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C Henbl0 BHISIBJCHHS OHOJCTEYECKON AKTHBHOCTH CHETE3MPOBAH DPAN afd-
KUJLEHX ¥ anWIbHEIX NPOM3BOAHEIX 3-, 4- ¥ H-amuHOmEpasonos. Orpene-
JeHsl XpoMatorpaduuecKue XapakTepHCTHKY OOJBIIMHCTBA INOAYUYEHHBIX CO€-
JTAHEHUHA.

'B ¢B%I3H ¢ IOBOJBHO BRICOKOH (apMaKOJIOTHHECKOR AKTHBHOCTHIO MHOTHX
aMUHOTHDPA30J0B! MPEenCcTaB/sioCs HETEDECHEM CHHTE3HDOBATE DAL aMHUHO-
TPOHW3BOJLHBEIX NHEPA30Ja C LeJbI0 BBISIBJISHHS HX OHOJIOTHYECKOd aKTHBHO-
ctu. s cuHaTesa 5-aMUHONKPA30J0B MBI HCIOJIB3OBANK YVKe NPEMEHERHBR
HaM¥ METOJ [MKJIH3AIMH NHANETOHUTDHIA C 3aMeMeHHBIMY THAPasKHaAMHZ
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[ns ®BemeHHs B. MOJOXKeHWe 4 NHPA3CJAbLEOTO Sfipa MAUMETHIAMHUHO-
TPYHONH YAaJ0ch IPUMEHHTD peakiyuio Jlefxapra.
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AmuavpoBagye aMUHOTPYHNIE B H30MEDHHX [-(eHH-X-aMHHONHDPAa30max
XJIOpAHTHIPHAAMU TPHXJIOPYKCYCHOA ¥ GeH30JCYJb(MOKHCIOT, a TaKXKe VK-
CYCHBIM AHTHAPHIOM MPOBEIEHO OOBIUHBIMH MeToAaMu. B-llupupmnstunrun-
paswHBl CHHTE3WPOBAHHI W3 BHHUMNHPHANHOB C HCIOJIb30OBAHHEM METONY,
paspatorarsoro A. H. Kocrom u C. Y. CymunosbiM. OumCTKY COeHHHEHHI
KOHTDOJNVWPOBANH XPOMAarTorpaduuecks B TOHKOM CJI0e He(QHKCHDOBaHHOH
ORHCH AQJIOMHHWS W Ha cuapkarene. [Jogpo6HO MeTOXB ONACAHBI HAMHM

pamee 4

IKCHEPUMEHTAJIBHAS YACTH

N-3amemennple 3-MeTHI-5-aMuHOmEpasonsl (taba. 1). Pacrtsopsior
0,2 MO/ COOTBETCTBYIOIIETO 3aMeleHHoro ruapasuta B 200 ma 2 N consHoR
KHMCJIOTH, MENJEHHO MNpHCHTAKT NPH pasMemnBaHgm (Temmeparypa 80°)
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R Brixon, % T. m1., °C q)ggg,?m ?\L QZHO i\lf?%/coj
8- (TIupugan-2) stan 61 50 CuHuN, | 27,58; 27431 27,76
8- (Iupumun-4)stan 70 47 C;iHuN, | 27,69; 27,54] 27,76
H-AMua . 76 49 C9H17N3 25,31; 25,20 25,14
T. gum.
178—179
(22 mm).
T. xum.
180—183
B-AM3THIAMHEOITHI 69 (16 mm) CroHooNy | 28,34; 28,31 28,56
TaGauwnoma 2
R SRy X=CH;CONH,
e ¥=CI;CCONH,
Ry” N
. i Z=CgHsSO,NH
Ry Ri=CsHs
BrrxoxL, ] T. na, “Bpyrro- r Hafimeno, % Brigucqaeno, %
Rs Ry Rs [} ° dopmyIa ‘ c ! H c H
X H H 67 130° C11H1N:O- 65,65 5,49 65,65 5,51
. 65,63 5,38
Y H H | 70 103 CuuHsCIsNsO | 43,11 2,78 43,52 2,62
43,07 2,71 :
z H H 39 38 Ci5HisN3O2S N 14,23 N 14,03
’ : 1421
31 X H 58 -120 Cy1HiiN3O N 20,81 N 20,38
’ 20,77
H Y H 51 168 C1HsCIsN;O N 13,67 N 13,88
- 13,58
H | Z H | 41 143 | CisHisN;0sS. N 13,89 N 14,03
13,81
H H X 67 86 C1;HiiNsO 65,47 554| 65,65 551 .
‘ 65,24 551
H H Y 77 137 CyHsCIzN:O N 13,55 N 13,88
: 13,46
H- H VA 40 164 C15H1sN30.S N 147(;2 N 14,03
: 13,
CH; H | X 49 109 Ci2HisNsO N 19,76 N 19,54
19,61
CH; | H Y 55 134 Ci1oHoClsNsO | 4541 3,36 45,29 3,16
; ) . 45,30 3,30
CHs | H z 48 154 v CysHisNz0sS N 13,31 N 13,39
13,27
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0,21 Mo4 mEaUETOHUTPHJIA W HATPeBaOT 10 Kumenus 10 muH. 3aTem npubas-
JasiorT 30 M4 KOHMEHTPHPOBAHHON CONSHOM KHCAOTH u KAmATIT 20 muH. OX-
JaXJeHHYI0 PeaKIHOHHYI0 Maccy nommesnaunpaor 100 2 emxoro Hatpa #

- IKCTParupyioT OeH30JI0M BELAENHUBLIMACH aMHUHONHDPA30J. DeH30JbHYIO BhHI-

TSXKKY Cyllat IJaBJeHBIM €IKHM KaJi M PasTOHSIOT B BaKyyMe.

®ennncyarpamunnsle npoussonsbie (taba. 2, 3). K cycnensuu 0,1 mosn
aMuHONMHpasoga B 20.m4 aGCOMIOTHOrO NUPHAKMHA NP OXJAKIEHHH U Pas-
MENINBAHAN MelJieHHo npukansBaior 0,1 Mo OeHszoncyabGOXJIOpPHAA B Te-
geHue 15 MHWH. PeakRIUMOBHYO MacCy OCTaBJASOT Ha CYTKH OPH KOMHATHOH
TeMIIEPATyPe, 4 3aTeM HarpeBaloT Ha Kumsiied BoxdHo#n Oame 30 muH. Br-
auBaioT B 80 ma 2 N congHOH KHCHOTH H BCTPAXHBAKT I0OYaca. BHIETHB-
yecs KPHCTA/LIB HJAE Macjio OTHENASioT M Kpucrannunsyior us 60% wmera-
HOJa, a 3aTeM H3 CMecH OeH30J—IeTposedHsli adup (2: 1).

_ Ta6auma 3

Ri - /R3 . -
I ] Xpomarorpadudeckue XapakTepUCTUKH AMUHONHMPA30J0B -
Ry N’N H BX HPOU3BOJHBIX
| ) X=CHsCONH, Y=CI;CCONH,
CeHs Z=CeHsSO,NH, T=NH,
B TOHKOM CJI0e OKHCHE alIOMEHUS™
. Ha cuaa-

Re j Rs [ R | 1 11 11 v | v Karede

X* H H- 0,90 . 0,82 0,35 0,45 0,19 -

Y H H 0,90 0,88 0,30 0,73 0,18 —

Z H H 0 0 0 0 0,14 -0,68

T H H 0,81 0,75 0,30 0,33 0,18 . —

H X H 0,78 0,72 0,27 0,35 0,13 _—

H Y H 0,85 0,88 0,66 0,52 0,12 —

H YA H 0 0 0 0 - 0,26 0,65
H T H 0,73 0,61 0,20 0,44 0,13 —

H H X 0,81 0,70 0,23 0,41 0,18 —

H H Y 0,21 . 0,62 0,18 0,14 0,17 —

H H Zz g 0 0 - 0 0,12 0,66

H H T 0,86 0,78 0,36 0,46 . 0,23 —_
CH; H. X 0,81 0,73 0,23 0,39 0,10 —
CHs; H Y 0,32 0,11 0,19 0,30 0,09 —
CH; H VA 0 0 0 0 0 0,64
CH; H T 0,85 0,77 0,41 . 0,12 0,23 —_

* 1 — stuaamerar; 11 — stuaanerar-+unerpoaefinsid sgup (3:1); Il — stunanerar+-
--perponefmriil a¢up (1:3); IV — merumstuareron+nerposefignit agup (1:3); V — Gem-
30a-+TeTpoaelEsdE a¢up (3 :1); VI — Ha cuamkarese, pacTBOPHTE/Ib 3THJAIETAT.

Tpuxaopaneramuponupasodst (Taba. 2, 3). Ilpu oxnaxneHWd ¥ pasMe-
WUBAHKYU K pactBopy 0,02 mos ammuonupasosaa B 10 ma a6COMIOTHOTO OHPH-
JHHa MelJeHHO npuransBaT 0,025 o4 XJ0paHTHIPHAA TPUXJIOPYKCYCHOH
KHCJIOTHL. PeakmuoBHYI Maccy OCTaBJSOT Ha 4 daca, 3ateM OPHOABIAOT
20 ms MeTaHONA H HarpeBaroT A0 Kunenus 10 MuH., QEABTPYIOT, BEIIADHBAIOT
15 ma pacrtBopmrTensd, mebasagor 10 M4 BOAH M OXJAAXKLAIOT B XOJOLAIL-
HuKe. KpHCTanmasl OTCACHIBAIOT W KPHCTAJNH3VIOT M3 CMecH GeH30oJ — Ile-
Tposelinbldl 3dup (1:2).

p-HAueTunamunosTuaragpassd. K 300 ms KANSAMEro TrHADA3HHTHADATE
(96%) mpu SHEPrHYHOM DASMEINIWBAHAN MEJTeHHO TNPHKaNBBAIOT PacTBOD
86 e rumpoxsopuna B-xsoprpustmiaMusa B 100 ma somnl. [lo oxkoHUWaHHH
TIPUKANEIBAENSL (KOTOpOe NPOAoJKaercs ~~3 daca) peakmuoHHYO Maccy
KANATAT ¢ o0paTHBIM XOJONMJBHUKOM emme 3 gaca. [locse oxnaxmieHus HO-
6apnszor 100 2 egxoro HaTpa ¥ SKCTPArHPYIOT B XKHMIKOCTHOM 5KCTPakTOpe
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3¢upom 60 yacos. SbHPHLIH SKCTPAKT CylIaT IIaBAEHEIM €IKUM KaJH B Das-
TOHSIOT B Bakyyme. [lonyueno 33 2 (50%) criporo B- AU THIIAMHHOS THITHIL-
pasmrHa ¢ T. ¥un. 102—114° (60 mm). Hocne BTOPHYHOH HEPErOHXH T. KA.
109° (56 mm), n*°p 1,4479. Hasimeno: N 32, 16 32,07%. CeH;7N;. Brruucneno:
N 31,99%.

1-AMEI- -3,5-1uMeTHI-4-aMUHONMP A30d  TOJYUYEH C BeIxOmOM 619% IpH
BOCCTAHOBJICHAH THAPA3HHTHIPATOM COOTBETCTBYIONIELO 4-HHUTPO3ONPOKSBOI-
moro®. T. xum. 154—156° (6 mm), n?p 1,5025, d2°, 0,9728. Halinerno: N 23,41;
23,34%. CioH19Ns. Boruucseno: N 23,17%. :

1-AMHJI-3,5-111/IMeTI/IJI-4-J1PIM€TI/IJ1aMHHOHHpaSOJI. K cmecm 14 2 l-amuia-
3,5-numernn-4-amunHonupazona 4 39 ma 85Y% myparbuHOH KuCJIOTH OpuOAaB-
asror 0,2 2 cKeJeTHOTO HHMKe/JeBOro KaTtasiusaropa H 8,2 2 MeIKOH3MesbueH-
HOTO mapadopma K KUOSTAT ¢ 00paTHHM xoaoauiabankom 10 wacos. Ot peaxk-
IHOHHOW MacCH OTTOHSIIOT M3OBITOK MYPaBBHHOH KHCJOTEH, OCTATOK MOAMIe-
JAYMBAIOT €IKHM HAaTPOM H 3KCTparupyior GensosnoM. IIpum pasroHKe OeH-
30JIbHOM BEITSKKH monydero 9,5 ¢ (59%) mumeTunaMHHONHPA30/a ¢ T. KHUIL
1562—154° (12 mm), n®p 14780 d®, 0,9231. Haiinego: N 19,97; 19 88%
C12H23N3.v Bruncgeno: N 20,08 O/o.

g-Nupuauastuaruapasunel. Cumecs 160 ma 92% PHﬂpaSHHFHﬂpaTa,
135 ma MeraHosa u -186 e 4-BHHUNNUDHIMHA KHOATAT C OOpaTHEIM XOJO-
JUJIBHUKOM 7 dacoB. PasroHAIOT peaknHOHHYI0 Maccy B BaKyyMe B TOKe
uHepTHOro rasa. Bmxom 200 2 (82,4%) B-(nupunmi-4)sTHATHIpasHHA C
T. Ku. 160—162° (9 mm). AHajsoruuno nosyden B-(UHpHAKA-2)3THIATHAPA-
3WH w3 2-BHHHIMHpHANHA. Bexon 84,9% (362 2 u3 350 2 2- BI/IHI/IJIHI/IpHI[HHa}
T. gum. 139—142° (9 mm).
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STUDIES OF PYRAZOLES
XLIH. SOME AMINOPYRAZOLES

I. 1. Grandberg, S. V. Tabak
M. V. Lomonosov Moscow State University

» Received October é], 1963
With the objective of eliciting biological activity a number of atkyl and
acyl derivatives of 3-, 4-, and 5-aminopyrazoles has been synthesized.

Chromatographic characteristics of the majority of the compounds pre-
pared have been determined.
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