬁeﬁsoncynhmoﬁamun, Haﬂneﬂo, %: C 52,75; H 6,223
Buixog 44,3%. . N 7, 09.
PUINKO—XHMMHULCKHE CcpoflcTRa, ¢ CnexkTp AMP (db-DHCO).
TeMnepaTypa mnaBnenna 97-99°C, 473,76 (34, C, —OCHB)} 4,04 (21,
Boueneno, Z: C 53,103 H 6,29; T, -OCH,~).
N 7,29.502NH2 Tpumepp 10,
cn3, CH, ?HNHQHZCHZ . HOl
CH3 QCH;
9-Metokcn—5+~ {2~ (2-(2~mMe roxcupeHOK~ 20 C{QH%NzOSS HC1
CH) —3THIAMHNO ) - 2-Me Tuita Tun ]-6edaon- Hafineno, %: C 52,445 H 6,313
cynbdoiaMula rHOpOXNIOpPHE, EBHXOZ N 6,47
19,2%. Cnextp MNP  (d¢~DMCO).
dyaMKO-XuMHUeckue ¢BoficTna, g1,15 (3, g = CH-CHg), 3,78 u
TemrieparTypa INABMEHHA CBbuIE 250°C. 25 3,90 (3u+3¥, C, -0CH Y, 4,38 (24,
Bsryucnero, %i C 52,963 H 6,313 T, ~0CH,-). -
N 6,50. Mpopumep 11,
S0, NH,,
ey~ eemmenen o) e
CH;  CH,
Fugpoxnopus 2-metun~5-{2-(2-(2- Habimeno, %: C 57,13; H 6,79;
—MerundheHoxen) -1 -MeTHI 3TN aMBHO |- 35 % 6,99,
-3THn |-6eHsoncynbPoHaMUIE, BWKOM Crextp SIMP (CD GD)
70,4%. d“1,55 (3H, g = CH-CH,), 2,24
PUIHKO~XHMHYECKHE CBOHCTRAE, (3H c, 0 J: 2,64 (3H, C,
_ TeMmepatypa nnaeneHun 183-185°%¢, 4
O,
Beuucneno, %: C 57,204 H 6,823
¥ 7,02, CHs D, 2,08-2,40 (21, p~0CH -)
CiallgeN,0,5  HCL 45 DNpuwenp .
Sﬂzﬂﬂz ’
CHz‘@CHzCHZNﬂtﬂchzO@.HUI
Tuapoxno pua 2—Me'r}i.rr-5-[2—(2—dle—- Halinewo, %: C 54,83; H 6,23}
HOKCHATHITAMMHO ) =3THI1] ~BeH 301C YITHOH N 7,48,
amupa, buxom 72,87, Crnekrp MP (CDSOD).
GHIHKDO-XHMilUeCKAEe CBOHCTBA.
TeMrmepatypa ruapIeHds 208,5—210°C.55 ¢2,65 (34, C, CH—{C::>)A,1?
Bpmucnenc, %: © 55,053 H 6,25; _
N 7,55, (28, T, -OCH,~).

CyqHyly 025 HCI Tpumep I3.

i
§
d




cynsdoHaMuaa THOPOXNOPUT, EHXOH70:3240
OHIHKO —XHUMHYECKHE CBOMCTBA.
TeMnepaTypa MNaBIeHHA 199-202"¢C.
Berumeneno, Z: C 54,713 H 7,213
.. N 6,08,
Con26V204SHC1‘CH3OH

S0, NH;

H 1082320 12
’ 30;¥H, T3 ' ‘
‘ CH, CH, ?NH CH,0 3: (!
5-[2-(2-(2-MeToxcubeHorCR) -3 THUN- Hamewo, %: C 54,50; H 7,17;
aMMHO} =2, 2=gHMe THASTHI F2-MeTunGena0n= N 6,14.

Crnextp AMP {d -DMCC} .
1,24 (6H, €, :C-CH3): 2,56 (34,

c, CHay), 3,74 (3H, c,@-ocual

4,80 (21, T, -CH, 0).
Fpuwmerp l4,

“ CH,0 QHz?HNHCHzQHzO—Q-HL‘I

CH4 0CH,C iy
5—[2—(2—(2—3:oxcn@enoxcu)—aTHn— Czo”ZBNZOSS' BC1
AMHHO ) = 2~Me THIITHA ] - 2-Me TokcHBeH3on = Hailpeno, Z: C 53,79; H 6,58%
CYNEAOHAMUAR THAPOXJIODPHH, BLIXOA 15 N 6,26,

[ 89,97,
GUIUKO-XIMINECKHE CROTICTRBA,
TemnepaTypa MNABIEHNA 254-256°C,
Bepumcneno, #%: C 53,99; it 6,57;
N 6,30,

$0, NH;,

Jo

CH,

5-{2-(2-(2-MeTorcudenoken ) -sTun—-
AMHHO) =] =MeTWI3TUN ]-2-MeTun6enon—
CYNbPOHAMMNE FHOPONIIODHE, BHXOKL
63,3%,
DHIUKOI~XHMIIUEeCKHWe ¢BoileTsa,
TeMnepaTyp.d (INABICHMA 183-185°C,
Beruucrneno, %Z: C 55,00; H 6,563
N 6, 75.
HC1

40

4s
C1aR26N 2045

S0z NH; -
' 0}13

5~17-(2-(2-Merokcudenoxcu)~2-me-
THI3TAIAMHAO ) ~3ITHI )~ 2~Me THIIeH 30Tt~ 55
cyNimhoHaAMUlA FHOPOXa0puA, Barxon 84,67,

PHINKO-XUMITUECKHE ¢BOMCTBA.

TeMmriepaTypa IUELITEHHA 23]~23@°C.

CH, -@- CH 11, NHCH, CH, O —@

CnexTp fMP (CD3OD).

d'1,28 (3H, g = CH—CH;); 1,38
T, CH,~CH,), 3,96 (38, €, O0-CH,),
4,30 (2H, 1, Cl,~CH,-0}.

Rpumep 15

+HC1
OC}{3

Haigeno, 7: C 54,76; H 6,563
N 6,74,

Cnekrp SIMP (CD30D).

d:1,40 (3H, g = CH-CH;), 2,64

r
(34, C, CHy), 3,80 (3H, C,
OCH,); 4,23 (21, T, —Cli,~0),

Dpumep 16,

—@ CH, CH, NHCH, m—o-@ « HOI
I

CH,

Beruucneno, Z: C 55,005 H 6,563
N 6,75.
Cag Hy M 045+ PCI
Haitgeno, %: C 54,86; H 6,58;
N 6,83.

0CH,
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Cnekrp AMP(CD,0D),
d-.1.26 (34, D=CH-CHB); 2,60 (N,

1082120 14

3,76 (3m, C,DCH3)',J+,62 (1H, &

C,@-c'ﬂ )y 2,60 (3H, C, -CH ), HpuMep 17.
SO#NTiz 0113
ett, <O ey ewpn-t-eatz <O - e
I
CH,

5-[ 2= (2~ (2-Meroxcudenoxen)~1, 1 -, Haiteno, %: C 55,833 H 6,863
~[HME TR THIRHAMHUHO ) — 3 THIT |~2-Me THI— N 6,32.
GerzoncynpPoHaAMHES THOAPOXSIOPHL, Bbi— Cnekrp HMP (d *“LO)
xon 90,9%. 15 1,44 (611, N-C(CH4)g~C); 2,56

DHIUKO-XuMUYelKHe cBoilcTsda,
Temmeparypa mnasnenns 191-193%%.

(3}I cC, 6113)-, 3,66 (3H, C

Berrwenewo, Z: C 56,003 H 6,81; @ ) - _
N 6,53. oc”a)’ 4,08 (2, €, ~CH,-0).
CoaHzgN 048 « HCL 20 Mpumerp I8,
S'JzNHz Cﬂs
O0CH;

5-{2-(2~{Z~-MeToxcubedoken ) —3 THA— Hafinewo, 7%: C 54,88; H 6,51,
- 2=-METHIAMIHO) 9 TILT J—2~Me THII6ed 3 oM~ N 6,64,
cviibhOHaMHIA T HANOXNOPHI, BHIXOD 30 Crnexrp AMP (d¢~TMCO) . \
85,7%.

GHIHKO- XIIMHUeCKe cHolicTBa.
ToMnepatypa MNanneHRs 169-171°C,
Buwucneno, Z: C 55,005 H 6,56;

d“2,5 {38, C,—Cpa); 3,68
(3H, C,-oan); 4,39 (28, T,

N 6,75. 35 -CHp-0).
C19E]26N2045 Het {IpumMerp 19,
S‘]ZI@fiz
Be @@Hzenuﬁcnzwgo (O)-nel
| s
CH; 0CH; :
5-[2-(2-(2-MerokcubenokcH) -d THI- r Haiineno, Z: € 54,683 Y 6,49;
aMuHe ) = 2-Me THNNTHA |- 2-MeTHRGe 30— 45 M 6,58.

cynbdOHaMHUA HUAPORIOPpUI,BEx0D 91,97,
SUANKO-XUMHTieCY e cPoOficTRA.,

¢11,06 (38, o=CH-CHj), 1,61 (3%,
TemMiiepa rvpa nasjeldys 250-252°C.,
Buasicrrewa, o1 € 55,00; H 6,563

c, 0}13—.)3 76 (3H, C, OCH).
N 6,75, 50

He'l MTpuwerp
50, N,

m; CHz CHNHCH, €1, 0 +Hel

FZHS 00]‘13

MP (CDC13 + dg=DMCO +D,0+Na,CO, )

CigHa NN,
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* 5=[2-(2-(2-MerokcHpeHoKCH) =3 THA~ Hanpgeno, %: C 55,76; H 6,88;
aMHHO ) ~2-MeTUN 3 TUN ] —2-Me TRIGeH 30/IC Y iIb- N 6,51,
donamuna ruzpoxnopug, sbxom 65,77. Cnexrp AMP (CDC1

+d - DMCO+DL, 0 +
6

+ Na,C0,) . 3 oot

5 o 0,94 (3H, T, =CHCH CHy), .22
(20, p-CHCF CH )y 2,56(3H, C,CHg

3,76 (38, c,@—ocaa).

PHIUKO—XMMHUYECKIE CBONCTEBA.
TemrtepaTypa nnasnenus |98-200°C.

Beraucnieno, Z: C 56,00; H 6,81;

N 6,53, '
02°H28N2045 - HC1 t0 Hrp HMe ﬁ 21,
fsozlnﬁé
g HO‘@ CH, CHy NHCH,CH,0 ‘©‘G[‘H3 «HC1
2-Oxcn=5-{ 2= (2= (4-Me ToxcHbeHOXRCH) - l C11H22N205S -HC1
“3THIAMMHO ) ~3TUn —Gen3cncynbhonamua Hawpeno, Z: C 50,45; H 5,64;
FHOPOXNOPHE, BeXep 52,5%, N 6,99,
GH3HKC - XHMHYeCKMe CBOHCTEA,
TemrnepaTypa MOIARAEHHR 237-241°C 20 Crextp HMP (CD,0D). .
(¢ pasnoweHHEM) . g-3,74 (38, C, O—CHB), 4,22 (2R,
BeuMeneno, %: C 50,68; H 5,75; T, 'wCH2~0).
N 6,95, Npewmep 22,
| S0,NH,
: 70 —@—cﬁzqnnmﬁzcnzo@- Hel
: CHy 0CH;
Z—OKCH—S-[E—(2—(2—MeTOKCH¢eHOKCH)— C¢8H24N 0.5 +» HCL
~3THIAMHHO ) — 2—-Me THIt 3 TN |~ 6eH30nC yIb— Hafipeno, 4: € 51,72; H 6,00;
donammupa ruapoxiopun, swxon 64,77, N 4,59,
OHAHKO~XHMHYECKHe croiicTEA, Cnextp SMP (CDR0D).
TemnepaTtypa nnasnenus 211-214°C. 3§ 1,28 (31, g = CHCHg), 3,86 (3R,
Buuucneno, Z: C 51,865 H 6,043 €, ~OCHy), 4,30/2H, T, ~CH ,~0).
N 6,72, Npumerp 23,
S0, NH, :
Ho@wzqﬁnncnzmzo —@ ‘HC1
. CH
3 OCH,CH;

5‘[2'(2‘{2-2?0KCH¢EHGKCH)—3THH-

dapMaxonoruyecKoe HeHCTBHE COoeaH—
AMMHO ) =2 -MEeTHIATUN) ~2~0KCHOeH 30TICYN b=

nexuil obineit dopmyrmm (I11) onpepesnawT

doHaMuma rugpoxopnm, Buxon 57,67, - HO CTPYKTYpe — S-{1-okeu=2-{2~(2wpme-
QUAIMKD-XHMHUUECKle CBOHCTBA. TOKECHGEHOKCH } =3 THIAAMUHO ) =3 THI ]=2=Me=
Temneparypa nnasnaessa 172-1 ?30(: . TunGesoncvibdoaMmuioM (coeauHeRHA
Bemucneno, Z: C 52,965 H 6,313 50 A, (I m denronamuuom) [5].
N 6,50, A, & -Auppenobnoxupyonee peicrpne
(Lw}h‘NbD5S* HC1 Y KpbiC, AHECTealpORAHHMX YPeTAHOM
Halfigeno, %Z: C 52,83; H 6,65; M 06paboTaHHbX NeHToaMHven, Hamepsor
N 6,12, KpOBAHOe mapfienve, a Takxe 3hdeKkTH
CnekTp fAMY (CD3OD). 55 pcnuTwBaeMwx 00pa3zuoR (NyTem BHYTPH=-
d1,26 (3H, g=CHCi;}; 1,36 (3H, BEHHOTO BBEMeHHA), BLIbLIPAUME IPOTHBO-
T —CHZCHHJ; 4,10 (24, kB —CHZCHS)u gelicTBMEe CEMepTeH3WAHOH PEedKUHK,

| ]
4,26 (24, 1, —CUECUQ*O). 06 YCIIOBNEHHON BO3ICACTBHEM GeHUngpH—
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Ha (nope BHYTPHBeHHONR HHBEKLHH B IJO3H-
poeke |0 mxr/xr sxwsoro meca), llony-

WeHHWE pesyibTaTtu cheseds B TtatGn, 1.

Tadnuua |1,

e =t e = . = e —— 5
Coempuenna no | ED 50 (ur/xr) npu
mpuMepaM PHY TPHBEHHOM Bpee-
HUH
R "2 0
Mpepnar aeMbie
4 0,00590
5 0,01200
15
6 0,00730
9 0,00130
10 0, 00080 20
14 0,00000014
19 0,00120
20 0,00400 2

.

-

Npoponmenne Ttadn, |

1 . 2
HBBeCTﬁQe

A 0,03400
PeHTOonaMHH 0,06100

ke Bl e . k. .

B, AHTHrHDEepTOMHYeckoEe OeiCcTBHE
npH CaMONPOH3IBONBHON FHMEDTOHMH Y
KpLIC .

BeefeHHe nepopaibHO.

CucTONMMYeCKoe IJABAEHHE KDOBH H3—
MEPHKT KOCBEHHMM NYTeM C NOMOmbK Ha-
QEBHEMOﬁ Ha XBOCT MauxeTs B CoOTBEeT—
CTBHH C MeTOOHKON, B KOTOpOil npepnyc-—
MOTREHOD MpHMeHeHHe 3alporpaMMHpOBaH—~
HOI'O 3NexTpochurMaHoMerpa (BLIYCKA™
eMoTo ¢upmoit V'Hapko BHo—cucTeMo WHK',
wogens PE-300), tupe camonpoHssORBEHON
FHOEPTOHMHM ¥ KPBHIC, CHCTOIHYECKOE KpOo-
BAHOE MaBTieHKe Y KOTOPHX MDPERBMAN0
150 MM pr.cT. [lOnvYEHHHE PEIYALTATH
cpenensl B Tato. 2.

Tafigunuuyga 2

[P Y

- -

CoenuHeHHA NO

pHMe paM
fipeniaraeMpe
4 10
5 30
6 R4
9 ‘ 10
10 10
14 3
19 10
20 10
HapecTHHe
A 10
deriojraMHH 10

denTonaMuy

HosupoBKa, Mr/Kr

HiMeHeHHe CHCTOMHHECKOIO Kpo-

BAHOAFO ﬂaﬂﬂ&HHR‘MM {JD'!'.(:'I‘.‘I 1pH

3aaHHOR HOBHUPOBKE COeJMHEHHA,
nepopaAlbHO

~5745,6
~50+4,7
~48+2,0
~5446,2
~71+11,1
=57+4,2
-46+3,6

_4614)3

-35+6,4
+7,8+5,0

-70+10,1



i
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KnHuHAYeckoe pBedeHHe B ODladHsM
coepurenuit dopmynsl (I1T) ofbuHo npax-
THRYIOT BHYTPHBEHHOH HHBEKUHEM Wiy ne-
popanbHO B BHOE CBOBOAHMX OCHOBaHMH
wH coneft OTpHCOeOMHEHHUA KHCNOTH (Ha~- §
npHMep, rHAPOXIOpHOOB, cynbbdartos,
ManeaTcos, aneTaros, dypaparom, J4K-—
TaTop, UUTpaTOR), IIpHEeMIEMNE DE3VAb—
TATE HOCTHTAINTCH MNpH BEENGHHY B BHIE
onuoft neosvpoBkn ot 10 Mr o 1 wmr coe-t0
AMHEHHS [0 HECKONBbKC pa2 B [eHbL B CJIY-
crnywae BHYTPUBEHHOH HHDEKUHH H OT
0,1 oo 100 wr coepmHeHus No ARA—TDH
pasa B OeHbk B C/Iy4Yae BBeReHHs yepe3s
poT. t5

Ha ocuoBe coepuueHuit dopMynn (IIT)
mpenapaTsl B Buae OBbUHRK O03 MOTYT

CLITE NPHrOTOBMEHH, HanpHdep, B Gdopme’
tablteTok, kKamncya, NWIHNh, PaAcTBOPOB,
npHYeM MeAHKAMEHTE C 3TOi HENhlo MO~-
TYT BEITH thPOTOBneHm coranacuo obery-
HbM METOZAM € HCIONB3IOBAHHEM OOHUHMX
MegMUMHCKNX Hanondurenelt A mocu-
rene),

Taxum o6pasoM, NpeARoKeHHLd! cAOcon
MO3IBOINAET NOIIYUATh HOBAR BHonnorvuec-
KM EGKTHEHb® COenHHeHHH, NpOABNmoNHEe
noBvmeHHoe o ~agpeHoSnoxupylmee pefi—
CTBHE ¥ KOTODHE MOTYT OHTHL HCHONESO—-
BAHH B KadeCcTBe AaHTHIHIEpPTEHIWBHWX
ATEeHTOE, a4 TJAKX¥Ee B KajyelLTBE CpencrTe
pita negeHda sacToliHoll cepnewsoft Hego-
CTATOUHOCTH .

CocraBurtens H. Kymixosa -

Pepakrop I'. Bonkoma

Texpen C.Muryuoma Kopperkrtop A.Tacko

3akas 1578/54 Tupax 410

{lopgnucnoe

BHHAIH TocymapcrteeHsoro komurera CCCP
oo nenpaM H3obpeTeHHd H OTKDPRTHRA
113035, Mocksa, ¥-35, Paymcxas HaG., a. 4/5

dunuan NN"Marenr”, r. ¥Ymropom, yn.lpoexrtuasn,
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